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(57) Abstract: A platelet aggregation inhibitor not inhibiting 
COX-1 and COX-2, comprised of a compound of the general 
formula: (I) (wherein each of Ar x and Ar 2 independently 
represents a 5- or 6-membered aromatic heterocycle optionally 
having one to three substituents, or phenyl optionally having 
one to three substituents; R 1 is a lower acyl, carboxyl, a 
lower alkoxycarbonyl, a lower alkyl optionally having one 
or two substituents, carbamoyl optionally having one or two 
substituents, oxamoyl optionally having one or two substituents, 
amino optionally having one or two substituents, a 4- to 
7-membered alicyclic heterocycle optionally having one or two 
substituents, phenyl optionally having one to three substituents, 
or a 5- or 6-membered aromatic heterocycle optionally having one to three substituents; and R 2 is hydrogen, a halogeno, etc.). 
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m m m 

[oooi] *mm&. &'mmMmmfcm%mir%\i°7y-/ummmm-r% 0 

^y^J^LfcAPT (Antiplatelet Trialists' Collaboration) -CfiEK^ttTV ^ (# 

tf^MitDo Ld^bsfedSfe. r^t°y^«, M^cDffijfiu vvb^ST^y^UI 

[0003] T^\i])^<D^/b^MM^UW-M f*. ^n^-driX^^— if (Cyclooxygenase) (D 

— if-1 (COX-1) t^ntf-^^— if-2 (COX-2) ^fc<9, T^t°y^«i£ffl* 
TCOX-lS^^WlC|5aWbTjfiL/J^<OS^Sr«lffi!l*t"5^, COX-l<DPE.*«T^ 

t o y^««^5i^fci->®H^^oTv^(##f^j^3&m#M)o **5, 

[0004] w_hoj;5^, r^try^^jfiL/j^^ftiftiJ^irb-c^rffl-efes^, ttftmmft 
x&zcox-mmimKxznmmm&mimt^xm^tfrb.cox-mm 

[0005] ^*T,*^^^JfiL^f^ffl=Sr^Ti-5t p 9^-/Vf|aSE^^bT«, (A) (# 
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#fF ^Cll^2 : W097-29774 

##M:ftfcl:BMJ, 308#, 81-106H, 1994^ 
##l^ife2:BMJ, 321#, 1 183-1 187H, 2000^ 
##fF3Cife3: Neurology, 57^, Suppl. 2, S5-S7H, 2001^ 
##fr^Cife4: Drugs Today, 35#, 251-265K, 1999^ 
#N#fr^0Sfc5:Chem. Pharm. Bull. , 45#, 987-995K, 1997^ 

[0008] L£>U (A) (D=37— y^fH&lfiL/J^^^i-*J-r§IC {gte5. 3 X 10" 6 M 

50 

-Cfc«9, COX-2^^j-L-C^tvJ; i 9^V^S.#^tt^i-(IC ffi2. 4X 10 _? M) o |^ 

50 

T3&vvfc©-Cttfcv\ fffj£<Dj;5^ COX-2(D|JB.Wf^ffl{*^^ffl^^^^(D 

(D-e«JfeV\ fot, COX-lS.t^COX-2Sr|?H.^-r5-^'fcV>^* 
jfiL/Jv|R«^«iftll|ISr»^-rSii:Sr § W^i"§ 0 

[0009] «W#«bte, r^J;5^ii/J^»^W$iJ^^^feT^W^gbfc^, TIE— 



[0006] Wbi] 




[0007] #fffc^l:#fr^2586713-^W#B : 
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-rfttt. -^(D 



[ooio] Mb2] 




(I) 



[0011] Ar &t>*Ar ^fh^fim^LK. lJ&V>L3ffi<D»lSISSr^ri-5^^feS5 

12 

^b<^i6M^7)^#^ ; it^MX^*l^V^L3fi(D^^#i-§i^fe§^^/^ 

1 

m-ehZM-Br. Ar «l^V>L3{@(Dgm*^W«^^fc55^b<{i6M(D^#^ 

2 

1 

£\ Ar «l^V^b3f@(DM^S^i-§5t>L<^*6M^^#^ ; ^i*^SX^»$^ 

2 

S^bTl^b<«2f@(7)M^^^i-§^7/W^^-r/VSX«lt)b<^2fi(Dg^^ 

1 

2 

Rite, ttT^/H, {MT/l^df-^/k/Jwk^ mBT^^m, l^b<te 

hh&Z/^^^M, ltL<ri2i(DiiS§rtt5ittfc5t^tWS, 1 
t>L< te2j|i|(DgmS^*i-^-i:t>fc^T5/S, 1 t>L< te2f@(DgmS^i-?.-i: 
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[0012] *fc, ^mmtz. — je^cd -r^ti^-a^ -t©^, xit^ttih^mmm^ 
[ooi3] h^, -im (i) -e^^s^-a^ xn^tih^mmm^ 

toon] *mm<Dfc&vo (i) . *tbfc©^b<H^g«^p<», xf«oi£<D^?p^tt, c 

femfomm , ^skmu^wmm (-iwi^ft (tia) , mm.mm) , Mmst 
b) , m&m<wmhffii&&ffi(PTCA) , xT^hmmm)m<vm£&mm, mmmm 

[0015] _Bz&0>— (I) ^*3tt5filfeS^ov ^TfiJLTi^W-rSo 

[0016] Ar RTfAr "C^tbS^J^gsffSStt, 5X»6M©^r#^|g3tfSS'e*>>3. 

1 2 

, t°yy*v^^ -r^yy/vs, hyryy/vs, ^u-yy/v 

-ry^-u-yy/^ ^ryy/v^ t^yy/i^ ^T^r^y/v^^ff srws 

12 

(DlXii2i©tIMft5^it^{gi7;^;vS, (2)/M3^/S, (3)* 

fesr^ys, (i2)ixtt2ffl©eiSissr^rf-5r.i:t>*)S*/w^>r/V'S, (13) ix 
^2m(D^mT/^/>mxm^n^thh^>T^/^/^^/>m, (14) ix«2{@ 
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©t«^t5rttfeS4*t ^7M(Dmm^Mmmms ( 1 5) tus^tts^ 

^fcSfiiW^kS, (16)Itl^tt5i^fe5if7^^H, (17) 

[0017] (i)^#^*^^^^/v*±(^g#*'efe5ix«2f@(Z)mm*^i- 

) ^##C2— 7<Z)T/^^-^/V^/V^, (g) ^/V^^r ^/Vg&tf (h) mM^-* 

[0018] _h|B (b) /M3/rV^^L-C«, ^/k^n^ ^nn^&tJ^n^Sr^tf $r 
So (c)^*tl^6W7/Vndri/liLtii, ^h^>^ x^S, 

v-s, -f y^n^^, zfh^ym. ^yyy^m, ^h^m, i/w^^/v* 

[0019] (d) 1*>L< »2fil©eift^Sr^rt"5-i:t*>5T^Si:L-CH:, #i^©7^S© 
tei-, (i)^*mi-6(Dli:^, ^tt^f±S!KOT;^S, (ii)^*gt2-7(D 

T/v^y-r/v^, (iii)ry— ;^;v^s, (iv)am^«m-#/v^/i^ (v) 

!&&^<5{fl&2~ KDT/V^Z/Jj/Vtf^/V^ (vi)T!J— /l^drv^/Vtf^ (vii) 

m^tbS^^fes^/w^-r/^, (viii)Tk^*, (ix)Mii-6©iait, 

[0020] (i) ^^mi— 6<DT/V3r/vmbL,Xfe^/vm, ^/V^, 7°nt 0 /V^, -fy 

t7v5£, i/?ny*=3-;v^ ^o^yf/vl, S^n^^ri//]^ iyyn^nfcyvy^yp- 
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^/i^y^/v^/v^ ^-^/^y^/^^/v^^^^tf £>*l5 

o 

[0021] (v) ^it2-707/Vndr^;^-;Hi : Ltii, ^h^v^/V/j^vl^ 

[0022] (vii) r/^/vmjLm^n^MmnMxm^n^thh^/^^-(^mti,x 

, yntV^;w^^S, ^fy^tztv^/w^^f/v^ H^i$b£v^il3$<D:/ 
f;^/w^-f;H, ^y^^7/w^^;H, ^df-;/;^;v/^-f;H, S^ny" 

/W^-f/vS, ^f;^nynlf;^;W^;H, y^-/vi/yn:7 0 ntyvy^yv# 

^h^tKnt°y$^^/w^^/v^, t°yvyvv#/w^^v^ -f^vyvv 
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-?n\i/v^;vifr~;v^ <4y?n\?;v^;vfo~;v^ -f^tv^vifr—iv^ ^Sff-jv 

[0023] rJh/fe (i) - (xi) (DS^g^i-§^^$?§T7^/^^LT^, ^/^S, 3^/1^ 

v^n^nfcW^ v-^n^^/V^, v^n^^^vk^ ^n^drv-/V^, 
[0024] (1) (Djt^J^LTfSy^Vl^ ^/V*. /ot>S, -fy^ntf/k^ Jg— « 

^WS, tKndrv-y^/k^, 2-tKn^xf;H, 2-fcKn 
df-yntW^, 2-^/V^-n^nt°/V^ 

nfcVl^ MJ^/l^np^vl^ yh^vo^vl^S, ^b^y^/l^ ^ntf?^^ 

/v^, Wo^^f/H, 3-yh^^ntvv^, r^yy 

^/V*. 2-T5/^/V^ l-T5/^/V^ 3-7^/^2, 2-T5y7°cil: 0 

, 3-(^^-/VT^/)^nt°/vS, 2-(^f;^/)7 , nt p ;H, vV^WT^/y^vvS 
, 2-(> ? y^-/VT57)^^-/VS, l-C^^/VT^y)^^-/^, 3-(^f;V75/)7^ 
nt>I, 2-(v ? y^-/VT57)^°ntV^, 2-(y^-/^^-/vT^y)^^/v^, i-(y 
^/^^•7VT57)^^-/VS, l-T^/v^n;7°nfc 0 /V^ l-(y^VKT^/)^yn:7 0 in 
£7l^ l-(^/kT$y)^yti7 0 ntVv^, 1- (^^;V7^y ) y^n7°ntVvI, 1 
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nt°t=/V7^yxf;H, ^^M;VT^;*?-/vm, 2-{^^V^;VT^J)^;V 

^WS, 2-(^7/W^^/VT5:y)^^/VS, 2-(N-^/V#/]^^f7KT5y)^ 
2-(N-xf ;^;W^/f;l/7?y) fcKn^S/T^y^^VV'Sk 2-(fc 
Kt3dri/T^y)^/^^hdrv/T$y^/^, 2-(^h^T^7) 3^/1^ 2- 
H¥VT5yO^/l^ N-^/WN-^^T^/;^/]^ 2-(N-;*?vWN-;*h 

/VS, 2-(^^-/V^/V^^/VT57)^^-/VS. 2-(^^VK*/MJn^/VT5/)^^/VS 
„ ^^/K^/V/J^/VT^^/VS, p-M^^/V^/VT^^/VS, 2-(7x 

^/k^/H^ ^/l^/W^^fVV^/l^ 2-*;w^;vxf;vS, 2-(^ 
;^;w^;v)xf/vl, ^^vcfr/V^^/V^/VK, ^Y^ti;v^^;v^;v 

[0025] (2) /Mn^fV^^bT^, ~7/VJrnm, ^nni, l^yn^M^(f?.ii^^S 0 
[0026] (5) m&&&i?1rZ)~ti>&>Z>1g t mT/V=i3c^mbL,Xfe, *;W^^f;H, {£®7 

mxn2m^mm:ir^thh^mmm-6(Dm.m^ ^w^y.n.n^r/v^ 
^#if ^m^#m^/v^/^^bT«, tfris(iv)i!^ic^(D^(f^ 
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v'S, y>^y^, ^y^h^rv^S, ^Ob^M, ^n^yf^VS, 
Wh^ri/S, ^/W^^Vl^h^y^ yh^#/V^/vyf^yS, ^h^r^/V 

[0027] (6)T^/v^/v^^si:^, mmm-20(DTv—^mti^mwci-6(Dw:m^ 

y^/^^rm, 4yy^;^*m, ^^^m. ^yu^^- 

[0028] (11) ix«2fi(DgmsWi-§^^$?§T5y^^tt, WWM<DT*;&<Dm^ 

£ttfcT5/s<^ jiW!l£L-m. y^/vr^ys, ^/vt^/s. y°nt7kT5/^ 
-ryyntWT^/s, v-ypy^tVKT^s, y^wr^/s, -fyy^/Kr^s, ^y 

yn-<^vvy^VVT5/S, ^f/VT^/S, v'^/VT^/S, ^ntyvT^/S 

, N-y^-yv-N— yyn-o-^/vy^/vr^y^^^^if §i^^s-e^s 0 m&cr^ti/ 
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T^/S^icBfcU ^(DMtfcMbl.X^ T±^-/VT^ym, zfnM^^VT^/mm^: 

/VT^/#/Vtf^/VT^/3£, Nl, N3-^^/VT^/#/V^/VT^/3£, Nl-^/V 

[0029] (12) l^L<»2j|S|(DMm^^^«^^^^/W^-r/^^LT«, 

#/w^-iV^<D<ftii^ l 1 bb<^2{i(D_hfB{£^T/v^-/v^-eM#$ttf'^^^ ; e 

[0030] (13) i^<\^2m(DmMT;v^/vmxm^fi^bh^r^/^/v^^/vmt\t 
. mwM(DTK/^v-fc^vm(Dm^ ih^<^2m(D±mi&m.r/^/^mxm^ 

zvm. i?^/vT*yx/v^/vmm&mf%z-b&x^% 0 
[0031] (i4) i^v<^2m<Dmmm^mir^bhh^4f-£\^7m(7)mm^Mmmm^ 
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[0032] (15) iIl^ft5{£l7/^/HiLtii, &kT/>^> 

[0033] (16) gftS^tt5-^fc5fit7;v^^/HiLtf4, */w^>f;H, {S^ 

/Vi, ^/V^^rv-ynt^/vS, \fn^J^;V^=.;V3i.^=. 

[0034] (17) I»tt5'^l)5fi»T/^/'f/H^tit #/W*^fV]^ » 
^lX«2f@^M#-r^^^fe§^^2-7(Dii:^, ^^x«m^T/v 
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bfhti&o (17)<DJ|#:»L-Cte, T±^/vm, zfvtt^v^ y*^)/vm, 
[0035] Ar T^§ff*I*#SX(47x-;HJ:0lISiit s 7^-^i^^0t 

1 

[0036] ^C^M^^^(I) ^oV^Tte, Ar ^l/ ^ eV^b3'^@(DM^^^#i-§5^b<{*6M» 

i 

2 

6M<D^#^m^S-CfeS„ Ar i ^ga^^^v>5^b<«6M^^#^^ 

2 

i 

2 

[0037] #Ci^ m^KRl&TO2^o^-Cfft0J!-r-£ o 

[0038] filT^Sii, ^m#:l-6(DIi:^, M^Xiiit©7/^/H^tt5 
[0039] i£0T/^dr^/^^/^«, ^^#:l-6(D[t:^, ^^X«#t<D771^r 
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[oo4o] i&mr/^^ymit, mmwa~6<D\&mvK, ^mkxnM^r/v^ym^m 

o 

[0041] l^<\^2m<DU^^^^th^mkT;v^;v^t\^ /^^^V^ 

/^m-em^ti^thh^T^/m, ih ix te2jiii<D«*^i-3^^;fc34&i ^ 

[0042] A#«LTte^/^ ^/V-S, 7°ntW^, ^y^ntVH, Jg-«V ^ 

^<y^-/vm, tt^yfyv^ ^y/vm, i/yvy°u\i;v^ y 

m^/v^ 3-tKn^ 0 ntVv^, 2-tKn^ 0 ntVv^, 
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-^tmx^/i^ 3-^uuy°u\i 0 ;vm, 2-ywy°tt°/v^ YV77V^ru^;v^ 
jj;v^^^/vm, 3-^j7V^^y°vi^7V^ 2-%/^ 

^v^ntVV-^ TsjV&t'fyV^ 2-^sVsfr^^/VM, l-^/V^^-^yV^ 
^^VtVvK, 2-^/v^y°u\i°/vm, tY^is^/vm^ =^Y^^;v^ y'utf^y 

hdr^>^n^°nt°/VS, 3-^h3r>v^P^>^-/VS, 4-^h3r->v-^n^rvWS, 

^/v/Kxvi^-p/i^ t^/^/kS, 2-r^y^/vm, i-T^y^/^m, 3- 
T^/^ntVH, 2-T*;y°tt°;vm. t^/vT^s^/vm, 

^/kg, 3-(i^vVT5/):7°i3t:VV^ 2-(v ? ^^/VT5/)7°nt:Vk* % 2-(^ 

y°u\?/v^ •> WK^/v*. N3-yf;v-)WHWi, N3-xf/i/^WK^f 
/l^i, N3, N3-v^/V<>WK^/H£, N3-^f;V-N3-xf;k^WK^f;H 
, 2-(!>WK)3:f;H, 2-(N3-7^/V^WK)^^VH£, 2-(N3-xf;V-^W 
K)^^WS, 2-(N3, N3-^^Vl^WK) 2-(N3-^^-/V-N3-^^- 
;p^WK)xf;H, 3-(^WK)7°nt°/V^, 2-(^WK)v-^yPt>S, Nl- 
^f^^WK^f/H, Nl-xWWhWS, Nl, Nl-^WWW 
/v^, Nl-^;WNl-xf;^wh7f;vl, 2-(^WK)xf;H, 2-(Nl- 
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^f;V!?WK)^f;VS> 2-(Nl-xf;^V>fK) xf;H, 2-(Nl, Nl^W 
;^WK)^f;VS, 2-(Nl-^/^-Nl-xWl//fK)xf^S, Nl, N3-V? 

-Nl-xf ;v) WKxf 2-(Nl, N3-i^xf^WK)xf/H, 
/V/^^/k-2-tKi3 :3 f">^^/V^, 1, l-^/W^^f 

-i-^p^/'/H, l-^/w^/wi-^f/i/xf/H, i-#/w^-f/v-2, 

[0043] l&L<te2^(Dg|&^^i-5^£tfc5#/W^^/l^t^ l^b<f*2{@(D^^ 
xf;^;w^^;H, yntW*;V/^-f;vS, ^y^ntV^/w^-f/v 

[0044] l^b<^2ili|(Dg^^i-5^i:%fc?>^- : ¥f-^-r/vai«. l^L<«2{i(D^m 

zfn\i 0 ;v^r^-^-^;v^ 
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^/v^/^^^/^m, it^svtt-y-^sv^ ^/Pzftt°/Ptt-y-^4 

[0045] ih\^<mm<Dm&m$:^-rz)Z_tb&z>T^;mbfe, ih^<fe2m<Dmmwa-6 

/Kr^y^, ^y^ntv^yS, H^r^v^HH^o^/Kr^y^ ^y^/vr 

^/v-r^y^, vW/vr^yx, y^v^^/vr^y^ v^^/vr^yx, y^vv^n 
tvvr^y*. y^/wy^ntvvr^y*, y^-yy^ntyky^y^ y^/vi/y^ 
yr2twy^-/vT5y*, y^/v^Hmy , >^^/v^/vT5y*^^#ifs^i:^-e 

[0046] lh U< «2^@(Dg^S^-r§^^fe§4^V ^L7M(Z)^#^:1S^#S(D*fffl 

tKnt^y^V-/^ — ^tKn^y^-zv^ t^yy^/v^, ^-^yy^/v 

/VS. ltL<te2{@Og^S£^1-3r<^&3T5yS, lt>L<^2j@(Dg^S^ 

&3T^y^/^~/v^W£~^-e#3 0 

[0047] l^V^bSjmog^^^-r^r^^^^— ftlfEAr RXJ^Ar "X*& 

1 2 
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1 2 

[0048] utk. *$mv>tt&m<X) ^ovv-c, mmmimm-rzo 

[0049] — (I) 60 Ar &7j?Ar tT^tlZ, lfcl >L3j@cDM^^i-§^^fe§^# 

1 2 

MM^M&tl^Xfe, C T/V^/V^ tKn^rVC T/V^/V^ /M^^VC T/V 

1-6 1-6 1-6 

1-6 1-6 1-6 

2-7 1-6 6-14 1-6 

1-6 1-6 



1-6 1-6 1-6 

1-6 1-6 1-6 

1-6 1-6 1-6 6-14 

1-6 1-6 1-6 

1-6 1-6 1-6 

1-6 1-6 

1-6 1-6 1-6 

^rv^/Vtf^/VC T/V^iy^ ^J/V^iyC flg^^lS^^/V 

1-6 1-6 

7^-/VC T/V^v^, C T^/V^r/l^^v^ C T/^/V^-^rM, C T/V 

1-6 6-14 1-6 1-6 

1-6 

1-6 2-7 1-6 

T5:7^, c 7;^;^WKS < c 7;^/v*/w^^H, 

1-6 1-6 

1-6 2-6 

2-6 2-7 

i-s^fc&stry^/K tW^/K t-y^v^/K t^v^/K f7^7/y;v, ih 
-t°ny/vs, ih— r ^vi^sxtem-twy/vSTW *li \ 

[0050] J;90*bV>^^#^^^S^i:bT«, 2-t*ysM^ 3-*W/l>m, 6- 
yh^rv'-3-t 0 y^/«, 5-^h^-2-fc°y v 5 /^, 4-^^VV-2-fc°y v 5 /^ 5-^ 
^/V-2-fc°yv7l^ 6-*<?-;v-3-\f})*J;v^ 6-fcKP^V-3-fcrys?/]^ 6-i ^ 

7/-3-t°Uv ? ;H N e-^/w^-^/v-s-t^yvVvs, 4-^7/w-<^/v-2-fc°y> ? 7v 
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5-#/W^^|7V-2-t°yv7l^ A-MVn3ci/^;V-2-\i°yi/;V^ 
i/-2-t°y^/VS, 5-^Ty-2-fc 0 y v 5 /!^ 5-#/Mtfdf-iy/V-2-fc 0 y vWS. 5-fc 
Kn^y^/V-2-t°yv7l^ 5-T5yy^/V-2-fc°yv7l^ 5-ynn-2-t°y v?/V 

5-T^y-2-t°y vvk^ 5-v ? ^^/VT^y-2-t°y> ? 7k^, 5-^7V^-n-2-t°y 
v?/!^ 4-yh^>-2-t°yv ? /V^ 5-4vV5/V-2-t°y vVv^ 5-T-fe^-/V-2-t° 
y^/VS, 5-^~/V-2-fc°y^/l^ 5-(l-tKndr^^-/v)-2-t°y>?/VS, 5- 
{2-^Y^^J^^;V\f^]y» -2-fc°y vVVS, 5-(2-y h3r>#/V^/V^/V) 
-2-t°!)^S^ 5-(2-^7/W^^-f/V^^-/V)-2-t°y> ? /V^, 5-(^/VT57)^ 

/v-2-t°yv7i^ 5-(y^^vv*~/vT5y)y^/v-2-t°yv7i^ 5-(T-fe^vv 

T5y)^^/V-2-t°yv ? /V^, 5-(^hdr^/V#^/VT$y)y^/V-2-fc°y> ? /V^, 5 

- (^y^^/i^vvT^y) y^/v-2-t°y 5- (^^n^y^y*;p#^ 

T^y) y^/k-2-t°y *J;V^ 5-( [3-(^h^tKn-2H-t 0 7^-4-^/V) wK]y 

^/v) -2-t°y vv^, 5- (^e/v*y y^/^^/vr^y) y^/v-2-t°y it/vm, 5- 
/v/^^/vy^/v^>/)-2-i: o yv 5 /v*, 3-t°y^v^/v^ 6-yh3->-3-tw 

v^^/H, 6-y^-/V-3-t°y^^/VS, 2-t°7v^/VS, 5-yhdrv'-2-t 0 7v ; ^ 

/V^ 5-y^/V-2-t°7iy— /VS. 5-T5y-2-t°7^/VS, 2-fc°y^/l^ 4- 

t°y$v7V^ N 5-*Hf~>-l, 3, 4-f7^7y'-;V-2-^S, lH-tfn— 

/H£, 1— y^/V— 1H— t°n — /V— 2— /V-36, lH-t°n— /v-3-^f/H£, 1-y^/V-l 

H-t°n— /v-3-^7i^ lH-fc°n— /v-i-^f/v^ l-^f;wiH-/f^/- /^-4 

-^71^ lH-tf^y— /k-3-^7^#7)S#tf btv5 c 

[0051] — (I) <DAr RXFAr ^^th& s l&V ^SB^Wl^^^ir^thh^^. 

12 

^/VKiL-Cfi, C T/V^r/V^, tK^^C T/Vdr/V^^M3/ryC T/V^r/V 

1-6 1-6 1-6 

T^yc T;v^;vm. ^;Xfei?-(C T/V^/V)T^;C T;V^;vm,C 

1-6 1-6 1-6 2-7 

T/v#y^i7vT5;yc r/v^r/vs, c tv— /vx/v^^/vt^sc t/v^/vS, 

1-6 6-14 1-6 

RmM^M^MX^— /VT^yC T/V^r/VS, C T/V^df-^/V^^/VT^yC 

1-6 1-6 1- 

T/v^r/vS, c ry— /v^-^^/v^^/vT^yc t;^;vS, *;w^^t 

6 6-14 1-6 

^yC T/l^r/VS, C T/Vdf/V^/W^^/VT^yC T/V^r/l-^ II^^IS* 

1-6 1-6 1-6 

1-6 1-6 1-6 
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1-6 1-6 1-6 6-14 

1-6 1-6 1-6 

1-6 1-6 1-6 

1-6 1-6 

1-6 1-6 1-6 

;v^;vc T/v^^m, x/is^i/c t/v^v-s. mn^Mmn^/^^ 

1-6 1-6 

7VC T/V^^rVS, C T^/V^/V^v^ c TsV^/V^^r^ C T/V^af 

1-6 6-14 1-6 1-6 

1-6 

(c t/v^/v) r^y^. c T/v^y^/vr^y^. c T;v^i/jj;v^^;vT*; 

1-6 2-7 1-6 

1- 6 1-6 

1-6 2-6 

2- 6 2-7 

, 3-N, N-^^/VT^/^m^/VS. 4-^7/7x^;H, 4-*/W^^/V7x= 
[0052] ^^^(D^Rl^r^^^bT^, C T/V^r/V^C T/V^i/-C T/V 

1-6 1-6 1-6 

^/W^^f/V-C T/V3VV^ fcKndrV-C T/V^r/vS, ^n^/-C 

1-6 1-6 3-6 

1-6 3-6 

C T/V^r/VT^J-C iy^uT/P^-/^^ N, N-v>(C T^/-C 

1-6 3-6 1-6 3-6 

^n7;^;H, N, N-v^(C TVl^/V-) T/V^/V-C ^n7;^;v 

1-6 1-6 3-6 
1-6 3-6 3-6 

3-6 3-6 

1-6 1-6 

y ^;H, N-C T/V^/Vt°py v^/VS, ^nUv 5 ^ /V-C T/V^r/VS, N-C 

1-6 1-6 1- 

6 1-6 
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1-6 

[0053] XVm&lA' ^RKDMbVXl^ t^m, ^;vm, n-^PtVH, -fy^nfcWS 

yv^/V^ N-^/UfnUv^/l^ N, N-^7^/VT5/-t-7^;VS^ 1-(N, 

bTnys^/lo^yi^ ^hdr^-t-^^/VS, 7"h7tKn^y/VS, ^h^tK 
/V^, l-tKn^v^^vV-l-v^n^^/l^ l-tKn^rv^^/V-l-v' 

^WS. l--fn^;v^;v-l-^xi^ly;vm, 7x^;H, t°y vvvX, ^h^t" 
y vvH£, ~7Mn\£W;V^ ^h^-^^-^/^M, -7;virn~7^^;\<^ ^yv'/H 

[0054] R2-e^$^^bTfi, 7kiillH\ C T/Vdr/VX, #/MK3->C T/V^S 

1-6 1-6 
1-6 1-6 1-6 

i/^/um, ^/pm. ^/um, n-7°vt°/isM. ^y^ntvvs, 4yy^/^mm^ 
[0055] jf%m\(F)\\:-&m (i) tf^u-m, ^B^^^^o-r^T^^^^-r^^^ 

1 2 
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[oo56] jfmm\Y&m (i) (Dmmam, xit^mfDmmmmK^mmmmmt^ 

o 

[0057] j^t^, *mm<Dik&vo (D <Dixmmfm^m^^^x^^ 0 

[0058] ifmn<D\\^m a) (Dmm-^ ^x.«riE(D^&-t?®^$^t o 7y^ 

/V#/^Vgg(7)£^^LTJlV^ 0 
[0059] Mb3] 

a Ah 3 — Arj AA COjR3 — - Ar pQ>- co < Ra v^~ Ar * 

C0 2 R3 Ar™ — NHNHj ' 
(D CO iR3 (2) (4) ' (5) (6) 

t 

Ar— NH 2 

(3) Ar. ^ 

(7) 

[0060] (_hfE^, Ar RXfAr ftlfE£II)Ct>C9^U R3tt^/^&§l^;n^v^ 

1 2 

[0061] ^^^(D^^^^T/^/V^^/^N, N-vW/V^/VAT^K^jI^ 

Tt#tSitt i«9, i\&m (2) Sr#5^i:^-e#5 0 
[0062] *fc, ik&m (2) it^mil) b^^Wt^T/V^/V^^/V^-j-YVV^T/V^ 

[0063] Jr£l^ (2) f3\ >fk^ (1) O^h9tKn^7^^^tt^^m«?b-78 0 C 
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/vttTA'&maust^zzbKx^xbmk^Zo Rs^nm^ -78-2o°c^ 

[0064] fc33 x ik&md) tt, rfTflR©fe<DSrfflV^d\ fe§VN{*##^J^|B^O^X^ 
[0065] &i vr\ f (2) ^T/V3— /V (^/— /K fc^v ^i^y— ;V) {zMMU 

[0066] _hfB(Dt 0 ^y — /i^&ftRJfcfciasv vera, fflsfifcSrSfc&li-rsftfc^ Mm m<DbV 

y^/kT^^2§:!^^n^<-Ob, {fra^fc (5) &#5£.£as-e!?5 0 
[0067] _hfBOtW— /l^^fcRJ&fcSSVvrri, tpffl{£4, 5-^fcKn-5-tKndf 

^-lH-bT ^-/v-iNjc^Mb^ (5) ££fcfc#£>*x5££t>a>5o ^Wl^te. 

lb^^vv*iwK by^/vr^>-&tM-^7^/vT5/t o y^^n^T^#i-3 
^fcitHfra^ (5) ^itx«<Mit«' ^-e^ 0 

[0068] >fb-a^» (5) i^^JPTK^-r^^^^^^t^y (7) SrSE^ 

[oo69] ±M<Dtofo5mm&\*. mmxwi"(xm<DftteTxn?z-b&x%% 0 m^ti^ 
-cr*, r/v#y^«(mra\ y^w», ^mj?a, #y^^)<%kst^ww^ 

5— 50 < C#J;W*LV\ > 
[0070] _h|E©^&^ (5) m^Ar ±<DWm^*mM=&>mft<D 

1 
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1 

1 

1 

[0071] #MMb^©a^©^i«i^<5v>r, ±IB^fe^j:«j^Lfc*3SM©^^(i) 

&X*%Z> 0 fc£;U2\ ^^/V^^^fle (5a) tKn^il^(5b), hy^ 

[0072] urn 




[0073] Ar te. ftmB^DbcD^U Bnte. ^^vWS^U R3J3^/VS£>3 

i 

[0074] -<>i?;vtti/mmW (5a) ^^y-/v#^^^L, 10%^7 

^^^-^^^M^^urffl v ^mmM^r^b^vn^mmw- (5b) s^at-e^ 

So 

[0075] tVn^mmW- (5b) £ife^^l^#^$U^i?U t 0 yv?>^<DM<D#&T 
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^^v^^v^r^mMW- (5c) Sr5«ire#5o 
[0076] i/T/m^W (5d) fit, YV7Mvi^y^;V^^;V^-^m^W- (5c) ^nnx 

^)y^v?r>A(0)^px.-c^#i-§r:^^j;i9^-e^§ o B^fijtte, io-ioo°c 

[oo77] i/rmmw- (5d) Tfso^m^j;oTtM3g-r^^^^-et§ o 

f-^pr^ y^^At^(by^/^y/v)T^K-t?Mbfc#, ^^^t/^/v^ 

^/^»LTit#«r^^J:oT^^ (2d) Srg&tU (2d) 

tiaot, ^r/fiagft: (5d) ^Mit-T^^-e^o 

[0078] ^db\ Tir^/M^yi^^f* (Id) ##f?!l^fE*(D^&X^O^feic2pC 
[0079] fc 9 ^— /V#/V*V^ (7d) ^T7f|^#: (5d) ^b^tKn^^ir^M^ifL 

^fto^K^by^-^A^7Kfp^^»bit#-r^^^^M3g^§o o 

-50°C^W*UV\ 

[0080] TiB^^/M^S^ft^ft: (5g) ^fb, % /v^WmmW (5h) ^T^/ft^ 

(so m*w&rz>^b&-e%z> 0 

[0081] Mb5] 




(5g) (5h) (5i) 



[0082] OCT, Ar ^Lt^R2fi. ffffB^Db^^U Bocte, tert-^>^^/V^^/VK 
i 

^-To ) 

[oo83] jww^m, ^/v\f9^mmi^(5 g )^rj>m<Dmm\mmu mnxrm 
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[0084] T$7f|^f*(5i) ^/V^V^f|ag#:(5h)^l, 4-^dri^^<D^^^«?b 
[0085] 35(21, yfc<DY})Z7;V*xi*#l'*;V^;Vtt*sWMfo (5c) fl>£>, ^^VWMW- 

(5j) ^gBt-rs-fctf^So 

[0086] Mb6] 




(5c) (5j) <7j) 



[0087] Ar RXlR3i^ ffifci:mCi><D&^1r 0 ) 

i 

[0088] Affrft fciS, ^^svmMVf (5j) J3\ hy^/V^-n^^^/v^^/^drv-ft: (5c) 
SrN, N-i^^/l^/l^T^K^hy^/VT^^^U hy^/^>y/VTi^W>- 
k\?x (bV?^~/^^4^) s^JV^ (ii) v^ny Y^mimMWir^ txWkikx 

[0089] t°^y — /V^/^V^M^f* (7j) oi^^/kf|^#: (5j) Sr^/— /Wr^9fcK 
0—1 00*0 a*0*LV\, 

[0090] _h|E(Dt°7^-/^^^^*5V ^fflv^fcK9^l^H*#: (4) Xtt-t©46tt, 

1 

mat, r^(3)^mmmimmu ^rKmrnm^h^^m^x^r^mc 
mt^di) Kxmmi-^tKxv^^j>mmi^(4)x^(D^ 

M&X^Zo *:<Dm&<nRJ&mMte. -10— 20*C^»*bV\ 
[0091] fc*5, T^(3) «\ rfjflR^^b^SrfflV^d^ fcSV^^^Jfcfaft^SfcXf* 
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[0092] ±m<Dmwm^ xvmct^y—^jj^^mmmfc (7) &tv^ (8) tms-tz- 

[0093] Wb7] 




[0094] (^tfJ, Rl, R2, Ar , $:^Ar i2ttfiB£|i?)Dbtf>£r^ro ) 

1 2 

[0095] _htB(D^H^«, ^ 0 ^K^m^LT-^w^fflv^^^^&^pffl-r^^^^ 
—^mm^^htvx^^^^&mmtisXte, mtLtz. rwm, m?wv 

-^^S-e^r^ -ttT/bO^^}*, M. Bodanszky, Y. S. Klausner&t^M. A. Ondet 
ti^'Peptide Snthesis" (A Wiley— interscience publication, New York, 
1976^K G. R. Pettit^F" Synthetic Peptides" (Elsevier Scientific Public 
ation Company, New York, 1976^h B #te3^*B"£WJRIUfcffc3 & 3ft&2 

2m, rnm&fi^ (%WR&&tt. 1992m m^mm^nx\^ 0 zJnb(DM&K 
lS^fflv^«Lt«, N, n-vW/vjJWAT5:K, fc'yvV, ^no*;^, ifrffc 

ib^l^K^W 5£.£dS-C#5o MJ^fiSf^ -20-50°C^W*b<, -10-30 
[0096] ^5b\ _h|BC0*g^SJ^^*5V^T, T^(8) ^/^^v'/Hf 
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[0097] tiftf<z)ifo»iiS^^t, ±mxmz£9M&\stt&m*<Dik&®<j 

mVf (Ic) , ^TSm^Vf (W) , #/W^^7Vfta|§L#: (ie) , T^/^/Vff 2H{£ (If) , t 
Kndr^^/Vf|^#: (Ig) &W£TZZ.£&T&Z>o 
[0098] Wb8] 




1 

(ig) 



[0099] (5£^ Ar , Rl, RZFR2\^ ffffEtl^Db^Sr^U Bnte, ^O'vWS'Sr^U Boc 
i 

[oioo] jw^as, ^v^tt^m^w-da)^*;— /^(vwmz.mMu io%s< 

7^-7«i^!liLtfflv ^mMMTt'tZZ.kX^vi^ymmfo (lb) «:5R3£-C£ 

So 

[oioi] tKn^^^(ib)^^^v^#^^^L, t°y^#o^S(D#^T 
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-50— 50X>X*mfchV7/l'*v*#>X/\'*>mkRffc^%Zb^k&m (Ic) £ 

wmx%% 0 

[0102] i/TJWimW- (Id) te, (Ic) ^nnx^yfo^if^t, ^T^khy 

n-^^/^x^h^^ (hy 7 m^/v^7^^) (o) ^HJ^^^^^-eM 

[0103] *fc, ^T7M^#: (Id) E\ ^T7^/V^V^fl^#: (7d) £T5^ (8) £r-<:/^Kl^ 

^^irLT-^w t-ffl v ^tizjfm&mm ur^i-sr txh%mx%z> 0 

[0104] ^7/W^/T7V^2g#: (Ie) }3\ ^T/WMW- (Id) g:^/— /V^h^fcKn 

j&Sffite, o-ioo°c^^bv\ 
[0105] ^/w^^e-r/kfi^ (ie) ^ryfl^#: (id) ^/^v^M^f*— 

[0106] v-T/fl^ft: (Id) £2. OMT^^T-x^y-z^Sii^iL, ~^/V—>y# 
y/^/T/V^Srftfe^^bTffl V ^ftfe3S5c (8^J±) i-5^^T^:f-/VM*>#: (If) 

[0107] fcKn^v^/Vfiagft: (Ig) fct, v^TVft^ft: (Id) ^h^tKn^^^O^^ft^ 

i-^^^-er/^tKft^f*— ^K7kmik*vm^yvvj*xm^~r^t\z.£x> 
[olos] rnmk^vmmvtomizm^ ±m^m^xm^tc^mm ^<Dit 

^vK T^y/V^^/K ynt'^ytx^T/V, :/Pt^^T^K<^#«ft^f£( 
il-q) &$mirZ>zk&X^Z> 0 
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[0109] Wb9] 




do) (Ip) t I q) 



[0110] (sS^ Ar , Rl, ^U?R2{*, itufB^Db<D^i- 0 ) 

1 

[oni] jy^as, ^^y^^mmi^ds)^mt^i->mmm^mmu D ess - 

MartinKHKl, 1, l-MJ^(Tirh^»-l, 2-^>-Xa— K^V/V- 

3(lH)-tV)^lJ^5iW7^1Si#(Il)^j!BI^5, SJStafi 

[0112] l-tKn^-l-^^vvft^ft: (im) T/v^fc (11) Sr?'h9fcKn79>' 

[0113] ^/vrs/p^vi'fNMfr (in) ri, T/^fcKff (II) ^^fife^^/VT^VS:^ 

[oi 14] Tfy^m^T^mmfc do) ^^/TOhy^^/v^h^tKn^^^^^ 
^mm^mm^m^bv^^mMi.m^fz.^mm^ r/vT^vmmw- (id 

tons] T^y/v^^/vfi^ do) ^^y— A^fflg&zmm,, ioVos^w j»-m. 
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[0116] 7tt°*>mtt^/i'm^fo(lp)&^h9th*vV : 7>bMzMM^ ^&<D7MM\a) 

[oii7] mmk^<z>mm<D%im\z.m^x^ ^m^m^xm^tc^mm^^t 

[0118] WklO] 




N 

(Is) 



[0119] Ar , Rl. R2, RTfR3i^ m^tm^W^ir 0 ) 

i 

[0120] JtrflctfjfcfcJ:, T±^-U^mmi^(lr) ^T±h^t7K (3: lv/v) fcig«?U 

^^^K^i:a^^^P^Pi^3S«i-^ii!-eT-fe^fl^#: (Is) =Sr$«tT5-£ 

[0121] ^a^^a^^m^^v>r, ±fE^&^J;«9M3gLfc^P^^^b 

It— w) Sr»l5ti"5-^^-et5 0 
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[0122] Mfcll] 




[0123] Ar , Rl, RZFR2\t, fufB^DbcD^U R4te, TV— 

1 

/v^&^U R5£R6te, ^H^Mife^^kit, fiftT/^i, JltSi^lSitStS 
U US, jttHt^Sr^-ro ) 

[0124] jy^as, T^^;vmmmn) zmk^u^mmmimmu w&j-jvt 

5yffiSS©#ftTl^^*^i^fr (9) SrSfc&q U£#"f5^ let 
[0125] r^Kf* (iu) tt, T5/^/v^»f£(if) ^Sfe^nyK(io) , fc5v^2#/MKV^(ii 

f&Um*, -10— 50°C#W*U/\ 
[0126] ?l/^ff ^f* (Iv) f3\ T$/^/Vff (If) ^ffc^W^igj&teig*? 

-eMit-e^o a^uSte, -io-5o°C/$Wi£U/\ 

[0127] Hfc, ^l^Tfl##:(Iw)«, T^y^/Vf|^#:(lf)^lr:^^^#^^^ 
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^(14) ^H^^-fr^^^-eMit-e^^o SJ^taSf*, -lo-sor^w^bv^ 

[0128] ->VTii#: (Iw) ife^^^^R^T^/^/V^f* (If) ^-f y 

(11), ^nn^m^/v(i2)^U?T^(14)«, TfriSn^t^fflV^N £>31n 

[0129] (i) , Jtnh<Dim>v<nmm%m, xn^^mn^m^ & 

m^mm) . m^muskmm (-ittit^^ (tia) , mmmm) . ^.mskw 
mm. Anskmmm^mm, mm^z — ^>i/B> mmm^^mtc agb 

mmzmfa&-mfe(D^mRTf/xtemmMb\.xmmx*foz> 0 
[0130] jfmm^m a) , ^h(Dm^<\mmMm, xnwm.cDmm^n^mm 

^tzXXDl ^m±, 0. lmg— lg/5W*b<, 0. 5mg— 5OOmg^J;i90^bV\ ZL<D 

m&s i um&mmfcfrtfx&¥-rz>z.£b-nsmx&v, &wm-&ia-z±.m<Di 0 
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[oi3i] sin^ *mm<DM f fctomk&to(DM&m&&irbkbK s ^h<D\^m^co 
[oi32] [###iji] 5-tK7^y-2-^h=¥^t°y ^^iaafeia 

[0133] Mkl2] 



.jCt 



NHNH, 



MeO N . HC , 

[0134] S-T^/^-^HSrv^y (6. 21g) ©*!fil*(50nil) S8ftfc2fC?&T, M^T" 
hy^A(3. 795g)<O*(20ml)^Sr60^-e?giTU |13?&-?30^}f #Lfc Q Ri&m 
Kmt^Ol) 2fcfam (39. 5g) (D|i^(30ml)^fert^l0 o C-e30^^t 

(300ml) mfctV^/l'^—T/ls&Mx.Xftmi'tio *Jg&S*^vK3z— -7=- 

* ^as^^-ciiTKa^hy^^-e^b/to «sij«, ^i-iM-i^^-^ 

7— /V^(50ml)^B^.Tjt#L, ffWLfciM«M, ^xf;Px^T/Vt)5fe 
^MbTt^S^^(5. 02g, 57%)Sr#7^o 
[0135] 'H-NMR (400MHz, DMSO-d ) 6 :3. 81 (3H, s) , 6. 82 (1H, d, J = 8. 8Hz 

6 

), 7. 57(1H, dd, J = 8. 8, 2. 9Hz), 7. 97(1H, d, J = 2. 9Hz), 8. 55-9. 20 ( 
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1H, br), 10. 13-10. 50 (3H, br) . 
MS (ESI) m/z : 140 (M + H) + . 



[0136] [##^!|2] 5-fc K7v ? y-2-^h^v-t°y 



[0137] Mbl3] 



N 



NHNH 2 



MeO 



[0138] 5-T57-2-^hdri/t°y^(6. 207g)om^(50ml)^^7K^T, 

+hy?A(3. 795g)©*(20ml)»?ftSr80^3&^t-C«fTU IWI?a^30^#brt o 

Rmmfcmkxxoi)27kftim(39. 5 g )<Dm^(30mi)^&ft?&mo < c~e6o 
frfatfxmr&, mm.Kxi2. 5mmmwvfco RmmK^r. ^mti-hv^ 

(54g)O^K (200ml) f^b?mfrA'&&Mttf^ : ^ : £Vft&* ftwL>t'o Hi- 

0 m%m.mm&mmTm4svxmmfc&vo(4. 23 g , 60%)&mfct\.xmc o 

[0139] 1 H-NMR(400MHz, CDC1 ) 8 :3. 50-3. 68 (2H, br) , 3. 88 (3H, s) , 4. 86 

3 

-5. 03(1H, br), 6. 66(1H, d, J = 8. 8Hz), 7. 20(1H, dd, J = 8. 8, 2. 9Hz) 

, 7. 77(1H, d, J = 2. 9Hz). 

MS (ESI) m/z : 140 (M + H) + . 
[0140] [##^!|3]4-(2-t°y> ? /V)-2, 4-> ? ^y^^^^/^^/V 
[0141] [>fbl4G 



[0142] T/K=fV#B^~r\ 0 < C-C60%^K^k^hy^^(0. 991g)<DN, N-^^/V^/V 
i>sT5K(30ml)^W^. 2-Tir^/Vt°y> ? >'(l. 39ml)£MTL5 £f^jf#^ 
^S-C30^M«fc#bfco 0tt^a^xf;U(3. 36ml)^MTE10 




o 



o 
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SLilft^d. 12g, 41%)^@f^L-C#^ 0 
[0143] 'H-NMR (400MHz, CDC1 ) 6 :1. 40-1. 43 (3H, m) , 4. 38-4. 43 (2H, m 

3 

), 7. 51-7. 54(1H, m), 7. 62(1H, s) , 7. 89-7. 93(1H, m) , 8. 18(1H, d 
, J = 8. 0Hz) , 8. 73 (1H, d, J=4. 4Hz) . 
MS (EI) m/z : 221 (M + ) . 
[0144] [##$|4] l-(6-^hdr^-3-t°U> ? /V) -5- (2-t°!Jv ? /V) -lH-tT^ ~ ^-3-* 

[0145] [^15] 



[0146] 1) 5-tKa^S/-l-(6-^h^S/-3-try v ? /k)-5-(2-t 0 y> ? /^)-4, 5— ^fcKn-lH 
/k-3-^7/V*>^^^/V3i^/V 
##^!l3(D4-(2-t°yv ; /V)-2, 4-^E-^y»xf^x^f/l/(l. 10g),K. 
T^##$|2©5-tK^^/-2-^b=ari/t°y^ (0. 692g) <D3u?;—/V (22ml) 

(M^^-TirhX) -e*tMb5-tKndf-^-l-(6-^hdr^-3-t°y> ? 
7V) -5- (2-fc°y -4, S-^tK^-lH-fc^y — /V-3-^77V^V^^^7^^^ 

/KO. 575g, 34%)£r@flc£LT#fco 
[0147] 'H-NMR (400MHz, CDC1 ) 5 :1. 37-1. 40 (3H, m) , 3. 47-3. 64 (2H, m 

3 

), 3. 81 (3H, s), 4. 35-4. 40 (2H, m) , 6. 57-6. 59 (1H, m) , 6. 85 (1H, m 
), 7. 34-7. 38 (1H, m), 7. 45-7. 48 (1H, m) , 7. 52-7. 59 (2H, m) , 7. 79 
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-7. 83 (1H, m), 8. 55-8. 57 (1H, m) . 
[0148] 2) l-(6-^h=arv^-3-fc 0 y vVV) -5- (2-fc°y vvV) -lH-t°^y — 7V-3-^/V^V^ 

-LfBS-tKn^-l- (6-^t>3r^-3-fc°y -5- (2-fc°U -4, 5— S^fcKn 
-lH-tf^y— /W3-*/^||xf/l/x^f/V(0. 546g)<£>^/— /V(llml)^ 
SESKO. 456ml) ^Px.4B#^MS^L7t 0 S^^fO^^ 

"rh^97-f— (-^f^-g^m^/v) -e^bi-(6-^hdf-^-3-t 0 y> ? /V)-5-(2 
-fc^/V)-lH-t^>^ /V-3-#/l^V^:^/K^/K0. 516g, 100%)£r@ 

[0149] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 2Hz), 3. 95 (3H, s) , 4. 

3 

46 (2H, q, J = 7. 2Hz) , 6. 76-6. 78 (1H, m) , 7. 22-7. 28 (2H, m) , 7. 35- 
7. 37(1H, m), 7. 66-7. 71 (2H, m) , 8. 11 (1H, m) , 8. 52-8. 54(1H, m) 

MS (FAB) m/z : 3 25 (M + H) + . 

[0150] 3)mm4t&m 

_hSEl-(6-^h^i/-3-t:°y vvV) -5- (2-t°y vvV) -lH-fcW— 

y^Wr;Ko. 438 g )(D^y— /v(8. 8mi)*g?£tc ^ia-ei^^^b^ 

afei^i«7k^(3. 38ml)3r;&q*.*fb8L *t^^/v£;tox.#$cU 

0. 344g, 86%)^@#:^LT#7to 
[0151] 'H-NMR (400MHz, DMSO-d ) 6 :3. 89 (3H, s) , 6. 89 (1H, d, J = 8. 8Hz 

6 

), 7. 33-7. 37 (2H, m) , 7. 67-7. 73 (2H, m) , 7. 85-7. 89 (1H, m) , 8. 14 
(1H, d, J = 2. 4Hz), 8. 44-8. 46 (1H, m) , 13. 06 (1H, br) . 
MS(FAB)m/z:297(M + H) + . 
[0152] [#%^!)5]l-(6-^hdf-iy-3-t°yv ? /V)-5-^a:^/V-lH-t 0 9i/— /V-3-#/l^V 
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m 

[0153] Mfc; 16] 




[0154] l)l-(6-^h^v'-3-fc 0 lJv ; /V)-5-7^/V'-lH-t 0 7y ? — /W3-^>#xf 
Tirh^m/^(9. 85g)<DN, N-^y^/V*/l^T5K(80ml)^$?^ 0°C-C60% 
. 97g)<DN, N-^^/^/V^T^K(80ml)^^Srl0^ra-e?lSTb^?a-t?13^W 

. 96g, J»l$)£tt*fc4&ayC#;fc, ^W-hMMi-^^^<^»S^t-Wbf' 0 
#^^4-7x^^-2, 4-v ? ^-df-y^^^^3i^/V^^^/k^rc^y—/k (200ml) 
fcigflPU ##^j2(D5-tK^y-2-yh^>-t 0 y^(ll. 39g)^Px.4B#F«m 

h^97>r— mm^/^-^^) -e»Mbi-(6-yh^v'-3-t o y ^)-5-7x 

^/V-lH-t^y— ;W3-*;^Kxf/l/x^T;l/(l6. 37g, 61%)^ft#^£ 
[0155] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 0Hz) , 3. 93 (3H, s) , 4. 

3 

45 (2H, q, J = 7. 0Hz), 6. 73 (1H, d, J = 8. 8Hz), 7. 04 (1H, s) , 7. 19-7. 
26 (2H, m), 7. 30-7. 37 (3H, m) , 7. 57 (1H, dd, J = 8. 8, 2. 6Hz), 8. 11 ( 
1H, d, J = 2. 6Hz). 
MS (ESI) m/z : 324 (M + H) + . 
[0156] 2)MM4k&Vo 
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_hfBl-(6-p<h^-v'-3-t 0 yv ? /V)-5-^ai^/V-lH-fc 0 ^i/— /V-3-#/V#V^^ 
^-;V^v-;V{lQ. 37g)cD^y— /V (250ml) WfcK. lM^mit^bV^^m 
$C (126ml) Sr*B^305>ra^#b^o SMi^iffTf *L#^>tlf«(^t 
v?^^/k3i— ^/k^px.^|gb/c 0 tKS ^lm^^TK^IR (140ml) ^JP;LM^ 

-T?^Lfc 0 »Jm.^^i±T^UlS>fb^(13. 88 g) 92%)£M*i:L 

[0157] 'H-NMR (400MHz, CDC1 ) 8 :3. 94 (3H, s) , 6. 75 (1H, d, J = 8. 8Hz), 7 

3 

. 10(1H, s), 7. 21-7. 27(2H, m) , 7. 32-7. 39(3H, m) , 7. 58 (1H, dd, J 

= 8. 8, 2. 6Hz), 8. 12(1H, d,J = 2. 6Hz) . 

MS (ESI) m/z : 296 (M + H) + . 
[0158] [##^!|6]3-tK^v ? yt°y> ? ^^ 
[0159] [>ffcl7] 



[0160] 3-T5/t°yvV(5. 15g)(D^^(54ml)^(cl, M^hy^U. 28g)£> 
^^(20ml)^rttao-5°C^30^4tTMTb, ^K5^m^Ut, ^Rfo 
ifrf[SXX(II)2*iftl«&(43. 68g)O^im(30ml)^^rt^0-10 o C-ei 

^/^^/V-e^#^^ffT-e^bT^ffi^^(16. 38g, ^*^)^#fc 0 
[0161] 'H-NMR (400MHz, DMSO-d ) 6 :7. 93(1H, dd, J = 8. 8, 5. 6Hz), 8. 09 

6 

(1H, dd, J = 8. 8, 2. 7Hz), 8. 43 (1H, d, J = 5. 6Hz) , 8. 51 (1H, d— like, J 
= 2. 7Hz). 

MS (ESI) m/z : 109 (M) + . 
[0162] [##$J7] l-(5-^h=3r^-2-t°y -5-7xX/V-lH-t°7y- /V-3-#/l^V 
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[0163] Mb 18] 




[0164] l)5-T5:/-2-^i3nt o yv?^ 

2-^nn-5-^hnt°y (20g) <D^y— /V (160ml) ^tK (40ml) W&ffltiViZ. 

ItidmD^i, ^a-eM^(7o. 5 g )^>LfoiiB^, 9o < c~eiB#[igjf# 

y^^V^n^h^^— (^^/V-^f-^)-e|fMbT5^#:(15. 2g, 94%) 
[0165] 'H-NMR (400MHz, CDC1 ) 8 :3. 71 (2H, br s) , 6. 96 (1H, dd, J = 8. 3, 2 

3 

. 9Hz), 7. 08 (1H, d, J = 8. 3Hz) , 7. 85 (1H, d, J = 2. 9Hz) . 
LC-MSm/z : 1 29 (M + H) + . 
[0166] 2) 5-T-feH3r^-2-^tint o y 

±fB5-T57-2-^nnt 0 y^(i8g)(D^y— /V(360ml)^|g^48%^h9^ 
/V^-n{J5^*^^(40. 5ml)aPX.,-5t;i:ftiT^ M^tert-^/V(23. 5 

, ^i-§^^^6-^nnt°y^-3-v?Ty-r>^h^/V^-n{55^(32g, ^ 
*#})£#fc 0 ^(D> ? Ty ? ^^A^(32g) (Dfeklft^ (160ml) ^90^C^ 
-C#i&L45#Hajf #Ufc„ SJ^^^i£T^^U#^fcaS^^ 

7 77 J— (— ^>-mm^/^) -e*S®L5-Tirhdrv^-2-^tint°y (lOg, 4 
2%)^@^LT#fc 0 
[0167] 1 H-NMR(400MHz, CDC1 ) 6 :2. 33 (3H, s) , 7. 34 (1H, d, J = 8. 8Hz), 7 

3 

. 47(1H, dd, J = 8. 8, 2. 9Hz), 8. 21 (1H, d, J = 2. 9Hz) . 
LC-MSm/z : 1 72 (M + H) + . 
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[0168] 3)2-^nn-5-tKndr^fc°y^ 

±IE5-T-feh=3rv--2-^nnt°y (lOg) (200ml) m&K. 

vj» (4oom g ) &m&m^2omm&uto R^mm^mmrm^mhtitim 

^(6. 86g, 91%)^r@#:^L-C#fc 0 
[0169] 1 H-NMR(400MHz, DMSO-d ) 8 :7. 24(1H, dd, J = 8. 8, 2. 9Hz), 7. 29 

6 

(1H, d, J = 8. 8Hz), 7. 91 (1H, d, J = 2. 9Hz), 10. 22(1H, br) . 
LC-MSm/z : 1 30 (M + H) + . 
[0170] 4)2-^nn-5-^h3^t°yvV 

_hfB2-^nn-5-tKndf-i>'t 0 y^(l. 30g)£3!>fto^vKl. 25ml) (DN, N-v 5 
^f;^;PA7^K (26ml) jgSRiC ^i&-C28%^MJ PA*H^>K-p<*y— /V-SffSc ( 
2. OmD&$RTLl. 5B#r^S#bfc 0 S^i-^P^bT^^^ATK^^^ 

*y->-mm^/l-) -CltMb2-^nn-5-^h^>t o y (1 . 40g, 98%) 
[0171] 'H-NMR (400MHz, CDC1 ) 8 :3. 85 (3H, s) , 7. 17-7. 25 (2H, m) , 8. 05 

3 

(1H, d, J = 2. 9Hz). 
LC-MSra/z : 144 (M + H) + . 
[0172] 5) 2-tK^v ? 7-5-^h^t°y> ? ^ 

_h|E2-^nn-5-^h^r^fc°y v 5 ^ (4. Og) (DfcK^vV— Tkf (30ml) 8£f&£:100 

^MLfdo *glj&, ^^Mi±T@*L2-tK7^/-5-^hdr^t o y^^(705mg, 
18%) ^itiftLt#fc 0 
LC-MSm/z : 140 (M + H) + . 
[0173] 6) l-(5-^hdr^-2-fc°y> ? /V)-5-^ J i— /V-lH-fc°^— ^3-«>||xf 
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_LfE2-fcK^vV-5-^ h^f ^fc°y >V (705mg) b0^$}5CD 1) <Z)2, 4-i?tty~4 
--7^)V-f^m.^^^-^T^ ( 1 . 1 2g) (D^y — 7V (25ml) ^fel 9 H#P^P 

Pu^YV^y^— (^-y-^-mm^M -e*sMui-(5-^hdr^-2-t o y $w-5 

-7x^-lH-t°7 > /-^-3-*/V'#Vtxf/Vx^T;V' (705mg, 43%) £T^e 
[0174] 1 H— NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 1Hz) , 3. 88 (3H, s) , 4. 

3 

45 (2H, q, J = 7. 1Hz), 7. 03 (1H, s) , 7. 22-7. 32 (6H, m) , 7. 45 (1H, d, J 
= 6. 8Hz), 8. 05 (1H, d, J = 3. 1Hz) . 
LC-MSm/z : 3 24 (M + H) + . 

[0175] DUMik&m 

_hfB 1- ( 5-^ hdri/-2-t°U vvV) -5-^m^/V-l H-t°^y /V-3-^7/V^V^3i 
^•/V^^/K700mg) (D*#y— /V(7ml)^tF^h7tKn7^^(7ml)^«^. 1^ 

^^b^-hy^^^«(3. 5mi)^px.^a-e2B#r H m#ufc 0 ^rjs^^T 
, immm.m^mm(3. emD^jp^Tt^ *^^^/^p;t£«u ^jb^ 

^WMik&m (602mg, 94%) £@f*£LT#fc 0 
[0176] 'H-NMR (400MHz, CDC1 ) 8 :3. 89 (3H, s) , 7. 09 (1H, s) , 7. 23-7. 35 ( 

3 

6H, m), 7. 46(1H, d, J = 6. 9Hz), 8. 08(lH, d, J = 3. 1Hz) . 
LC-MSm/z : 296 (M + H) + . 
[0177] [###!18] l-(5-^ h=3ri/-2-t°y vVV) -5- (2-t°y^/V) -lH-fcT^y— /V—3-;fr 
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[0178] Mb 19] 




[0179] l)5-:/n^-2-tK7vVfc o yvV 

2, 5-v^n^t°yvV(io. o g )(z>t°y^( loomi) jgfte^ ^a-ctK9^^— * 

^(lOml)^JPx., 13H#r H 1MM^L/> 0 KJ*3^&$#BET©3cL#E> 

/fc°y>^(7. 61g, 96%)£r@#^LT#fc 0 
[0180] 'H-NMR (400MHz, DMSO-d ) 8 :6. 67(1H, d, J = 9. 0Hz) , 7. 55(1H, d 

6 

d, J = 9. 0, 2. 4Hz), 7. 64(1H, s) , 8. 00(1H, d, J = 2. 4Hz) . 
EI-MSm/z : 1 88 (M + ) . 
[0181] 2)l-(5-^ti^-2-t o yv ? /V)-5-(2-t o yv > /V)-lH-t 0 7y— /W3-»># 

_hfB5-^n^e-2-tK9> ? yt 0 yv ? ^(7. 12g) £###!|4<D4-(2-fc°y v7V)-2, 4 
-^^y^y^xf ;kx^T/V (8. 38g)(D3i^y— /v( 126ml) ^IM*(-^a-e 
^(8. 67ml) ^Px., 120#rWl^3l^bfc o KJfc^t&fn^Tk^h 

itSU^ T^^W*b#^^/ta^^v-y^^V^7^n^hi/^^-- 
(D^/-/Ki46ml)^«^?a-eift^(4. 9ml)^Px., 3^PMffft]g}5fcWc: 0 

v*sf^jJ7J±?ti^h?774— i^^-mm^M -e*t^bl-(5-^n^— 2- 
t°y vVv) -5- (2-t°y v 5 /^) -iH-t°7y^/v-3-^/v^v^^-/V3i^/v (11.6 
g, 82%)£r@#:£L-t#fc„ 
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[0182] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 2Hz), 4. 45 (2H, q, J = 

3 

7. 2Hz), 7. 20 (1H, s) , 7. 23-7. 25 (1H, m) , 7. 49 (1H, dd, J = 7. 8, 0. 7 
Hz), 7. 72-7. 75(2H, m) , 7. 95-7. 97(1H, m) , 8. 26(lH, d, J = 2. 2Hz) 
, 8. 45-8. 46 (1H, m) . 
EI-MSm/z : 373 (M + ) . 

[0183] 3)mm^m 

r/w=*v#ig^CTN ^m-e_hlEi-(5-^ti^-2-t o y^/v) -5- -1 

H-t°9y^/V-3-^7/V^V^^^/V^^7^/V (3. OOg) (D^^y— /V (30ml) 
^(30inl)i&a-SffR^ ^y^-MMrv-KU. 74g)£J|^(l) (0. 231g)^Px.4 

Lfc 0 KJSifcfc:** g^(lOml) , &Tfi&S~A^nn7fr/>Mlttl0)m&f&m& 
[0184] 'H-NMR (400MHz, DMSO-d ) 8 :4. 17(3H, s) , 7. 56-8. 71 (8H, m) , 1 

6 

3. 35 (1H, s). 

FAB-MSm/z : 29 7 (M + H) + . 
[0185] [##$|9] 1- (6-^ hdf-^-3-t 0 y ^ v^/V) -5- (2-fc°Uv ? /V) -lH-t 0 ^— /V-3 

[0186] [^20] 



1) l-(6-^nn-3-t°y^^;V) -5- (2-fc°U *J;V) -lH-t°7/- /V-3-^/V^V 

3_^ nn _ 6 _ tK ^y fc »y^^( 1> 59g)^#%^!)4(D4-(2-t 0 y> ? /V)-2, 4-v> 
^yy^^^VV^TVV (2. 45g) <D3^/— /V (60ml) ^feeBtPWit&M 




[0187] Am) 
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r«Li-(6-^pn-3-t°y^;v) -5- (2-t°y v^/v) -lH-tW— 

-3-*/^Vixf;Vx^T/Kl. 50g, 41%)Sr@^L-C#fCo 
[0188] X H-NMR (400MHz, CDC1 ) 6 :1. 44 (3H, t, J=7. 0Hz) , 4. 46 (2H, q, J = 

3 

7. 0Hz), 7. 23 (1H, s), 7. 24-7. 27(1H, m) , 7. 62-7. 65 (1H, m) , 7. 69 
(1H, d, J = 9. 0Hz), 7. 76-7. 81 (1H, m) , 8. 10(1H, d, J = 9. 0Hz) , 8. 40 
(1H, d, J = 4. 6Hz). 
LC-MSm/z : 3 30 (M + H) + . 
[0189] 2) 1- (6-^^>-3-tf y^v^VV) -5- (2-t°y v 5 /^) -lH-tT^y ;l^3-« 

JifBl-(6-^tiri-3-t 0 y^^/V)-5-(2-t o yv ? /V)-lH-t:^y— /V-3-^7/V 
^V^^vVo^tvKI. 50g) <D*#S~-;V (45ml) ^fS^28%^hy "^A^Hf^K 
-^^7-/V^(3ml)^Px.2R#r H WPmm^bfc 0 S^^ffT^*b 
#^^ca^i-^^^/v^tM^^^*^hy i 7^*^^P^5>«b,^« 

i/yj}t?;v?vi^yi? : 774— mm^^-^-v-^) -eitMbi-(6-^h^^-3-t o 

]} ^ - /v) -5- ( 2-fc°y -1 H-tT^y /V-3-^7/V^V^^/V^^^/V (480 
mg, 34%)£@ft:£bT#fc 0 
[0190] 'H-NMR (400MHz, CDC1 ) 6 :3. 99 (3H, s) , 4. 10 (3H, s) , 7. 15 (1H, d, 

3 

J = 9. 3Hz), 7. 21-7. 23(1H, m) , 7. 24(1H, s) , 7. 58-7. 61 (1H, m) , 7. 
73-7. 78 (1H, m), 7. 93 (1H, d, J = 9. 3Hz) , 8. 40-8. 41 (1H, m) . 
LC-MSm/z : 3 1 2 (M + H) + . 

[0191] 3)wm\&® 

_L| B 1- (6-^h^f v--3-t°y jfi?~/U>) -5- ( 2-fc°y VVV) -1 H-t 0 ^y — /V-3-^7 
7V^V^^7V^^/V(475mg)(D^y— /V(lOml) ^h^Rn^^dOm!) 
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wm, mm^uj^r^vmm^m (300ms, 6e%)^mi^tvxm^ 0 

[0192] 'H-NMR (400MHz, DMSO-d ) 8 :4. 04 (3H, s) , 7. 32-7. 35 (1H, m) , 7 

6 

. 41 (1H, s), 7. 49(1H, d, J = 9. 3Hz), 7. 80-7. 82(1H, m) , 7. 87-7. 91 
(1H, m), 7. 99 (1H, d, J = 9. 3Hz) , 8. 35-8. 36 (1H, m) . 
LC-MSm/z : 298 (M + H) + . 
[0193] BlOk) 

l)4-(2-t°!Jv7V)-2, 4-v ? ^-dfy^^^^/V^^7V T/V=*>#ffl^,T. V 
a"?^f;K5. 00g)^hy^^hdrv^K(2. 29g)<D^7— /V(26ml)^^^, 
^&-C2-Ti?^/Mfy>V(2. 56g)(D^y— /K26ml)^^^Px.l5^^^#^ 
, 60°C-e45^ra^#Lfc o SJSm^7K^Px.^^/^-^/k-egfe#hb 

«^hy^A-e^Lfc 0 MJ±TM^*L4-(2-t°y> ? /V)-2, 
t^y^^f;>x^f/V(3. 44g, 79%)&mfckLrX%1t 0 
[0194] 'H-NMR (400MHz, CDC1 ) 8 :3. 94 (3H, s) , 7. 54-7. 50 (1H, m) , 7. 64 

3 

(1H, s), 7. 93-7. 89 (1H, m) , 8. 19-8. 16 (1H, m) , 8. 74-8. 72 (1H, m) 

EI-MSm/z : 207 (M + ) . 
[0195] 2) l-(6-^na-3-fc°y^v^vV) -5- (2-fcTy vVv) -lH-W-/k-3-*/M?y 

_LfB4-(2-t°yvvV)-2, i^f /Vx^r/l' (4. 143g)i3-^n 

n-6-fc v 5 / t°y ^ ^ ( 2 . 8 9 1 g) <D*#y— /V ( 1 00ml) |g^£r 1 0 9 H# ffi^PH&S 

- (Q-s?uu-3-t°yyi?^/V) -5- (2-fc°y -lH-t^i/— 7V-3-^77V^V^ 
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^;Vx^t/K3. 169g, 50%) ^@f*£LT#fc 0 
[0196] 'H-NMR (400MHz, CDC1 ) 6 :4. 00 (3H, s) , 7. 24-7. 28 (1H, m) , 7. 24 

3 

(1H, s), 7. 64(1H, dt, J = 7. 8, 1. 2Hz), 7. 70(1H, d, J = 9. 0Hz) , 7. 79 ( 
1H, td, J = 7. 8, 1. 7Hz), 8. 09 (1H, d, J = 9. OHz) , 8. 38-8. 41 (1H, m) . 
ESI-MSm/z : 3 1 6 (M + H) + . 
[0197] 3) l-(6-^h^X-3-fc°y^=/l') -5- (2-t°U S?M -lH-fc 0 ^— /V-3-#/V# 

_h|E 1- ( 6-^ n n-3-t°U i?i?^fl>) -5- ( 2-fc°y vVV) - 1 H-fc°5^— /V-3-^7/V 
^V@^VI^>V7VK2. 981g)O^V~ /V (190ml) Sfittb^A^b 
df^K(l. 53Og)^P^.190#rsm#Lfc o S^^l^^^^(19ml)^P 

Z.t~Vl- (6-^h^r^-3-t 0 y^v ; ^7V) -5-(2-t°U v?/V) -lH-fc^y*— /V-3-#/V 
*>i^;Vxxr;K2. 571g, 87%)^@#:^L-C#7to 

[0198] 4)mMik&m 

±mi-(6-^b^y-3-\i°v -5- ( 2-t°y vvv) -1 H-t°^y — /v-3-# 

/V*V^^/V^^/V (2. 20g) (D^J— ;V (30ml) bTYy^Yn?^ (30ml) ^ 

^a-eim^^b^-hy7^^(i5mi)^px.2. su^ng^u^ 

S^t-7K^T^ im^^7K^(15ml) ^nn^/VA-^y— /V(lO^l)^ 

T^^ut^ttfcas^iso-^ntvk^-^/^p^m^^^^uiffi^^ 

42g, 47. 6%)£#fc c 
[0199] [##^10]5-(4-v ? ^/VT5y^^/V)-l-(6-^h^->/-3-l: o y^v ? ^/V)-lH 

-tr^— /v-z-jj ;v-m>m. 
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[0200] Wb21] 

I 




[0201] 1)4- (4-^^-/^X5:7^^/]/) -2, 4-^y^^f/^f;V 

4'-^^-/VT5/T-feh^^/^(l. 224g)i:^^^v?^/v(i. 771g)3tOT-h 
y ^-Mh^VK ( 180mg) &m V vt\ ##0!|9(£>B£fc) <£> 1) £^UH<D^#re4- (4-v^ 
^•/VT$7^^^/V)-2, 4-> ? ^-dry^^^^-/V3i^/v(742mg, 39%) 

[0202] 'H-NMR (400MHz, CDC1 ) 8 :3. 10 (6H, s), 3. 93 (3H, s), 6. 69 (2H, d, 

3 

J = 9. OHz), 7. 01 (1H, s), 7. 92 (2H, d, J = 9. OHz) . 
ESI-MSm/z : 250 (M + H) + . 
[0203] 2) l-(6-^nn-3-t°!J^^;V) -5- {A-iy^/VT^^7^/V) -lH-fc°yV /V 
-3-^7/V^V^^/V^^^/V 

_Lfe4-(4-v^/VT5/:7^/V) -2, 4-^df-yy^^^^/V^^^/V (742 
mg) tS-^nxi-Q-MY^Jy^])^^ (473mg) <D*?S— ;V (30ml) MU^lS^m 

n*7VJ»-^;—/V) (6-7 an-3-t°y ^^/k) -5- (4-vW/kT^ 

7^ ^/V) -lH-tT7 y /W3-*/W?ySMf;raf/V (679mg, 63%) 

[0204] 1 H-NMR(400MHz, CDC1 ) 6 :2. 98 (6H, s) , 3. 98 (3H, s) , 6. 65 (2H, d, 

3 

J = 8. 8Hz), 6. 97(1H, s) , 7. 16(2H, d, J = 8. 8Hz), 7. 62(1H, d, J = 9. 0 
Hz), 7. 90 (1H, d, J = 9. OHz). 
ESI-MSm/z: 358 (M + H) + . 
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[0205] 3)MM4k&m 

— /V-3-^7/V^V^^/V^^^/V ( 6 7 9mg) <D*#S — /V ( 50ml) IE „ ^ MJ r> 
i^h^K (307mg) ^Px.l3B#^*Pf^al^Lfc 0 KJfcflfcfc* (205 ju 1) &Mx., JE 

#l(592mg, 91%)SHH^UT#fco 
[0206] 1 H— NMR (400MHz, CDC1 ) 6 :2. 97 (6H, s) , 4. 16 (3H, s) , 6. 64 (2H, d, 

3 

J = 8. 8Hz), 7. 01 (1H, s), 7. 07(1H, d, J = 9. OHz) , 7. 15(2H, d, J = 8. 8 
Hz), 7. 60 (1H, d, J = 9. OHz). 
ESI-MSm/z : 340 (M + H) + . 
[0207] [##$J 1 1 ] 1- (5-^h^r^-2-fc°^v ? ^/V) -5- (2-fc°JJ i^/V) -lH-t°^y — /V-3 

[0208] Mb22] 




[0209] l)5-^nn-2-fcK7vVt°9>V 

T^/fc?7^«fct>Palamidessi&(D;fr$fe(j. Org. Chem. , 29#, 2491-2492H 
, 1964^)-e^j^L/^5-^tin-2-tKndf-^t 0 7v ? V(l. 84g) <D$-3ci/i&\\2)> (2 

wi'&Mz.ftmu *mm^7km&hvvJrt#MLito mm, mmrmm 
^m^mhfitzmm(D^y—;v{iAxa\)m\m^vy^>— d. 39mD & 
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mu rnmm^*mstrhvvj*'T*mkLi£o mm. m^rmm^m^v5-^vi 

n-2-tK7v > 7fc o 7v ? ^(0. 325g, 16%) &mftkLXffi£o 
[0210] 'H-NMR (400MHz, DMSO-d ) 8 :4. 32 (2H, br s) , 7. 92 (1H, s) , 7. 99 

6 

(1H, s), 8. 13 (1H, s). 
EI-MSm/z : 144 (M + ) . 
[021 1] 2) 1- (5-^nn-2-t°^v ? ^/V) -5- (2-t°U vvV) -lU-ify^J /V-3-#/V#V^ 

##f?!l9C0B&) <ZH) <D4-(2-fc p y vyV)-2, 4-S?:^y:^i'^^/K^X7VK 
0. 414g)^_hfB5-^nn-2-tK7v ; /t o 7v ? ^(0. 289g)^fflV>T, ###!|9<DBSc 
) 02) £lKUH(D^£re\ l-(5-^nn-2-t°9v ? -/V)-5-(2-t°y> ? /V)-lH-fc 0 ^i/ 
— ;k-3-*;^>^;vx^r;K0. 260 g , 4l%)£@#:£LT#fc 0 

[0212] 'H-NMR (400MHz, CDC1 ) 8 :4. 00 (3H, s) , 7. 25-7. 28 (2H, m) , 7. 59 

3 

-7. 61 (1H, m), 7. 77-7. 81 (1H, m) , 8. 25 (1H, m) , 8. 39-8. 41 (1H, m 
), 8. 84-8. 85 (1H, m) . 
FAB-MSm/z : 3 1 6 (M + H) + . 

[0213] 3)mtefc&& 

_hf B 1- ( 5-^n n-2-t°7 v 5 — /V) -5- ( 2-fc°y - lH-lf — A— 3-#/l^ 
y^f;^r;K0. 254g)£>y^y— /V(5. imi)^g&;i, ^hy^yHrM^o 
. 13 g )^Px.70^ra»M^Lfc o S^,7K(5. lml)^Px.^U-ei0^r B m 
#bfc 0 SJ£^-l^^li7ki§m(2. 41ml), tK, X^na^^^Dx.^fL 
,^ra«^ffTW*b^M^^(0. 237g, 99%)£@#:£LT#fc 0 

[0214] 'H-NMR (400MHz, DMSO-d ) 8 :3. 98 (3H, s) , 7. 29-7. 32 (1H, m) , 7 

6 

. 37 (1H, s), 7. 74-7. 87 (2H, m) , 8. 11 (1H, s) , 8. 33-8. 34 (1H, m) , 8 
. 52(1H, s), 13. 15(1H, br s) . 
FAB-MSm/z : 298 (M + H) + . 
[0215] [##$112] 1- (6-y-^VV-3-fc°y vVV) -5- (2-t°y v7V) -lH-t 0 7^/-^-3-^ 
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[0216] Wb23] 




[0217] 1) 5-fcK7i-V-2-p<^VMfy^ 

>(5. 7ml). 5^7ai=/VaiC^*cy/VTi^K(8. 8ml) ^.T^tert-^y— /V(7. 1ml) ^ 

ip^, ioo < c-ei9NF^m#bfc 0 sj^^^i±T@*u#^fcas^ 

(^PD^A-^^y- /V) -eMMb5-(tert-^h^r^/V^— /V) T^y-2-^ 
^VHfys^(6. 79g, 87%)^{@#:^b-C#/-o -<?>ffr£-^(5. 179g)<SrfflV>T# 
#^!|2i!|WI#(D^-&-C5-tK7^/-2-p<^/Vt o y^^(0. 84g, 32%)Sr@^i:LT 

[0218] 1 H-NMR(400MHz, CD OD) 6 :2. 38 (3H, s) , 7. 06 (1H, d, J = 8. 3Hz) , 

3 

7. 21 (1H, dd, J = 8. 3, 2. 5Hz) , 7. 99 (1H, d, J = 2. 5Hz) . 
LC-MSm/z : 1 24 (M + H) + . 

[0219] 2);g®ffra^» 

_h|E5-fcK^v ; y-2-y^7Vfc°yv > ^(l. 20g)^#%^!)4(D4-(2-t o y> ? /V)-2, 4 

-^y^y^f;^r;K3. 48g)^ffiv>r, ##0H5O2)tl^#^fe-e 

,tRJB^b^»(0. 459g, 15%)^^£LT#fc 0 
[0220] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t like, J = 7. 3Hz) , 2. 60 (3H, s 

3 

), 4. 46 (2H, q, J = 7. 3Hz) , 7. 20-7. 50 (4H, m) , 7. 67-7. 80 (2H, m) , 8 
. 39 (1H, br), 8. 51 (1H, br) . 
FAB-MSm/z : 309 (M + H) + . 

[0221] i&^m 13] l- (6-y y *?tv) -5- (3-tfyy v^/v) -lH-tw— /w 
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[0222] Ut24] 




[0223] i)4-(3-t°y^v ? ^/v)-2, A-^^yy^^m^^^^r^v 

T/k^V#H^C-78°C^£PT^ 3-T-fe^/kfc°IJ^v ? ^(2. 097g) (DThy^V^y 
^(19ml)^MTLlB#^m#Lrt 0 £0»^>^7g£i^^/W4. 055g) (D^hyt 

^£®J±T®5feL4-(3-fc°y^~/V)-2, 
7V(2. 63g, 73%)£@#:£LT#fc 0 
[0224] 'H-NMR (400MHz, CDCl ) 8 :3. 97 (3H, s) , 7. 73 (1H, dd, J = 8. 5, 5. 1 

3 

Hz), 7. 96(1H, s), 8. 28(1H, dd, J = 8. 5, 1. 8Hz), 9. 38(lH, dd, J = 5. 1 
, 1. 8Hz). 

ESI-MSm/z : 209 (M + H) + . 
[0225] 2) 1- (6-^h=3ri/-3-t°y ^/V) -5- (3-fc°y^v^/V) -lH-fc 0 7/-/^3-*;^ 

_h|S4-(3-t°y^v ? ^/V)-2, 4-v ? ^-d f -y^^^^/V^^7^/V(l. 086g)<Z>y> 
^7— /V (10ml) #%^2(D5-tK7v ? y-2-y h^f ^t°y v 5 ^ (726mg) 

-fcW v^/V) -lH-t°^y /V-3-^7/V^V^^/V^^^/V (309mg, 1 9%) £r 
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[0226] 'H-NMR (400MHz, CDC1 ) 8 :3. 95 (3H, s) , 4. 00 (3H, s) , 6. 80 (1H, d, 

3 

J = 8. 8Hz), 7. 43 (1H, s) , 7. 51 (2H, d, J = 3. 4Hz), 7. 70(1H, dd, J = 8. 

8, 2. 7Hz), 8. 11 (1H, d, J = 2. 7Hz), 9. 15(1H, t, J = 3. 4Hz) . 

ESI-MSm/z : 3 1 2 (M + H) + . 
[0227] 2>)mMte&® 

Ji|El-(6-^b^-3-t°y^/V)-5-(3-t°!J^=/V)-lH-t 0 7^--/V-3-^ 

(309mg) tfW/— /V (20ml) ^^^TK^kD^^^TK 

^P^(42mg)^Px.T18B#^»M^bfc 0 ^frfL KJSi^«:*EET«*U5 

®fb£4&(322mg, Si)?r7^7r^i:Lt#fc, 

ESI-MSm/z: 298 (M + H) + . 
[0228] [###1114] 5- (5—<^v ? /V^-^^-2-fc 0 y v 5 /^) -1- (6-^h3rv--3-fc°y v7V) -1 

H-t°^y— /W3-*/^S 
[0229] [>ffc25] 



[0230] 1) 5-^^v7V;<}-3r^-2-^^vVfc°y 

3-fcKn^>-6-^/V'try^(10. 0g)^^y!7A(38. 0)OT-trh^hy/V(2 
OOml) ?£?&^ tS-e^b-O^dO. 9ml)^P^.12^ra^#Lfc 0 m&WL\Z. 

^MffiT#*b#b^fcaS^y^^Vv^^^n^h^^-(g^^^- 
^^i^^)^**Mb5-^^v?/V^^-2-^/kt°yv ? ^(4. 14g, 23%)Srjft^<» 

[0231] 1 H-NMR(400MHz, CDC1 ) 6 :2. 48 (3H, s) , 5. 08 (2H, s) , 7. 05 (1H, d, 

3 

J = 8. 5Hz), 7. 16(1H, dd, J = 8. 5, 2. 9Hz) , 7. 31-7. 43(5H, m) , 8. 26( 
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1H, d, J = 2. 9Hz). 
EI-MS m/z:199(M + ). 
[0232] 2) l-(5-^^v ? 7V^iy-2-t 0 y is/V)^?/^ 

±m5—<^/U^iy-2-^^\l°V c J^ (4. 1 3g) ©try vV (83ml) *g9£{^ ^ 
M-e^^bir W/(9. 20g)^Px.61B#^W3l^L/t o ^M.^^^^n 
n*M^^jpx.#$:U ^ae^«i7K^^^->^A-e^Lfc 0 TOM. 
^JET^U#fetWta»N, 0-^^-/VtKndr^/VT^^^(2. 22gh 1 
-rc^-/V-3-(3-v ? ^/VT5y^°nt°/V)^7/V^v ? ^K^;^^:(4. 37gh ^Tj^l-t 
Kndfiy-^;/>yT:/— /K3. 08g)<DN, N-^f ;l/*/VA75K (95ml) t , 
mn-ehV^/^T^(6. 35ml)^P^.61B#r 3 m#bfc 0 S^^7K^^^/V 

zuux-ttmu mmm&mTkmm^hvv^i&mLiZo mm. mm^m&rm^ 

L5-^^^/V^^t°yi/^-2-^7/^V^h^riyy^-/VT5K(3. 75g, 66%) 
m^k^)t^Xnfc 0 (FAB-MSm/z:273(M + H) + . ) 

7-/V^V#H^T0°C. 5-^^v ? /V^-dr^t o yv ? ^-2-^7/^V^h=3ri/^^/VT 
5K(3. 74g)(D7"h7tKi3^ 7 7^(75ml)^^^, 1. lOM^/Vy^^CO^rc^/V 

x-ttmu mmm^m^mm-hv^^m.mvfto mm. mm^m^rm^u^ 

(5-^^/^^>-2-t o y^/iy)^/^(i. 47 g , A7%)^m^k^)b\^xnt^ 0 

[0233] 'H-NMR (400MHz, CDC1 ) 5 :2. 67 (3H, s) , 5. 18 (2H, s) , 7. 30-7. 45 ( 

3 

6H, m), 8. 03(1H, d, J = 8. 8Hz) , 8. 39(1H, d, J = 2. 7Hz) . 
EI-MS m/z:227(M + ). 
[0234] 3) 4- (5-^^v ? /V^-^r^-2-t°y -2, 4-> ? ^-^y^^^^^^-/Vrc^/V 

T/v=iV#HMl^ ^*MJ^A3ih^K(0. 874g)<D^y— /V(15ml)^fe, ^> 
a^xf/Vd. 75ml) ^_hfBl-(5—<^v ; /V^^-2-t 0 yv ? /V) m^y^(l. 4 

6 g) o^^y— (i5mi) ^^px.^?a-e70#r 3 m#^, 6o°ci?i0#rsm#^# 

Ufc 0 ^fti^k. ^.KR^m^hV>^h^r^(0. 874g) iya"?i^xf;Kl. 7 
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^~^iX-2-fc 0 IJ^7V)-2, 4-iy^yy^>m^^U^-^ : T/V(l. 38g, 66%) 
[0235] 1 H-NMR(400MHz, CDC1 ) 8 :1. 38-1. 42 (3H, m) , 4. 35-4. 42 (2H, m 

3 

), 5. 20(2H, s), 7. 35-7. 44(6H, m) , 7. 59(1H, s) , 8. 14(1H, d, J = 8. 8 
Hz), 8. 44(1H, d, J = 2. 7Hz) . 
EI-MSm/z : 327 (M + ) . 
[0236] 4) 5- (5-^i?/Vtt^-2-\l°y v7k) -1- (6-^h=¥v--3-fc°y vVV) -lH-t^/ 
— /V-3-#/MFV^^^Vl^^VV 

_h |E4- ( 5— <^v ? /k^-^v/-2-t°<J vvk) -2 , 4-v ? ^-df-y :/^fikr.^/io^*^yW 
(1. 37g)<k##f?!l2(D5-l:K9v ? y-2-^h^.iyi: o !;v ? ^(0. 699g)(D^y— /V(27 

97>r— (g^rn^/V-^^) -ej^fjft[L5- (5—<^v > /V^-^^-2-t 0 y v^/V) -1- 
(6-^ h3rv--3-fc°y v7V) -lH-t°^y— /W3-*^ixf;Vx^7;i/ ( 1 . 50g 
, 83%)^rH^b-C#fCo 
[0237] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 1Hz) , 3. 95 (3H, s) , 4. 

3 

45 (2H, q, J = 7. 1Hz) , 5. 10 (2H, s) , 6. 76 (1H, d, J = 8. 8Hz), 7. 18-7. 
42 (8H, m), 7. 66 (1H, dd, J = 8. 8, 2. 7Hz) , 8. 10(1H, d, J = 2. 7Hz) , 8. 
28 (1H, d, J = 2. 7Hz). 
FAB-MSm/z : 43 1 (M + H) + . 
[0238] 5)Mtefc&& 

5-(5— <^v ? /V^-d f -->'-2-t 0 y vVV) -1- (6-^h^rv'-3-t 0 y v7V) -lH-t 0 5^— 
/V-3-^/V^V^rc^/krc^^/V ( 1 . 49g) <D^J—;V (30ml) ^h^tKn^V ( 
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.mm^m^rm^mm^ma. 27 g , 9i%)^mw-t\,xnt- 0 

[0239] 'H-NMR (400MHz, CDC1 ) 5 :3. 95 (3H, s) , 5. 11 (2H, s) , 6. 75-6. 78 ( 

3 

1H, m), 7. 22-7. 41 (8H, m) , 7. 66 (1H, dd, J = 8. 8, 2. 7Hz), 8. 11 (1H 
, dd, J = 2. 7, 0. 7Hz), 8. 30(1H, dd, J = 2. 7, 0. 7Hz) . 
EI-MSm/z : 402 (M + ) . 
[0240] 1 5] 5-(3-v^vVT5/7;n^/V) -1- (6-^h^-3-t°y i?;V) -lH-fc° 

/V-3-#/V#V^ 

[0241] U£26] 



[0242] 1) 5-0-^^/^X5:/^^^/^) -1- (6-/h^->/-3-l: 0 y v 5 /^) -lH-tT^ — 
3-^7/V^V^^^-/V3Z^^/V 

^-}>y r> Axhdp^K ( 1 . 63g) <O^J— /V (20ml) ^ 1- (3-^^/^X5/7^ 
^/V)-l-^/>-(l. 63g)C0^7— /V(20ml)^^^>ot.f7^v ? ^/V(3. 10ml 
)^P^., ^ta-eiB#r H 1Jt#b7t 0 SJ^«^##^!ll(D5-tK9^/-2-/hdr^t 0 y>? 
^^(2. 52g)^P^., 14B#P»MM^U5l 0 ^m.SJ^^^ffiT® 

5feu#^^a^t-^^^/v^^p^^/K#xhy^A/K^^px.^L, 

^=c^/V) -1- (6-/h3ri/-3-fc°y vvk) -1 H-t°^/— /V-3-^7/V#V^3i^/k^ 
J*^/K3. 30g, 90%)^^i:L-C#fc o 
[0243] X H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 2. 87 (6H, s) , 3. 
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93(3H, s), 4. 46(2H, q, J=7. 1Hz) , 6. 50(1H, d, J = 7. 6Hz), 6. 54-6. 
55(1H, m), 6. 69(1H, dd, J = 8. 3, 2. 4Hz), 6. 73(1H, d, J = 8. 8Hz), 7. 
03 (1H, s), 7. 16 (1H, dd, J = 8. 1, 7. 8Hz), 7. 59 (1H, dd, J = 8. 8, 2. 7H 
z), 8. 15(1H, d, J = 2. 7Hz). 
ESI-MSm/z : 367 (M + H) + . 

[0244] 2)mm^m 

-#/V/FV^^vV^^/V(3. 30g)(D^y— /K70ml)^?&^ l^^^b^ 

hy^*^(22. 5mi)^p^.^a-e3B#^^#b^ 0 wffi@ffcfe«8tus®ffc 

£^»©^H;?A!£(1. 55g, 47%)Sr#feo /VSr«£ET«*b, #£> 

. 56g, 51%)^T^-7V^T^i!bT#7t 0 
[0245] 'H-NMR (400MHz, CDC1 ) 8 :2. 88 (6H, s) , 3. 94 (3H, s) , 6. 50-6. 52 ( 

3 

1H, m), 6. 55-6. 56(1H, m) , 6. 71 (1H, dd, J = 8. 3, 2. 7Hz) , 6. 74(1H 

, d, J = 8. 8Hz), 7. 09(1H, s) , 7. 18(1H, dd, J = 8. 3, 7. 8Hz), 7. 59(1H 

, dd, J = 8. 8, 2. 7Hz), 8. 16 (1H, d, J = 2. 7Hz) . 

ESI-MSm/z: 339 (M + H) + . 
[0246] [##$J16] 1- i/-3-fc°y^ ^/V) -5- (4-^/V-2-fc°y vW) -lH-t° 

^y^/V-3-^/k^V^ 
[0247] [>fb27] 




[0248] 1 ) 1- (4-^/V-2-fc:°y vVV) ^ 

2-^a^-- 4-t°=t U ^ ( 3 . Og) (D i/^/V^—TsV (4 5ml) ^-78°C?fr:fe|] T > 
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1. 58Mn-^/vy^-«>A(D^i^^^(17ml) <£l0#5gTi&TL20#Rgif #L 
t'o BCffcmKN, N-> ? ^/VTir^K(2. 5ml) <H£TfL t^U*-e#^b2 

-^w^^ (^^->--mm^M -cwbli- (4-^^/v-2-fc o y^/v) ^/>- ( 

1. 64g, 70%)^^«^LT#fc o 
[0249] X H-NMR (400MHz, CDC1 ) 5 :2. 38 (3H, s) , 2. 66 (3H, s) , 7. 23 (1H, dd 

3 

, J=4. 88, 0. 86Hz) , 7. 81 (1H, d, J = 0. 86Hz) , 8. 48 (1H, d, J=4. 88Hz 
). 

[0250] 2)4-(4-^^/^-2-t°y> ? /V)-2, 4~i?ttyy '^m^ /V^^f 'fV 

^-MJ^^nh^VKd. 66g)(D^y— /V(50ml)|g^v'^'7^v ? ^/K3. 3m 
l)Sr^ta-C*P^Ll05>ra«fc#^, _h|Bl-(4-^/V-2-t°yv ? /V)^y^(i. 64g) 
&;IWjfc30#raiB#Ufco RJS«c^*SrJP^^/^— 7vv-eSfc#iL *JB£i$. 

^^-CSftStUt, WM. ^^jE^*b4-(4-^^/V-2-t°y^/V)-2, 4- 
^^y||xf;l/x^7/K2. 35g, 82%) <SH@#£LT#fc„ 
[0251] 'H-NMR (400MHz, CDC1 ) 8 :1. 40 (3H, t, J=7. 08Hz) , 2. 49 (3H, s) , 4 

3 

. 39(2H, q,J = 7. 08Hz) , 7. 38(1H, d, J = 4. 88Hz) , 7. 47(1H, br) , 8. 01 
(1H, s), 8. 60(1H, d, J = 4. 88Hz) . 
ESI-MSm/z : 236 (M + H) + . 
[0252] 3) l-(6-^na-3-fc°y^v^vV) -5- (4-^^VV-2-fc°y vW) -lH-lf — ^-3 

±fB4-(4-^^-/V-2-t°yv > /V)-2, 4-^t^y7'^y t^f ;Vx^f/V (2. 35g 

) ^3-^t3a-6-tK^yt°y^(i. 9g)<D^y— /W ioomi) ^?RSr3o^ra*p^ 

A— (^l^-g^^/V) -elSMbl-(6-^tici-3-fc 0 y^v ? — /V)-5-(4-^ 
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/V-2-t°Uv7V) -lH-t 0 7y— /V-3-^7/V#V^3i^/Vrc^/V(l. 19g, 35%) 
[0253] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 08Hz), 2. 41 (3H, s) , 4 

3 

. 48(2H, q, J = 7. 08Hz) , 7. 07(lH, m) , 7. 21 (1H, s) , 7. 47(1H, s) , 7. 7 
0(1H, d, J = 9. 03Hz), 8. 09 (1H, d, J = 9. 03Hz) , 8. 23 (1H, d, J = 5. 13H 
z). 

ESI-MSm/z : 344 (M + H) + . 

[0254] A)mmi\:^m 

_hf B 1- n-3-t°U -5- (4-^/V-2-fc°y vVv) -lH-t 0 7^— 

7V-3-^7/^V^^-/V^^/v(i. 19g)(D^7— /V(30ml)^|^tz: x -7-hy>A^ 
h^K(380mg)^M-e*PX.19. 5B#r^^#bfc 0 S^^f-l^iM*^ 

i&MUco «SIJ^ X ^^JEET®*L^JIi^^(560mg, 52%)£@#^LT 

[0255] 'H-NMR (400MHz, DMSO-d ) 8 :2. 37 (3H, s) , 4. 02 (3H, s) , 7. 20 (1H 

6 

, d, J = 4. 88Hz), 7. 37(1H, s) , 7. 46(1H, d, J = 9. 28Hz) , 7. 72(1H, s) , 

7. 96 (1H, d, J = 9. 28Hz), 8. 21 (1H, d, 4. 88Hz) . 

ESI-MSm/z : 3 1 2 (M + H) + . 
[0256] 1 7] 5- (4-vW/VT^/^^/V) -1- (6-^h^^-3-t°y i?;V) -lH-fcT 

^y^/V-3-^/k^V^ 
[0257] [>fb28] 




[0258] 1 ) 5- (4-^f;V7^7x^V) -1- v?/V) -lH-t°7/-/^ 

3-#/i^V^^^vv^;x-7vv 
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^y^^Hrv'KU. 36s) (D^y— /V(50ml)^m^^r>^v ? ^/V(2. 72 
ml)t4'--J^^T^7T^hy^7Xl. 632g) <D^#S— /V(50ml)^^*PX.T 

2. 102g)^Px.-C3B#^*P^»L/c o ^^MJ±T^^U#^^fca^ 

(g^^^^/v— s dri?-^) t1*$IU5-(4-^^/vt^:7^/v)-i-( 

6-^h3rv--3-t°y >>/V) -lH-t°7y^/V-3-^7/V^V^^^/V^^/V (2.1 34g 

, 58%)«rifi*fc«&fcL-C#fco 
[0259] 'H-NMR (400MHz, CDC1 ) 5 :1. 42 (3H, t, J=7. 1Hz) , 2. 97 (6H, s) , 3. 

3 

94(3H, s), 4. 45(2H, q, J = 7. 1Hz) , 6. 62(2H, d, J = 8. 8Hz), 6. 73(1H 
, d, J = 8. 8Hz), 6. 94 (1H, s) , 7. 06 (2H, d, J = 8. 8Hz), 7. 58 (1H, dd, J 
= 8. 8, 2. 7Hz), 8. 16 (1H, d, J = 2. 7Hz) . 
ESI-MSm/z : 367 (M + H) + . 
[0260] 2)^JB>fb^ 

JifB5-(4-v ; ^/VT5/^^^/V)-l-(6-^h : 3r^-3-t 0 yv ? /V)-lH-t; 0 7^ 
/W3-«yixf/^7/V(2. 134g)3rffllvt\ ##$J15(E>2) irl^Htf)^ 

ft , r*«§i®ffra^»(i. 777 g , 90%)SHH^ur#^, 

[0261] 'H-NMR (400MHz, CDC1 ) 6 :2. 98 (6H, s) , 3. 96 (3H, s) , 6. 63 (2H, d, 

3 

J = 8. 8Hz), 6. 75 (1H, d, J = 8. 8Hz) , 6. 99(1H, s) , 7. 07(2H, d, J = 8. 8 
Hz), 7. 58(1H, dd, J = 8. 8, 2. 7Hz), 8. 18(1H, d, J = 2. 7Hz) . 
ESI-MSm/z : 339 (M + H) + . 
[0262] [##$J 1 8] 5- ( S-^^/V^r U vVV) -1- ( 3-fc°y vVV) -lH-tT 9>^— 

/V-3-#/l^Vg| 
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[0263] Wb29] 




[0264] i) 3-tK7vVt o y 

12. 5g, 83%)Sr@^b-C#feo 
[0265] X H-NMR (400MHz, DMSO-d ) 8 :4. 02 (2H, br s) , 6. 89 (1H, br s) , 7 

6 

. 04-7. 12 (2H, m), 7. 76-7. 78 (1H, m) , 8. 08 (1H, m) . 
EI-MSm/z : 109 (M + ) . 
[0266] 2) 5-(5-^^v ? /V^v'-2-fc°!J v7V) -1- (3-fc°!J vVV) -lH-f^ — /I— 3-# 

###!|14(D3) (D4-(5-^^v ? /V^-dr^-2-t°yv ? /V)-2, 
^VUcnX?VK7. 61g) £JiiE3-fcK^/fc 0 yvV(3. 04g) SrfflVvC, ###(J14<D4 
) ^IH#(D^^-e5- (5^0-^/V^-^iX-2-t 0 y^/V) -l-(3-t°y^/V) -lH-tT9 
;V-3-*MVixf/vx^f/K7. 38g, 79%)£r@ffc£L-C#fc 0 
[0267] 'H-NMR (400MHz, CDC1 ) 6 :1. 41-1. 44 (3H, m) , 4. 43-4. 49 (2H, m 

3 

), 5. 10 (2H, s), 7. 20(1H, s) , 7. 25(1H, dd, J = 8. 8, 2. 9Hz), 7. 35-7. 

41 (7H, m), 7. 82-7. 85(1H, m) , 8. 23(1H, d, J = 2. 9Hz), 8. 52(1H, m 

), 8. 59 (1H, dd, J=4. 9, 1. 5Hz) . 

FAB-MSm/z : 40 1 (M + H) + . 
[0268] 3)mM4k&V0 

_h|E5-(5— <^v ? /l-^-dri/-2-t°y vVk) -1- (3-t°y^/V) -lH-tT^— 

^M>txf;Vx^f/K5. 16g)£rffll>-C, ##^!I14(D5)^|WI#(D^'^-e^S 

M&mtA. 61g, 96%)Sr@^b-C#fCo 
[0269] X H-NMR (400MHz, DMSO-d ) 8 :5. 19 (2H, s) , 7. 27-7. 28 (1H, m) , 7 

6 
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. 35-7. 54 (7H, m) , 7. 70 (1H, d, J = 8. 8Hz), 7. 78-7. 81 (1H, m) , 8. 19 
(1H, d, J = 2. 9Hz), 8. 51 (1H, d, J = 2. 4Hz), 8. 60-8. 61 (1H, m) , 13. 1 
0(1H, br s). 

FAB-MSm/z : 373 (M + H) + . 
[0270] [##$| 19] l-(5-^^vl^;f-l , 3, 4-f 7^7^-/1^-2-^) -5-(2-fc°y^ 

/V) -lH-tT — /V- 3-#/l^V^ 
[0271] [>fb30] 



$3(0. 40g)<DfUfiBft(60ml)i§?Scl;:, 0°C-C2-7^/-5-^/l^}--l, 3, 4- 
f7v ? 7y-/V(4. Og)SrAn^^©SJS??R^lEfiSfift^*hy^(l. 88g)£>7k(l7ml 

-^nn-5-xf/Vft-l, 3, 4-f7^7/-^(2. 99g, 67%) 3riftJt£$j£LT 
[0273] 'H-NMR (400MHz, CDC1 ) 5 :1. 44-1. 48(3H, m), 3. 30-3. 36(2H, m 

3 

)• 

FAB-MSm/z : 1 8 1 (M + H) + . 
[0274] 2)5-^7^^--2-tK9v ? y-l, 3, 4-f7v^7y^/V 

_h|E2-^nn-5-^^/V^^--l, 3, 4-f 7v?7/-/V(2. 98g)(D^y— /v(3 
Oml) ^^tK9^— *^^(10ml)Sr*P^l^ra^jl^Lfc„ 

ua%.&mu ^mm<vmm&Mf£T&^5-^^*-2-th*9i?y-i, 3, 4- 

f7^7y-/V(2. 60g, 89%)£@#^LT#7i 0 




N 



[0272] i)2—Srm-5-x.^A^$--l, 3, 4-f7^/-/V 
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[0275] 'H-NMR (400MHz, CDC1 ) 8 :1. 39(3H, t, J=7. 3Hz), 3. 11 (2H, q, J = 

3 

7. 3Hz), 4. 39 (2H, br s) . 

EI-MSm/z : 1 76 (M + ) . 
[0276] 3) l-(5-^^Vl^M~-l , 3, 4-f 7^7^-/1^-2-^) -5-(2-fc°y^/V) -1H- 

h°7 > /-^-3-*/V'#V^f-/Vx^T/V' 
##^!|9(DB^)(D1) (D4-(2-t°!J^/V)-2, 4-v ? ^y^^^^-/V^^/K 

3. 04g)£iitE5-^/V^)--2-tK7vV-l, 3, 4-f 7^7/-/V(2. 59g)&- 

JBWC, ##^|9<DB&)02)^|^#(D^-&-ei-(5-^/V^-l ) 3, 4-^Tv? 

7/-/V-2-^) -5- (2-t°U v^/V) -lH-t°^y'— /V-3-^7/V*V^^-/V^^ 

Ml. 41g, 28%)^@#:i!LT#fCo 
[0277] 'H-NMR (400MHz, CDC1 ) 8 :1. 43-1. 47 (3H, m) , 3. 29-3. 34 (2H, m 

3 

), 3. 98 (3H, m), 7. 20 (1H, m) , 7. 30-7. 33 (1H, m) , 7. 63-7. 65 (1H, 
m), 7. 76-7. 81 (1H, m) , 8. 56-8. 58 (1H, m) . 
EI-MSm/z : 347 (M + ) . 

[0278] 4)mm^m 

_h!El-(5-^^vV-^--l, 3, 4-^T^TyWV-2--f/V)-5-(2-t°yv7V)-l 
H-fc^^— /V-3-#/V^V^^-/V3^yvV(o. 970g)(D^7— M9. 7ml) 
7tKn^9>-(9. 7ml)0^^^, ^S^l^Tkil^r-y^ (6. 98ml)£ 
#nx.30^}t#L7i o S^^im^^^S(6. 98ml) t^nn*/VA-^^y 
-/HM^i^P^^U *aJBO^^ffiT#*b^M^^(0. 929g, 

100%) zmfatuxniZo 

[0279] 'H-NMR (400MHz, DMSO-d ) 8 :1. 38(3H, t, J = 7. 3Hz) , 3. 32(2H, q 

6 

, J = 7. 2Hz), 7. 37(1H, s) , 7. 40-7. 43(1H, m) , 7. 83-7. 85(1H, m) , 7 
. 90-7. 94 (1H, m), 8. 50-8. 51 (1H, m) , 13. 48 (1H, br s) . 
EI-MSm/z : 333 (M + ) . 
[0280] [###!|20] 5- (4-#/W^^7V-2-t°y v7V) -1- (6-^ h^-S-tfyvW) -1H 
-t°7y^/V-3-^7/V#V^3i^7Vrc^7V 
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[0281] [^31] 




[0282] 1 ) 1- (6-^=3rv'-3-fc 0 y vVV) -5- (4-^^/V-2-t°U vvk) -lH-t°^y — /k-3- 

##f?!l 1 6<D2) (D4- (4-^/V-2-fc°U -2, 4-> ? ^-dry7^^^^^/k3i^ 
^/K2. 8 3g)^##^!l 2(^5-^7^7-2-^ h^>-t 0 yv?V(l. 67g)£rifll^C, 
#!J8CD 2) i: [R)#CO^|fe-ei- (6-7hdr^-3-t°U vVk) -5- (4-^ /V-2-\f]} 
-lH-t°9y— ;W3-*;^yS|xf;l/x^7;Kl. 66g, 41%)^ffi^LT#fc 

o 

[0283] 'H-NMR (400MHz, CDC1 ) 5 :1. 43 (3H, t, J=7. 2Hz), 2. 34 (3H, s) , 3. 

3 

94(3H, s), 4. 46(2H, q, J = 7. 2Hz), 6. 76(1H, d, J = 8. 8Hz), 7. 05-7. 
06(1H, m), 7. 23-7. 24(2H, m) , 7. 66-7. 69(1H, m) , 8. 10(1H, d, J = 
2. 8Hz), 8. 36 (1H, d, J = 4. 8Hz) . 
EI-MSm/z : 338 (M + ) . 

[0284] 2)mmt^m 

_h| B 1- (6-y^3r>-3-fc°y vvV) -5- (4-^/V-2-fc°y ^/V) -1 H-tW — /V- 
3-*/V#Vixf ^x^t/V (0. 595g) <Dfc°y^(l2ml)|^^ ~^fbi?W^( 
0. 390g)^Px.24B#rHWPf^M^b7^ o Hfc— SHfrfel^CO. 390g)^P 

X.60#r H WPI^B^bfc o S^^^TK^ynn^/^^p^^b, ^jg^ 

^/k-3-(3-> ? 7^/VT^yyt2tVV-)^/V#v ? -r^K^^^(0. 371gh l-fcK^drv' 
^<^y>yTy— ;V(0. 262g) , RXl^tT^^e^J^iO. 471g)<DN, N-vW/V 
/Jvk^T^K (12ml) ffl&K, m%.X*hV^^TV^a. 50ml)^Px.l4B#^it#b 

tc 0 Ri&m&7kbmm^si'&iia%.ftmu ^mm^m^m-rhv^x^m^tc 



WO 2005/063737 



64 



PCT/JP2004/019582 



/^-vmrnuBmit^mio. 247 g) 38%)&&mfokL,xmc 0 

[0285] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 2Hz), 3. 95 (3H, s) , 4. 

3 

46 (2H, q, J = 7. 2Hz) , 6. 76-6. 78 (1H, m) , 7. 33 (1H, s) , 7. 54-7. 56 ( 

1H, m), 7. 65-7. 68 (1H, m) , 7. 85-7. 86 (1H, m) , 8. 08-8. 09 (1H, m) 

, 8. 61-8. 62(1H, m). 

FAB-MSm/z : 368 (M + H) + . 
[0286] [##^!l2 1 ] 3- (N-tert-^^-/V) T577°n M'^rl/^^/V^^/V 
[0287] Dfb32] 

N _ / 

H 

[0288] tert-^/VT^ ( 1 . 4ml) tT^V/^m^/^ ( 1 . 5ml) <Dm&%d&70°CX"l 7H# 
[0289] 'H-NMR (400MHz, CDC1 ) 8 :1. 10 (9H, s) , 2. 49 (2H, t, J = 6. 6Hz) , 2. 

3 

82 (2H, t, J = 6. 6Hz), 3. 67 (3H, s) . 
ESI-MSm/z : 160 (M + H) + . 
[0290] [##0822] 1- (6-^hdf ^-3-fc°y ^/V) -5- (2-fc^v^/V) -lH-fcW— /V-3 

[0291] Wk33] 




[0292] l-(2-t°7v ? — ;V)-l-x^i/(i. 22g) CO^h^tKn^^^dOml) ^^-78 

°c?ft£PT^ i. 0M-y^-7^tf^(hy^/viyy/v)T$K(D^h7tKn^7^lS(ii. 

0ml)^Px.55^rBlit##, ^^^^7^(2. 05ml) ^P^L, t^U^M 
b6B#^¥it#bfc 0 S^^l^.^^m«(Hml), fcRW^/^—T 
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^-^^y-;V(DW^mmiX. 83g, 82%) £@#:£LT#f- 0 ^<Dft;|#M^(l. 58g 
) (D^J— /V (20ml) SH^^C, ^mi<D5-tV^y;-2-*Y^y¥Vi?>&i 
m.(l. 50g) <D^y—/U (80ml) mmmWKhV^/l-TV^(l. 9ml)&lNz_XM 

Mvtcmm%ijn^immMWffivtc 0 m^^m^mm(5m\)^mK.i. sum 

(6-^h=arv^-3-fc°y -5- (2-t°7> ? — /V) -lH-^-^3-*;nHy»x 
f;kx^f;Kl. 05g, 45%)£@f*£LT#fc 0 #bfbfcr(DlH-t°^y— 7V-3- 

^-hy^ATK^do. 0mi)^px.^a-ei6u#^m#bfc o kj&$c^i£D£*^K 

^(15ml), ^t^gfe^/V^P^^U ^S^M^B^^v^-C 
^#Lfc o ^J^,^^ffiT^*b^S^^©m«^(0. 883g, 92%) 

[0293] [##^j23]l-(6-^h^>-3-fc°y> ? /V)-5-(l-^/V-lH-2-t; 0 nIJ/V)-lH- 

[0294] [^34] 




[0295] l-(l-^/V-lH-2-t 0 tiy/k)-l-^yv(l. 19ml)£rJBV\ 0^M22tmWk 

<D&m^Um4k&V0<Dffl$WkV0(2. 57g, ^*)^T^/V^T^^b-C#/c 0 
[0296] [###|24] 5- (4-^T/7^^/V-) -1- (3-t°y vVV) -lH-f 7^ /K3-*/l^ 
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l ) 4- {A-y'n^y^.^v) -2, A-V^r^yzf^^fc^-^-sv^Tsr/v 

4-^n^eTirh^y^(8. 50g) , v'l^i^xf/Kli. 6ml).&.OT-MJ!7i>.:^ 
^M^fflV^##$J16(D2) ^|Wl#cD^i-e4-(4-^ti^ ; r:^/V)-2 ( 4-v ? ^y 
^^^/V^^/KlO. 4g, 81%)£@{fc^L-C#fc 0 
[0297] 'H-NMR (400MHz, CDC1 ) 8 :1. 40-1. 43 (3H, m) , 4. 38-4. 43 (2H, m 

3 

), 7. 03 (1H, s), 7. 63-7. 67 (2H, m) , 7. 84-7. 87 (2H, m) . 
FAB-MSm/z:299, 301(M + H) + . 
[0298] 2) 5- (4-^n^^^^/V) -1- (3-t°y vVV) -lH-fc 0 7^-/V-3-^;V#Vt^f 

_hfB4-(4-^n^^ ; n^/V)-2 ) 4-> ? ^y^^>'^^/V3z^/v(7. OOg)£ 
###!|18(Dl)(D3-fcK^v ? yt 0 yv?^(2. 55g)£ffl^T, ###!|8<D2) £|l^)$l<D^ 
i£-e5-(4-:/^^e:7 ; ^-/^) -1- (3-fc°U v7k) -lH-tr^y /V-3-#/l^V^^ 
^/kai^/K3. 83g, 44%)^@#:^L-C#fCo 
[0299] 'H-NMR (400MHz, CDC1 ) 8 :1. 44 (3H, t, J=7. 1Hz) , 4. 47 (2H, q, J = 

3 

7. 1Hz), 7. 07-7. 10 (3H, m) , 7. 34-7. 38 (1H, m) , 7. 47-7. 51 (2H, m 
), 7. 71-7. 74(1H, m), 8. 57-8. 58(1H, m) , 8. 62(1H, dd, J = 4. 8, 1. 6 
Hz). 

EI-MSm/z:371, 373 (M + ). 
[0300] 3) 5- ji— 7^) -1- (3-t°U vVk) -lH-t°7/- /V-3-#/V^V^^ 

77VrfV#BM~f^ _hfS5-(4-^n^e^ J i^/k)-i-(3-t°!;> ? /v)-iH-t 0 ^y— 

/k-3-*MVtxf/l/x^f/Kl. 50gh ^T^M&KO. 284g)^.t^7 i h7 :3 r 
7,(yy7^/V^7S7^l/)s<7i/?7M0) (0. 233g)(DN, N-^^-/MM^T5K (3 
0ml)^^100T:^18l^r H 1it#Lfc o J5fc, ^TWb»pH2. 35g)^Tj? 

^^^(hyy^/V*^^^) ^7^7^(0) (1. 864g)^iI*Pbl00°C^T30 
B#fSjt#Lfc 0 SJ^«i-2^.^T>^e^T*^^g^^^/v-ynn^/v 

^jET^^*U#fe^f'M^^y^^V^^yn^h^^—(g^^^/v 
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-^nn^M) -C*j!54L5- (4-^X77^^/1-) -1- (3-fcTJJ vVv) -lH-fcT^ — /V 
-3-^;V#>^f /V^t/V (0. 460g, 36%)£T^e/K7x^LT#f' 0 
[0301] 'H-NMR (400MHz, CDC1 ) 5 :1. 44 (3H, t, J=7. 2Hz), 4. 48 (2H, q, J = 

3 

7. 2Hz), 7. 16 (1H, s), 7. 33-7. 36 (2H, m) , 7. 39 (1H, dd, J = 8. 2, 4. 8 
Hz), 7. 64-7. 67 (2H, m) , 7. 73-7. 76 (1H, m) , 8. 56 (1H, d, J = 2. 4Hz) 
, 8. 66 (1H, dd, J = 4. 8, 1. 6Hz) . 
EI-MSm/z : 318 (M + ) . 

[0302] 4)mmfc&vo 

_hfB5-(4-^T77^^/V)-l-(3-t 0 yv > /V)-lH-t°7y— ;l-3-^>#x 
^x^r;KO. 455g)(D^h^tKn^7^(9ml)^m(-, ^S.-e7k^Hby^A 
— 7KfP^)(66. Omg)(D7K(4. 5ml) ^^P^.80^^*t#bfc o 
fiteKSSRCl. 65ml) i^nn*;VA-^^/- /V(10^J" 1) fM^^^^Px.^*bf' 0 
tiI^l^ffTf*LiSft^(0. 384g, 93%)Sr@^LT#^o 
[0303] 'H-NMR (400MHz, DMSO-d ) 6 :7. 27 (1H, m) , 7. 48-7. 55 (3H, m) , 

6 

7. 82-7. 87(3H, m) , 8. 56(1H, d, J = 2. 4Hz), 8. 65-8. 66(1H, m) , 13. 
18 (1H, br s). 
EI-MSm/z : 290 (M + ) . 
[0304] [#%^!|25]5-(5-^nn-2-t°y> ? /V)-l-(3-t 0 y> ? /V)-lH-t 0 97— /V-3-^7 

[0305] [>fb35] 




[0306] 1) 5-?vtt°Vi?^ 

0°Ce2-T5/-5-7ncit: o yv 5 V(5g)(D47%^t:7K*^«(50ml) ^^(12 
ml) SriP^ K^^KJ^feMgt^by^ (15g) CO/K (20ml)^mMTLlB# 
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n^e-5-^tmt°yv?v(6. 8g, 91%) &mfcbVXfflZo 
[0307] 'H-NMR (400MHz, CDC1 ) 5 :7. 44 (1H, d, J = 8. 42Hz) , 7. 54 (1H, m) , 

3 

8. 36 (1H, s). 
[0308] 2)l-(5-^nn-2-fc°iJv ; /V)^y^ 

2-7'P^-5-^nnt°!jv 5 y (6. 8g) ©v^xf^x^r/V (45ml) }g$^-78 0 C?ft 
MT, 1. 56M-n-^^-/Vy^-^^(D^iJ-^IS(27ml)^MT ; ^, N, N-vb^ 
/KT-fc^K (5ml) ^«Tb30^raJt#b7^o S^^^^P^bT^^^AxK^ 

dri7-^-g^^^/^)^$gbl-(5-^nn-2-t°yv ? /k)^/>(3. 26g, 59%) 
[0309] 'H-NMR (400MHz, CDC1 ) 8 :2. 70(3H, s) , 7. 80(1H, dd, J = 8. 42, 2. 

3 

32Hz), 8. 00(1H, d, J = 8. 42Hz), 8. 62(1H, d, J = 2. 32Hz). 
[0310] 3)4-(5-^nn-2-t°yv ; /V)-2, 4-i^^y:7^>^^/Vrc;*7vV 

^MJ£A?*H^>K (2. 26g) <D^?y—/P (100ml) ^^Cv^^^/V (5g) £ 
#P;i5^jl#^ M^l-(5-^nn-2-t°yv?/V)^^7>'(3. 26g)^n^fi-e 

MLfc 0 jggiJt, ^^j±T©*b4-(5-^tir2-2-eyv ? /k)-2, 4-^^-y^ 
^^^^^^^(4. 12g, 77%) £fi#:£L-C#fCo 
[0311] 1 H-NMR(400MHz, CDC1 ) 8 :1. 42 (3H, t, J = 7. 08Hz) , 4. 41 (2H, q, J 

3 

= 7. 08Hz), 7. 64(1H, s) , 7. 87(1H, dd, J = 8. 42, 2. 44Hz), 8. 11(1H, 
d, J = 8. 42Hz), 8. 67(1H, d, J = 2. 44Hz) . 
ESI-MSm/z: 256 (M + H) + . 
[0312] 4) 5- (5-^ nn-2-t°y vvv) -1- (3-fc°y vyV) -lH-fc?5^— /V-3-%;V^m^ 
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_hfB4-(5-^nn-2-t°IJv ? /V)-2 ) A-V > ^yy , ^ym^;V^^r;v(2. 59g) 
t###Ul8(Dl)<D3-fcK7v ? yt 0 yv ? ^(l. 2g)(D^y— /K 100ml) jgSRlcg^Bft ( 

*/Vi>0 -CffiMb5- (5-^na-2-t°y *J;V) -1- (3-t°y v7V) -lH-t°^^— /V-3- 

#/v#V^^-/v^;*7Vv ( l . 5 g ) ^#fc 0 

[0313] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 08Hz), 4. 46 (2H, q, J 

3 

= 7. 08Hz), 7. 29(1H, s) , 7. 39(1H, dd, J = 8. 30, 4. 88Hz), 7. 42(1H, 
d, J = 8. 30Hz), 7. 71 (1H, dd, J = 8. 42, 2. 44Hz) , 7. 83 (1H, ddd, J = 8. 
42, 2. 44, 1. 59Hz), 8. 41(1H, d, J=l. 59Hz) , 8. 54(1H, d, J = 2. 44Hz 
), 8. 62(1H, dd, J=4. 88, 1. 59Hz). 
ESI-MSm/z : 329 (M + H) + . 
[0314] 5)mM4k&® 

_h|E5-(5-^t2a-2-t 0 y^/V) -1- (3-t°y -lH-t°^y^— /V-3-^7/V#V 
^xf/Vx^r/V (500mg) <D*?/<— /V (10ml) ^^f^hy ^-Mb^K (573mg 

S^^(348mg, 76%)£@f*£LT#fc 0 
[0315] 1 H-NMR(400MHz, CD OD/CDC1 ) 5 : 7. 30 (1H, s) , 7. 33 (1H, s) , 7. 

3 3 

56 (1H, m), 7. 84 (2H, m) , 8. 38 (1H, m) , 8. 57 (2H, m) . 

ESI-MSm/z : 30 1 (M + H) + . 
[0316] [##0!|26] l-T^y-l-^n^^^/V^^ri^^Khy^/V^-ng^^^ 
[0317] Dfb36] 



[0318] l-T^J-l-i/?n^<^$t^f]/V^m(,Q. 45g)<D^h^t^:7^(60ml)i§?fe 




■TFA 



H 2 N CONH 2 
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, v^tert-^/V^/V^— Ml2. Og) £6£i^k^b^y?ivto«(9ml) & 

-tert-^>^^/V#^/VT5:y-l--> / ^n^>'^^7V/^V^^#7bo (FAB-MS 
m/z:230(M + H) + . ) 
nhtltzjj;Vtfl/mfo(D*J?vivi*?^ (100ml) mfcl^ l-t^v^y-Oy^JT 
/V(10. 2g), l-^^-/V-3-(3-v ; y^-/VT5yy 0 nt7V)^/V^v ; -f5K(14. 4g 
), 28°/oT^^e^T* (5ml), ^.t>>IJ^/VT5^ (11ml) ^P^.^a-ei6H#^it 

n^^^/^drf-^K(2. 85g, 25%)^#fc c (FAB-MSm/z: 229 (M + H) + 
. ) 

_h!B#/V^l7-^K#:(2. 85g)<Di^tm^^(20ml)^^ hy^/V^ngl^K 
4ml)^PX.4NF^m#bfc 0 ^^^ffT^*L^M^^(2. 16g, 71%) 

FAB-MSm/z : 1 29 (M + H) + . 
[0319] [###!|27] S-T^/^ny^^-l-^/V^V^^^/V^^/vhy^/v^-ng^^^ 
[0320] Dfb37] 



[0321] 1) 3-(N-tert-^>dr^/V^/V) T5/t°Py^-l-#/^V^^^/K^7- 
/V t°ny ^>--3-#/W^>^tert-:/^-/l^;*7VV ( 1 . 862g) £ hy xf/V/^y ( 1 
. 39ml) ©^nn^y (20ml) ^^fc, 7K^T^nn^^<^/v(i. 43ml)^P 




•TFA 
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#-/V)T$yt°ny^>'-l-^7/V/^V^-<^v ; /V3i^/V(2. 676g, 83%)£@f*£ 
[0322] 'H-NMR (400MHz, CDC1 ) 8 :1. 44 (9H, s), 1. 74-1. 89 (1H, br m) , 2 

3 

. 07-2. 19 (1H, br m) , 3. 19-3. 31 (1H, br m), 3. 42-3. 53 (2H, br m) 
, 3. 62-3. 70 (1H, m), 4. 13-4. 27 (1H, br) , 4. 52-4. 66 (1H, br) , 5. 12 
(2H, s), 7. 25-7. 41 (5H, m) . 

[0323] 2)mm^m 

±|B3-(N-tert-:/h^>#/V^/V) T^/t^yv^-l-^/V^V^^^vVV:^ 
^*r;V{2. 676g)<Z>^nn^^(10ml)|§^^ T~V— ;V (2ml) ^MJ^/V^-ng^ 
^(8ml)^Px.^ia-ei^ra«#bfc 0 ^^S:«JET©*L^JS^^(2. 6 
91g, 96%)£@#:£LT#f~ 0 
[0324] 'H-NMR (400MHz, DMSO-d ) 8 :1. 89-2. 03 (1H, br m) , 2. 12-2. 27 

6 

(1H, br m), 3. 29-3. 75 (5H, m) , 3. 78-3. 87 (1H, br) , 5. 08 (2H, s) , 7 

. 28-7. 43 (5H, m) , 8. 05-8. 25 (3H, br s) . 

ESI-MSm/z : 22 1 (M + H) + . 
[0325] [###!|28] 2-(N-tert-^/VT^7) Tir^5K 
[0326] Dfb38] 

N — \ 

H CONH 2 

[0327] text-Zf^-/VT^y (O. 946ml) ©N, N->W/M}vVAT$K (8ml) WfcK. tK^ 
T^^y^(993mg)^n^E-T"fe^K(810mg)<DN, N-^^Vl^/KkT^K ( 

U Mi-h/^>-^PX.^ffT#»^*L^S^^(610mg, 79%)<Ha{*£L-C 

[0328] 'H-NMR (400MHz, CDC1 ) 8 :1. 19 (9H, s) , 3. 24 (2H, s) . 

3 

LC-MSm/z : 1 29 (M-H) + . 
[0329] [###!|29] 5- (4-tKndr^^-/V-2-t°U vVV) -1- (6-^ h^^-3-t°y v^/V) -1 
H-t°^y*— 7V-3-^7/V^V|i 
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[0330] Mfc39] 




[033 1] 1 ) 2-Tir ^/V-4-^ ^vVfc°y 

2-^n^e-4-t°ny ^ (4g) ©^xf;Vx-r^ (60ml) S^lC, -78°C^^|1T1 . 
58M-n-Zf^-/VV^J^(D^^->mm (22ml) Sr5^rad^tT«fTL5^raSH^L 

— (^d f -i^^-g^^^/v)-effi^b2-Tir^-/V-4-^^-/Vt:°y> ? ^(l. 86g, 59%) 
[0332] 'H-NMR (400MHz, CDC1 ) 8 :2. 42 (3H, s) , 2. 72 (3H, s) , 7. 29 (1H, dd 

3 

, J=4. 94, 0. 67Hz), 7. 86 (1H, d, J = 0. 67Hz), 8. 54 (1H, d, J=4. 94Hz 
). 

[0333] 2)4-(4-^^7W2-t°y> ? /V)-2, 4-^^y^^^^^^/V^^/V 

_hfE2-Tir^/V-4-^^t 0 y> ? ^(l. 86g) t^^m^^/^(3. 74ml) SrJB 

V^T, #%^14cD3)<h|ll#cO^-^-e4-(4-^/k-2-t:°yv ? /k)-2, 4-v ? ^y^ 

^ytxf;vx^r/K3. 82g)^@#:^L-C#fCo 
[0334] 'H-NMR (400MHz, CDC1 ) 8 :1. 38 (3H, t, J=7. 08Hz) , 2. 51 (3H, s) , 4 

3 

. 36(2H, q, J = 7. 08Hz) , 7. 43(2H, br) , 8. 03(1H, s) , 8. 65(1H, d, J = 5 
. 01Hz). 

ESI-MSm/z : 236 (M + H) + . 
[0335] 3) 5- (4-y^/l— 2-fc°y V7V) -1- -lH-fcW— /V-3- 

_hfB4-(4-^^/V-2-t°yv ? /^)-2, 4-> ? ^-^yyy^^^^/^^^7V(3. 82g 
) b0^ffll<D5-t}?9i>J-2-?ih3ci/t°Vi/^i&.Mi& (5. lg) (D^yy— (70ml) 
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Hit:, hy^VVT5>-(3. 4ml)^Px.2B#^MM^b7> 0 BtJ&IK^ 

5- (4_^^ / v_ 2 -t°y vvV) -1- (6-^h^r>/-3-t°!J vVk) -lH-t 0 ^— ;W3-* 

*W7^^o-7^77^- (— ^1^-gl^^/V) -C*fBL5-(4-^^/V-2- 
£°y v7V) -l-(6-^h^ri/-3-fc 0 U^/V) -lH-t°7y^/V-3-^7/V*V^^^/Vm^ 
7VV^#, ^Hfto^tHtl. 20g(26%)^#rt o 
[0336] 1 H-NMR(400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 08Hz), 2. 35 (3H, s) , 3 

3 

. 94(3H, s), 4. 45(2H, q, J=7. 08Hz), 6. 75(1H, dd, J = 8. 79, 0. 61Hz) 
, 7. 05 (1H, ddd, J = 5. 13, 1. 59, 0. 73Hz) , 7. 23 (1H, t, J = 0. 73Hz) , 7 
. 24(1H, s), 7. 67(1H, dd, J = 2. 81, 8. 79Hz), 8. 09(1H, dd, J = 2. 81, 0 
. 49Hz), 8. 35 (1H, d, J = 0. 49, 5. 13Hz). 
ESI-MSm/z : 339 (M + H) + . 
[0337] 4) 5- (4-#/V^^-2-fc°y V7V) -1- (6-^h^r^-3-t°y *J;V) -lH-t^J — /V 
-3-^7/V^V^rc^-/Vrc^^/V 

_hfB5-(4-^/V-2-t°yv ? /V)-l-(6-^h=3r^-3-t°y> ? /V)-lH-t 0 9^— JV- 
3-^j;V^^^;V^^;V (774mg) (Dfc°y (6ml) ^^-e^^kir 
77g)^P^.120°C-e7 0 r^Jt#b7t 0 ELfcMKikb?tiu*;VJ*%: 

icL5- (4-#/l^=¥i/-2-fc°y v>/V) -1- (6-^h^^-3-t°y v?/k) -lH-fc°5^— 
/v-3-#/v#>^^-/v^tvKi. I4g, femj&T^e^T^tVxntco 

[0338] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J = 7. 08Hz) , 3. 94 (3H, s) , 4 

3 

. 46(2H, q, J = 7. 08Hz) , 6. 78(1H, d, J = 8. 79Hz) , 7. 36(1H, s) , 7. 70( 
1H, dd, J = 2. 69, 8. 79Hz) , 7. 84(1H, dd, J=4. 88, 1. 47Hz) , 8. 07(1H 
, s), 8. 12(1H, d, J = 2. 69Hz), 8. 66(1H, d, J = 4. 88Hz) . 
ESI-MSm/z : 369 (M + H) + . 
[0339] 5) 5- (4-tK^ :3 rv'^^/V-2-fc°y i?/V) -1- (6-^h^rv^-3-t°y *J;V) -lH-t°^j/ 
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_hfB5- (4-^7/V#=arv'-2-t 0 y V7V) -1- V-3-fcTy v?/V) -lH-tW — 

/k-3-^7/^V^m^/V^^/k (l . 14g) (D^h^tKn^^^ (30ml) g^C, 0°C 

-^h^rv'-3-t 0 i;v ? /V) -lH-t°^y /V-3-^7/V^V^3i^/Vrc^/V (250mg, 
23%) ^^^LT#fc 0 
[0340] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 08Hz), 3. 94 (3H, s) , 4 

3 

. 45(2H, q, J = 7. 08Hz) , 4. 72(2H, s) , 6. 75(1H, d, J = 8. 79Hz) , 7. 22( 
1H, ddd, J = 5. 01, 1. 59, 0. 85Hz), 7. 25 (1H, s) , 7. 43 (1H, dd, J=l. 5 
9, 0. 85Hz), 7. 67(1H, dd, J = 2. 69, 8. 79Hz) , 8. 08(1H, dd, J = 2. 69, 
0. 61Hz), 8. 45(1H, dd, J = 0. 61, 5. 01Hz). 
ESI-MSm/z : 355 (M + H) + . 

[0341] 6)mmit&m 

J^fB5-(4-tKn^^^/V-2-t°yv ? 7V)-l-(6-^hdrv / -3-t 0 y> ? /V)-lH-t 0 
S 7V— ;V-Z-^;V^.>m^/^^T/V (250mg) ^ffiV v"C. #%{?!jl6<D4) tm$k 
<Dj?m~eWM4k&yO (232mg, ^i)-C#fc 0 EHMSm/z: 327 (M+H) + . 
[0342] [###!j30] 5- (4-#/W^^7k-2-t°y V/V) -1- (6-^h^-3-^V^J^M ~ 
1 H-t°^y — /V-3-^7/V*V^^-/V^^^/V 
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[0343] Wb40] 




[0344] 1) l-(6-^t2a-3-fc°yy v^/V) -5- (4-^f/W2-lf!) vvV) -lH-t°^i/— /V-3 

###!!29<D2) (D4-(4-^^-/V-2-t°y> ? /V)-2 ) ^^df-y^^^/V^ 
7VV(4. 46g) i3-^nn-6-tK7^/t°y^^y (3. 6g)^fflV>-C, ##^!|9(D1)^ 
|W|#(Z)^fe-ei- (6-^aa-3-fc°!J^^ /V) -5- vvk) -lH-t° 

7/-/v-3-*;v*Vtxf ^x^f/Kl . 79g, 27%) ^T^e/vy 7^iLt#fc„ 
[0345] 1 H-NMR(400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 08Hz), 2. 41 (3H, s) , 4 

3 

. 48(2H, q, J = 7. 08Hz), 7. 07(1H, m) , 7. 20(1H, s) , 7. 47(1H, s) , 7. 6 
9(1H, d, J = 9. 03Hz), 8. 08(1H, d, J = 9. 03Hz) , 8. 23(1H, d, J = 4. 88H 
z). 

ESI-MSm/z : 344 (M + H) + . 
[0346] 2) 1- (6~y Hf ^-3-fc 0 yyV-/V) -5- (4-^/V-2-fc°y >W) -lH-t 0 ^y — 7V- 
3-^7/V^V^y^/k^c^^/k 

_hfB 1- (6-y nt2-3-t°y -5- (4-y^/V-2-t°y -m-t^y — 

/V-3-^7/V*>^^/V^^/V (600mg) V #%#!J9<DA?£) <D2) 

<d #8re 1- ( 6-y h*c v-3-tr y ^v~/v) -5- (4-y ^vv-2-t° y >yv) - 1 H-t°^ 

/V-3-^7/V^V^y^/V^7-/v(455mg, 84%) 3r@#:i:L-C#/i 0 
[0347] 1 H-NMR(400MHz, CDC1 ) 8 :2. 40 (3H, s) , 3. 99 (3H, s) , 4. 10 (3H, s) 

3 

, 7. 04(1H, m), 7. 15(1H, d, J = 9. 28Hz) , 7. 21 (1H, s) , 7. 44(1H, s) , 7 
. 93(1H, d, J = 9. 28Hz), 8. 24(1H, d, 4. 88Hz) . 
ESI-MSm/z : 326 (M + H) + . 
[0348] 3) 5- (4-#/ktf^y-2-fc°y vVk) 1- (6~y h^y-3-fc°yy /k) -lH-t°^y— 
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JifBi-(6-^h^iy-3-fc o y^-/v)-5-(4-^^/v-2-t o yv ? 7v)-iH-t o 9y— 

/V-3-^/^V^^/k^^/Kl47mg) ###!|29<D4) 
T5- (4-^7/V^^r^-2-t 0 y i^/V) l-(6-^hdriX-3-fc 0 y^V^/V) -lH-lf^ — 
/V-3-#/V^V^^/l^*7VV(64mg, 40%) 3r#fc 0 
[0349] 1 H-NMR(400MHz, DMSO-d ) 8 :3. 88 (3H, s) , 4. 02 (3H, s) , 7. 49 (1H 

6 

, d, J = 9. 28Hz), 7. 59(1H, s) , 7. 75(1H, d, J = 5. 01Hz), 8. 01 (1H, d, J 
= 9. 28Hz), 8. 15(1H, s) , 8. 54(1H, d, J = 5. 01Hz) . 
EI-MSm/z : 356 (M + H) + . 

[0350] 4)mM4t&m 

_hfE5-(4-^^^^^-2-t 0 y *?M -1- (6-^h=3r^-3-fc°y^v ? ^/V) -lH-fcT9 
/-/l^a-^^^yf^^ (64mg) CON, N-^^/V^/VAT^K (3ml) 
JgSftlC, ^tfiTi£^T^^.A(14mgK 1-fcR^fOo/hyTV*— /V(30mg) 
, l-xf/>-3- O-^^/VT^/^ntW) ^/V^v^K (4 lmg) , hy ^f-;VT^y 

[0351] 'H-NMR (400MHz, CDC1 &CD OD) 8 :3. 98 (3H, s) , 4. 

3 3 

09(3H, s), 7. 38(1H, d, J = 9. 28Hz) , 7. 74(1H, dd, J=l. 58, 5. 13Hz), 
7. 81(1H, s), 7. 99(1H, d, J = 9. 28Hz) , 8. 13(1H, s) , 8. 50(1H, d, J = 5 
. 13Hz). 

[0352] [##$J31] 5-fcK9^y-2-^/Hf y ^ 
[0353] Mb41] 




[0354] 1) (6-^^/H: o yv ? ^-3-^/V)^;/W^$^^tert-^^/V^^/V 

6-^/^=3^^(21. 58g)<Dl, 4-Vtt^ls (300ml) WmWfcK-, ^UV 
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hy^/VT$^(23. 0ml). i?7^/VftX7fr})/VTi?h*(35. 6ml) N RXFtert--?* 

Tkmm^bvv^mMLito mm. mm^m&rm^u nhfhtmm^)^^ 

/V^^n^YV^^— (^nn*/Vi^-^ixf-;V) -Cffi^b (6-p<^VVfc 0 JJi^-3 
— <;v)^;v^>mtext-y^;v^^;v{.2S. 7g, 88%)?ria#:i:L-C#fc 0 
[0355] X H-NMR (400MHz, CDC1 ) 8 :1. 54 (9H, s) , 2. 49 (3H, s) , 6. 52 (1H, br 

3 

), 7. 09 (1H, d, J = 8. 6Hz), 7. 86 (1H, br) , 8. 29 (1H, d, J = 2. 7Hz) . 
EI-MSm/z : 208 (M) + . 

[0356] 2)mmt&m 

{Q-^;v^)^iy-3-^;v)^;v/^^mtBrt-y^;v^^"r;v{2S. 7g)^ N 0°C 

-em^(ioomi)^^ icmu^30ftmnwi.fc. o s^<Dft^o-5r^*t# 

Uh**, MfigBfe^-WJ^(10. 51g)(D^C(38ml)^^30^ra^^tT^P^, 15 
#B8lfc#Ufco ^^X(II)^7KfO^(108. 7g)<D*ig&(54ml) 

700ml) t^nn*;^-^y- /KlO: 1) ^*^^P;t^$tUt 0 W 

-e^Mbfc 0 »J^,^^ff™*UlM^^(7. 66g, 45%)£@#:£:bT 
[0357] 'H-NMR (400MHz, DMSO-d ) 8 :2. 29 (3H, s) , 3. 97 (2H, br) , 6. 66(1 

6 

H, br), 6. 94(1H, d, J = 8. 3Hz) , 7. 05(1H, dd, J = 3. 0, 8. 3Hz) , 7. 98(1 
H, d, J = 3. 0Hz). 
ESI-MSm/z : 1 24 (M + H) + . 
[0358] [###!|32]3-tK9vVt°yvV 
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[0359] Mb42] 

Ay NHNH a 

(7 

N 

[0360] 5°C^T-T:\ 3-T^/fc°y vV(13. Og)<D^i£ig (104ml) ^^M^hy^( 
10. 5g) (DTK (39ml) ^«30#P H Wj-TMT^ 15#P H 1if#Lfc 0 r©HJSi5: 

ifrfk*x (n) r.y^m (io9 g ) (Djftj&gfi (59mi) rt?ao-io°c^PT3o^ 

mm^mm^m&rm^xmm^m (12. 5 g) 83%)^@^l-c#^ 0 

[0361] 1 H-NMR(400MHz, DMSO-d ) 8 :4. 02 (2H, br s) , 6. 89 (1H, br s) , 7 

6 

. 04-7. 12 (2H, m), 7. 76-7. 78 (1H, m) , 8. 08 (1H, m) . 

EI-MSm/z : 109 (M + ) . 
[0362] [#%#!J33] 2-fcK^vV fc^vV 
[0363] Mk43] 



(J 

N 



[0364] 2-^nnt°7^y (10. 44g) CD^y— /V(65ml) l^tC. ^?fi"CtK7v ? >'— *7KfP 
<»(21. 80g)^»bl7B#^»M^Lfc o SJ&^£^ffiT^*U # 

m^u%htitmm^^^m\\\Mm^^txnmit^m{4,. 67 g) 47%) 

[0365] 'H-NMR (400MHz, CDC1 ) 8 :7. 89 (1H, d, J = 2. 7Hz) , 7. 99-8. 05 (1H 

3 

, m), 8. 20 (1H, d, J=l. 5Hz) . 
ESI-MSm/z : 1 1 1 (M + H) + . 
[0366] [##^!l34]2-tK7v ? /t°y5v ? ^ 
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[0367] Mb44] 




[0368] 2-^nnfc: 0 y5vV(6. OOg) (D^/—;V (60ml) ^S'CfcK^vV— ?R 

(20mi) &j)\}x.80ftmm,wi^fc o ^m^mm^m^rm^u^hntcmm^ 
7K{34rn\)^m^m^tmw-^m^mmit^m{2. 3o g , 40%)^#r^ o 

[0369] 'H-NMR (400MHz, DMSO-d ) 8 :4. 12 (2H, s) , 6. 57-6. 60(1H, m) , 8 

6 

. 12(1H, s), 8. 30(2H, d, J = 4. 9Hz) . 
EI-MSm/z : 1 10 (M + ) . 
[0370] [###!J35] 5-(5-^^-/V-2-t°!Jv ? 7V) -l-(2-tf U -lH-fc^^A- 

[0371] [>fb45] 




[0372] 1) l-(5-^/V-2-fc°y v7V) 

2-^n^-- 5-t°=ty^(5. 0g)©^xf;vx- -tvK 100ml) -78°C^|1 
Tn-^/Vy^r>^(l. 58MCD— ^>1§$t, 24ml) £5#Rg-eMTiL 5^Kit 
#Lfc 0 IH?aT\ KJ&afcfcN, N-^^/VT-fe^KO. 5ml)^T^2H#^*l#L 

— (^f-^-g^^^/V)-e»$^bl-(5-^/V-2-t°yv ? /V)^y^(3. 43g, 8 
7%)«rili|3ifc«teL-C#;fc 0 
[0373] 'H-NMR (400MHz, CDC1 ) 8 :2. 42 (3H, s) , 2. 71 (3H, s) , 7. 62 (1H, dd 

3 

, J = l. 59, 7. 93Hz), 7. 94(1H, d, J = 7. 93Hz), 8. 50(1H, s) . 
[0374] 2)4-(5-^Vk- 2-fc°y>Vk)-2, ^hVV&x- 
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Hri/KO. 5g)<D^#y—/V(60ml)mWl^ gfifVaL^^xf ;v (7ml) £:MT 
[0375] 'H-NMR (400MHz, CDC1 ) 8 :1. 40 (3H, t, J=7. 08Hz), 2. 47 (3H, s) , 4 

3 

. 39(2H, q, J = 7. 08Hz) , 7. 49(1H, br) , 7. 74(1H, dd, J=l. 47, 8. 06Hz 
), 8. 08 (1H, d, J = 8. 06Hz), 8. 58 (1H, d, J = 0. 73Hz) . 
EI-MSm/z: 236 (M + H) + . 
[0376] 3) 5-(5-^-2-t°!)^) -l-(2-fc°y v7V) -lH-fc 0 ^y*— ;W3-*;^i 

4- (5-^/V-2-t°yv ? /V)-2, 4-i^"W^yS|xf;^f;l'(3. 30g)tf> 

/W30ml)*£iftfc, 2-tK^vVt°yvV(2. 0g)^m^(2ml)^Px.l8^ 

Mb, 5- (5-^/V-2-fc°y vVk) -l-(2-t°y^/V) -lH-fcW— /V-3-#/l^V 
[0377] 'H-NMR (400MHz, CDC1 ) 5 :1. 42 (3H, t, J=7. 08Hz) , 2. 33 (3H, s) , 4 

3 

. 45(2H, q, J = 7. 08Hz) , 7. 20(lH, s) , 7. 25(lH, m) , 7. 33(1H, d, J = 7 
. 93Hz), 7. 52 (1H, d, J = 7. 93Hz), 7. 76 (1H, d, J = 8. 05Hz) , 7. 85 (1H 
, dd, J = 8. 05, 1. 84Hz), 8. 28 (2H, s) . 
EI-MSm/z : 309 (M + H) + . 
[0378] 4)|g®ffc£4& 

5- (5-^/V-2-t 0 yv ? /V)-l-(2-t 0 yv > /V)-lH-t°7y^/V-3-^7/V#V^3i 

f;Vx^r;W(l. 86g)(D^7— /K30ml)^fR^ ^M^^y?i=^H¥v'K(83 
0mg)^Px.2^F^it#UfCo KIC ^hy^A^h=arv'K(700mg)^Px.30^rait 
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mm. ^m^WL^rm^uMmit^mii. i7 g , 2x@-e30%)#^ o 

[0379] 'H-NMR (400MHz, CDC1 ) 8 :2. 36 (3H, s) , 7. 23 (1H, s) , 7. 29 (1H, m 

3 

), 7. 37(1H, d, J = 7. 93Hz), 7. 55(1H, d, J = 7. 93Hz), 7. 79(1H, d, J = 
8. 06Hz), 7. 86 (1H, dt, J = 8. 06, 1. 83Hz) , 8. 27(1H, ddd, J = 4. 88, 1. 
83, 0. 86Hz), 8. 35 (1H, s) . 
EI-MSm/z : 28 1 (M + H) + . 
[0380] [##^!|36]5-(5-^^/W2-t°7v ? — /V)-l-(3-t°IJ> ? /V)-lH-t 0 9^— /V-3- 

[0381] Dfb46] 



[0382] 1 ) vV-2-#/l^V^N-^ h^r S^-N-^/VT^K 

5-^/Wf9^-2-*/H^^g|(13. OghN, O-i^VVfcKP^rvvVT^:^ 
&i£(10. lg), l-(3-^^/VT57^ntVV)-3-^^/^/^v ? ^Ki^^i^(19 
. 8g) ^t^l-tKn^^^MJTy— /K14. Og)(DN, N-v^/V2}vVAT5K( 
130ml) JSfccfcl, ^a-ehy^/VT^(28. 9ml)^Px.63B#^Jt#b/'o £CJ£$C 

g^o^/v) -C|fML5-^^-/Vt:°^^^-2-^/V^V^N-^ b^-N-^/VT^ K 
(12. 3g, 72%)^^i:LT#fc 0 
[0383] 1 H-NMR(400MHz, CDC1 ) 8 :2. 63 (3H, s) , 3. 41 (3H, s) , 3. 74 (3H, s) 

3 

, 8. 46(1H, s), 8. 82(1H, s) . 
FAB-MSm/z : 1 8 2 (M + H) + . 
[0384] 2) 1- (5-^^V^-2-fc 0 ^>^/V) 
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T^K (12. 2g)<D*rY7tYn77> (183ml) ffi&\^ -78°Ce^T^/vy^^ 
(1. 02M(Di?^/V^—T/PMW, 72. 6ml)^20^ra-eMT^^ 1^-130^^ 

j^mkuto mm, mf±rmm^m^u^htitcmm^v^7'/^7^^h 

7. 9g, 86%)%mfctl,Xmc 0 
[0385] 'H-NMR (400MHz, CDC1 ) 8 :2. 66 (3H, s) , 2. 70 (3H, s) , 8. 50 (1H, m 

3 

), 9. 11(1H, d, J=l. 5Hz). 
ESI-MSm/z : 1 3 7 (M + H) + . 
[0386] 3) 4- (5-^^-2-^7iy=- /V) -2, 4— SWf-y ^^^k^/V^^r/V 

T/v=?V#H^CT^ l-(5-y^/v-2-fc°7v^/v)^£yv(7. 89g) <D7Y7t-Yn 

^^(ii8mi)^-S^, -78 c c-ey^-^tr^(hy^/^>y/v)T5K(i. OM^h 

7^n77>mm, 63. 7ml)^20^^-CMT^, S^30^F^^#b/c o £fj«^ 

Mbfc 0 mwm. mf±Tmm&m^4-(5-^/v--2-t°7i?~^)-2, a-^^v 

7^m^^^^T/V{A. 92g, 36%)&mfctVXmtz.o 
[0387] 'H-NMR (400MHz, CDC1 ) 8 :1. 39-1. 43 (3H, m) , 2. 69 (3H, s) , 4. 38 

3 

-4. 43(2H, m), 7. 60(1H, s) , 8. 55(1H, m) , 9. 21(lH, d, J=l. 2Hz) . F 
AB-MSm/z : 23 7 (M + H) + . 
[0388] 4) 5- (5-^^-/V-2-t°7 v 5 — /V) -l-(3-t°y ^/V) -1H-If 9>^— /V-3-#/l^V 

_LfB4- ( 5-^^/V-2-t°^v ? ^/V) -2 , 4-^^-7 7>yi3if;Vx^7/V (4 . 9 
lg) £##^3203-tK7vVt 0 y>V (2. 27g) ©x^/-;V (98ml) ?§»40^Pfl3 

MM^brto s^t-^(5. 95mi) &ua%., m^immMmmm^o 
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-l-(3-t°yv ? /V)-lH-t°7y^/V-3-^7/V#V|i^^/V^^/V(3. 16g, 49%) 
[0389] 'H-NMR (400MHz, CDC1 ) 8 :1. 42-1. 46 (3H, m) , 2. 58 (3H, s) , 4. 45 

3 

-4. 51 (2H, m), 7. 34 (1H, s) , 7. 38-7. 41 (1H, m) , 7. 83-7. 86 (1H, m) 
, 8. 30-8. 31 (1H, m), 8. 54(1H, d, J = 2. 4Hz), 8. 63 (1H, d, J=l. 5Hz) 
, 8. 64(1H, d, J=l. 5Hz). 
FAB-MSm/z : 3 1 0 (M + H) + . 

[0390] 5)mmit^ 

5- ( 5-^/V-2-t°7 v^/V) -1- (3-t°y -1 H-t 0 9y — /V-3-^7/V^V^ 
xf/kx^f/KO. 60g)£lN^^b^hy<7Azkl§«(4. 85ml) SrfflVvC. ##{#J 
14O5)^N#(Z)^-e^®^^(0. 525g, 96%)^mW-tVXntlo 
[0391] 'H-NMR (400MHz, DMSO-d ) 8 :2. 50 (3H, s) , 7. 50-7. 53 (2H, m) , 7 

6 

. 84-7. 87 (1H, m), 8. 36 (1H, s) , 8. 58 (1H, d, J = 2. 4Hz), 8. 62-8. 64 
(1H, m), 8. 92(1H, d, J=l. 2Hz), 13. 17(1H, br s) . 
FAB-MSm/z : 28 2 (M + H) + . 
[0392] [##^!|37] 5- (5-^/V-2-£°V *J/V) -1- (3-fc°y vVV) -lH-tf^^— 

[0393] [>fb47] 




[0394] [A$fc] 
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i ) 5- (5-^/^-2-t°y vvv) -l-o-try -iH-t°7ywv-3-#/vtftv^ 

xf/Vx^r/V #%^j35<D2)<D4-(5-^/W2-t p y^/V)-2, Ar^JHr 3 *)/? 9 
^fife:x^yvcnj*^yv(3. 50g) O^/— /K30ml)88ftH:, ##^!|32(D3-tK7v ? 
/t°y^>-(2. 0g)«^(2ml)^Px.l7. 5R#P^n!f&jl#fLUc 0 KJ&*£ 

7^^n^h^7^— (^nn*;^-^^;-;v) -eftML5-(5-^/v-2-fc°y vvv) 

-l-(3-t°yv ? /V)-lH-t°7yWV-3-^7/V^V^^^/V^^/V(2. 51g, 55%) 
[0395] 'H-NMR (400MHz, CDC1 ) 5 :1. 43 (3H, t, J=7. 14Hz), 2. 34 (3H, s) , 4 

3 

. 46(2H, q, J = 7. 14Hz) , 7. 24(1H, s) , 7. 32(1H, d, J = 8. 12Hz), 7. 37 ( 
1H, dd, J = 8. 12, 4. 82Hz), 7. 51 (1H, dd, J = 8. 12, 2. 08Hz) , 7. 84 (1H 
, dd, J = 8. 012, 1. 44Hz), 8. 30(1H, s) , 8. 51 (1H, d, J = 2. 56Hz) , 8. 59 
(1H, dd, J =4. 83, 1. 34Hz). ESI-MSm/z: 309 (M + H) + . 
[0396] 2)WEfc&m 

_h|E5- ( 5-^^/V-2-fc°y i?;V) -1- ( 3-fc°y 9 J;V) -lH-t 0 ?^- /V-3-#/l^V 
ixf/px^7/k(2. 51g)(D^y— /v(80ml)^^^, ^-by^A^hdrv^Kd. 11 

g)«r^s-cin^i9. 5B#r^it#bfc 0 KJS^icfcfcs*^vi^— ^Srin^jR 
7mm^y*^vj>r?i&muz.o mm, mm^mmrm^uMmit^a. 33 g 

, 58%)<H#fc 0 

[0397] 'H-NMR (400MHz, CDC1 /CD OD) 8 :2. 38 (3H, s) , 7. 26 (1H, s), 7. 4 

3 3 

5(2H, m), 7. 68 (1H, br) , 7. 85 (1H, ddd, J = 8. 30, 2. 44, 1. 47Hz) , 8. 3 
0(1H, s), 8. 52(1H, d, J = 2. 56Hz) , 8. 56(1H, dd, J =4. 76, 1. 47Hz) . 
ESI-MSm/z : 28 1 (M + H) + . 
[0398] [Bfis] 

1 ) 4- ( 5-^^/V-2-fc°y V7V) -2 , 4-v ? ^"^y ^^^^y^/V^^/V 
^hy^i^Hrv-K^. 74g)(D^y— /V( 200ml) fBWLK^ ^ifi-Cv^^v^- 
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/Kio. 4 g )^px.5^rait#bfc 0 £imm^mn-z\ #%#ri35<Di)<m-(5-^f- 

/V-2-fc°yvW:^VW5. 93g)^P^.5H#^^#bfc 0 KJ&wiKTkb^^^ 

o #6WB^**fi^^v!?A-eiej!*Lfe, mm, mm^mf±rm^4-(5- 

^^•/V-2-t°Uv ? /V)-2 ) 4-v>^y:/^>^y^-/^;*7vK7. 31g, 75%)£r@#: 
[0399] X H-NMR (400MHz, CDC1 ) 5 :2. 46 (3H, s) , 3. 92 (3H, s) , 7. 58 (1H, br 

3 

), 7. 70(1H, dd, J = 8. 06, 1. 83Hz), 8. 08(1H, d, J = 8. 06Hz) , 8. 54(1 
H, d, J=l. 22Hz). 

[0400] 2) 5- (5-^/V-2-fc°y vVV) -l-(3-fcTy V7V) -lH-fc 0 ^y — /V-3-#/VtftV^y 

_hfB4-(5-y^/V-2-t°yv ? /k)-2, A-^^V^^W.^ ^^-7^-^(4. Og) 
(D*?7—;V (250ml) mWH^ ##^j32(D3-tK7^/t°y^(3. Og) i*iftfift (4 
ml)«r*P^3. 50#F^M31^b/c o KJ&^t&^&yfc^hy*^*^ 

-^pp^M) t?»Mb5- (5-y^-/V-2-t°U v 5 /^) -1- (3-t°y v 5 /^) -m-t^y 
— /V-3-^/V#V^^/V^^/v(3. 24g, 61%)^@#^LT#fc 0 
[0401] 'H-NMR (400MHz, CDC1 ) 8 :2. 34 (3H, s) , 3. 99 (3H, s) , 7. 27 (1H, s) 

3 

, 7. 33(1H, d, J = 8. 06Hz), 7. 37(1H, ddd, J = 8. 18, 4. 76, O. 73Hz) , 7 
. 53(1H, ddd, J = 8. 06, 2. 20, 0. 73Hz) , 7. 84(lH, ddd, J = 8. 18, 2. 56 
, 1. 47Hz), 8. 30 (1H, d, J=l. 47Hz) , 8. 50(1H, d, J = 2. 32Hz) , 8. 59 ( 
1H, dd, J =4. 76, 1. 47Hz). 
ESI-MSm/z: 295 (M + H) + . 

[0402] 3)mMik&m 

5-(5-^f/V-2-fc°!J^)-l-(3-t°y^)-lH-t 0 7y-/V-3-*;V*V^ 
^-;V^T;V{3. 24g)(D^h7tKn^^^ (100ml) mWilZ.. ^UXlNTkm^bV 
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3svmmit&M(2. o g) 65%)%mfotL,xmco 

[0403] 'H-NMR (400MHz, DMSO-d ) 8 :2. 28 (3H, s) , 7. 30 (1H, s) , 7. 49 (1H 

6 

, dd, J = 8. 18, 4. 76Hz), 7. 63(1H, d, J = 8. 18Hz), 7. 70(1H, dd, J = 8. 
18, 1. 58Hz), 7. 79(1H, d, J = 8. 18Hz), 8. 24(1H, s) , 8. 49(1H, d, J = 
1. 56Hz), 8. 59 (1H, dd, J = 4. 76, 1. 59Hz) . 
ESI-MSm/z : 28 1 (M + H) + . 
[0404] [###!|38] 5- (5-^nn-2-fc°y vW) -1- (2-fc°U i^/V) -lH-t^y— /V-3-^7 

[0405] Wb48] 




[0406] 1 ) 5- ( d-2-t°y vW) -1- ( 2-fc°U vVV) -lH-t 0 ^ — 7V-3-^7/V^V^3z 

###!|25(D3) (D4-(5-^nd-2-t°y> ? /V)-2, 4-v ? ^y^^>^^^/k^^ 
7vK2. 23g)£2-fcK^vVt°yvV(l. 05g)^fflV^T, #%^j37(DAfe) <D1) ^ 
^SrC, 5- ( n-2-t°y i^/V) -1- ( 2-t°y vvV) -1 H-fc^ /W3- 
*/V#Vixf;kx^f/Kl. llg, 53%)£r#fc 0 
[0407] X H-NMR (400MHz, CDC1 ) 6 :1. 43 (3H, t, J=7. 08Hz) , 4. 46 (2H, q, J 

3 

= 7. 08Hz), 7. 22(1H, s) , 7. 29(1H, ddd, J = 7. 20, 4. 88, 1. 22Hz) , 7. 
41 (1H, dd, J = 8. 42, 0. 73Hz) , 7. 69 (1H, dd, J = 8. 42, 2. 44Hz) , 7. 81 ( 
1H, ddd, J = 8. 18, 1. 22, O. 98Hz) , 7. 88 (1H, ddt, J = 7. 20, 1. 83, O. 8 
6Hz), 8. 25(1H, ddd, J = 4. 88, 1. 83, O. 86Hz) , 8. 40(1H, dd, J = 2. 44 
, O. 73Hz) . 

ESI-MSm/z : 329 (M + H) + . 

[0408] 2)mMit-&m 
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[0409] 

[0410] 
[0411] 

[0412] 

[0413] 
[0414] 



5-(5-^nn-2-t°U> ? /V) -1- (2-fc°y vvV) -lU-^y^— /V-3-^7/V^V^^ 
^(939mg, 92%)^@#:^L-C#^ 0 

'H-NMR (400MHz, DMSO-d ) 5 :7. 31 (1H, s) , 7. 46 (1H, s) , 7. 71 (2H 

6 

, m), 7. 99 (2H, m) , 8. 29 (1H, s), 8. 44 (1H, s) . 
ESI-MSm/z : 30 1 (M + H) + . 

[###!|39] 5- (5-v-T/-2-fc°y -1- (2-fc°y vVV) -lH-fc°5^— /V-3-# 
Wk49] 



1 ) 5- ( 5-^<^v ? /V^-=3f-^-2-t°y -1- ( 2-t°y vVV) -lH-t°^y^/V-3-^7 

###[J14<£>3) (D4-(5-^>'> ? /V^^-2-fc 0 y> ? /V)-2 ) 4-v ? ^y^^^3i 
^/V3z^/V(3. llg)^2-tK9v ? yt°yv ? ^(l. 14g)^^fflV^T, #%^8(D2)^ 
|W|#<D ;£t£rC\ 5- ( 5^<;Xv7M-3r v--2-t°y v>/V) -1- ( 2-fc°y v7V) -lH-tT^ 
— /V-3-#/V^>^^/l^X7VK2. 57g, 68%)^^^)<hb-C#7t 0 
'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 2Hz) , 4. 45 (2H, q, J = 

3 

7. 1Hz), 5. 12 (1H, s), 7. 16 (1H, s) , 7. 24-7. 28 (2H, m) , 7. 35-7. 41 ( 
6H, m), 7. 75(1H, d, J = 8. 1Hz), 7. 82-7. 86(1H, m) , 8. 21(1H, d, J = 
2. 9Hz), 8. 28 (1H, d, J = 3. 7Hz) . 
ESI-MSm/z : 40 1 (M + H) + . 

2) 5- (5-tKP^-2-fc°y -1- (2-t°y >>/V) -lH-fc 0 ^y — 7V-3-^7/V#V 

5-(5-^^v ? /V^-drv'-2-t 0 y vVv) -1- (2-t°y> ? /k) -lH-tf^^— /^-3-#/k 
^V^m^/krc^/V (2. 57g) (D^^y— (30ml) hWWt^JV (30ml) Sl^ig 
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yv ? /k)-lH-t°7y^/V-3-^;/k#V^^/P-3i^/V(2. 06g, feM^^T^/V 
[0415] 'H-NMR (400MHz, CDC1 ) 8 :1. 41 (3H, t, J=7. 2Hz), 4. 44 (2H, q, J = 

3 

7. 1Hz), 7. 05 (1H, dd, J = 8. 5, 2. 7Hz), 7. 11 (1H, s) , 7. 21 (1H, d, J = 

8. 8Hz), 7. 26-7. 28 (2H, m) , 7. 71 (1H, d, J = 8. 1Hz), 7. 80-7. 83 (1H 
, m), 7. 89 (1H, s), 8. 26 (1H, d, J = 3. 9Hz) . 

ESI-MSm/z : 3 1 1 (M + H) + . 
[0416] 3)l-(2-t 0 y^7V)-5-(5-hy^/V^n^^^/^^/V^-dr^-2-t°yv ; /V)-lH- 
t°^y— /V-3-^7/^V^^^/V^^/k 

iifBMT^ 5-(5-tKd :3 rv / -2-t:°yv ? 7k)-l-(2-t:°y> ? /k)-lH-t°^y'— 
/V-3-^7/V*>^^^/V^^/V (2. OOg) O^pd^ (50ml) M) vV (13ml 
) mmK, mUrQY^y^n^>^;V^mM7Km (l . 30ml) £#n;ilMlf 

jvijyJ^pxi^Wyyj— (g^^/Wnn/JWiO -e^f$gbl-(2-t°y> ? /v)-5- 

(5-hy^/V^-n^^^/V7^^/V^-df-^-2-t°y> ? /V)-lH-t 0 9^— /W3-^#y 
^^/V3z^/v(2. OOg, 70%) ^M^^b"C#fc 0 
[0417] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 4. 47 (2H, q, J = 

3 

7. 1Hz), 7. 26-7. 31 (2H, m) , 7. 59 (1H, d, J = 8. 5Hz), 7. 67 (1H, dd, J 
= 8. 7, 2. 8Hz), 7. 86-7. 91 (2H, m) , 8. 20(1H, d, J = 5. 1Hz), 8. 42(1 
H, d, J = 2. 7Hz). 
ESI-MSm/z : 443 (M + H) + . 

[0418] 4)mMik&m 

v-T^fchyn-:/^vK*X(8. 15g) ^h7^(hy^^—/V*^^^)^^v ; ^A( 
0)(11. 2g)(Dl, 2-> ? ynci^^(7Oml)^«^20#^»3l^U S^#l-( 
2-t°y -5- (5-hy^7V^-n^^^7^^/^^v/-2-t°y v^/V) -lH-fc°yV 
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*imx.frWiu *mm^7kmki'hvvj>rvmkL.it 0 mm. ^m^m^rm^ 

(5-v-T/-2-t°y v^/V) -l-(2-t°U^/V) -lH-t°^y— /V-3-#/Vtf:V^ 
xf-;Vx^T/K950mg, 46%) ^r?ft^^^LT#7t 0 ZJD^ }V^?sr ;Vfo{§A<Q 
mg) (D^h^tKn^^^ (20ml) (5ml) ^ia-CTkBft^U^^A— Tkf ( 

i24mg)^p^«it#brt 0 SJ&^iN^^k^^^n^^ttirU ^pp*^ 
A-^y— /Kio:i)-e^u was^^a^hy^^-e^Lfco «su«, 

?®KSr«£ET#*LSJB^^ (375mg, 44%) £T^/K7x^LT#fc 0 
[0419] 'H-NMR (400MHz, DMSO-d ) 8 :7. 43-7. 48 (2H, m) , 7. 78 (1H, d, J = 

6 

8. 1Hz), 7. 89 (1H, d, J = 8. 3Hz), 8. 04-8. 08 (1H, m) , 8. 26-8. 30 (1H 
, m), 8. 36-8. 39 (1H, m) , 8. 82 (1H, s) . 
[0420] [##^"!l40]5-(5-v'T/-2-t o yv ? /^)-l-^nl^/^-lH-t o 7y , — /V-3-^7/V#V 

m 

[0421] Mb50] 



[0422] 1 ) 5- ( 5-^>^;V^iy-2-\fV vvV) -l-7x=/V-l H-fcW /V-3-^7/V#V 

#%f?!ll4C03) C04-(5-^^v ? /V^-=3rv^-2-t°y vVV)-2, 4— S^-^y^^Sfc^ 
^/Vrc^/V(3. 14g)^^/VtK7v > >'(l. 16ml)££rfflV>T^##0lj8<£>2)£ 

m#o^-^-e5- (5-^^v ? /v^-^^-2-t o y> ? /v) -l-^ai— ;v-m-\?^/— /v- 

3-*MV^xf;Wx^T;K2. 95g, 77%) £@f*£LT#fc 0 
[0423] 'H-NMR (400MHz, CDC1 ) 6 :1. 41 (3H, t, J=7. 1Hz) , 4. 44 (2H, q, J = 

3 

7. 2Hz), 5. 10 (2H, s) , 7. 09-7. 41(13H, m) , 8. 32 (1H, d, J = 2. 7Hz) . 



NG. 




WO 2005/063737 90 PCT/JP2004/019582 

[0424] 2)5-(5-tKn^->'-2-t 0 y> ? /V)-l-^ai^/V-lH-fc 0 7i/— 7V-3-^7/V#V^3z 

5- ( 5-^< Vv ? /V^~drv'-2-t 0 y *J;V) -l-^aL^/WlH-fcT 9V — /V-3-#/l^V 
gfe^^/^^/V(2. 83g)(D^y— /V (30ml) £g|sgfe:r^yv (30ml) 10 

smmm^ui^rm^u 5-(5-tKn^^-2-t°yv ? /v)-i-^^^/v-iH-t°7^ 

— /V-3-^/V*V^^-/V^7-/V(i. 98g, 90%)^@#:^LT#fc o 
[0425] 'H-NMR (400MHz, CDC1 ) 8 :1. 39 (3H, t, J=7. 2Hz), 4. 43 (2H, q, J = 

3 

7. 1Hz), 7. 05 (2H, d, J = 3. 7Hz), 7. 17 (1H, s) , 7. 27-7. 30 (6H, m) , 8 
. 05 (1H, s). 

ESI-MSm/z : 3 10 (M + H) + . 
[0426] 3) l-^^^/k-5- (5-hy^/k^-n^^>^/V7}N^/V^-df-^-2-t°y v'/k) -lH-fc°7 
y*— /v-3-#/i^V@^^vv^77VV 

5- ( 5-tKn :3 r^-2-t: 0 y v7V) -1-7 ^/V-l H-t°^y /V-3-#/V#>^^ 
/Vrc^TvKl. 98 g )i:hy7/V^-n^^7/V/jN>'^4a7K^(l. 29ml) ir^fflV^T. # 
#FfJ39(Z)3)^|ll#(Z)^'^-ei-7^^/V-5-(5-hy7/V^-n^^^/V/}K^/V^-dr^ 
-2-t°yv ? /V)-lH-t°7y^/V-3-^7/V#V^^^-/Vrc^/V(2. 60g, 92%) £ 

[0427] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 4. 46 (2H, q, J = 

3 

7. 2Hz), 7. 29-7. 43 (7H, m) , 7. 57 (1H, dd, J = 8. 8, 2. 7Hz) , 8. 51 (1H 
, d, J = 2. 7Hz). 
[0428] DUMik^m 

^TWbhyn-7^-/K*X(7. 42g). yVy^iYVy^/v^y^) ^y^VM 

0) (10. 17g), / S.TJ?l-7,n^/V-5-(5-hy7/V^-n^^^7/V/}N^/V^-dr^-2-t 0 y 
v ? /V)-lH-t°7y^/V-3-^7/V#V^^^-/V^7^/V(2. 59g)^ffiV>T, ##^!)3 
9(D4)^|^#(D^^^5-(5-v^T/-2-t°y> ? /V)-l-7^^/V-lH-t 0 7y^/V-3 
-^77V#V^^rc^/v(2. 708g)£@ffc£LT#fc o Z.(Di/T/fc(2. 68g)^ 
xK^ky^^— 7K^P^)(369mg) ^fflV^T, #%#!|39<D4) ^^IcD^&rC^il^ 
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^(951mg, 56%)£@f*£LT#fc 0 

ESI-MSm/z : 2 9 1 (M + H) + . 
[0429] [##^l]5-[5-(tert-7>^^/^^/VT5y)-2-t°yv ? /V-]-l-(3-t°yv ? /k 

) -lH-fc°5 ? vWV'-3-#/]^Vg£ 
[0430] Mk51] 



[043 1] 1 ) 2-Tir ^-/V-5-T57 t°y vV 

5-T57-2-iXT7t: o IJ^(10. 13g) (DTh^t^vy^l/ (200ml) WWfc, 

#h^;t, 7K^T-e^b^/w^^>^(o. 93M(D^h^^ti^>mm, 200 

^tK^T, 7K^b-7-hy^A(20g) (DTK (100ml) ^fe?iT^, ^^/v^nx. 

^ C in^/^)-e|tML2-TW/V-5-T5/t:°yv ; ^(7. 68g, 66%) 
[0432] 'H-NMR (400MHz, CDC1 ) 8 :2. 64 (3H, s) , 4. 00-4. 30 (2H, br), 6. 98 

3 

(1H, dd, J = 2. 7, 8. 5Hz), 7. 91 (1H, dd, J = 0. 5, 8. 5Hz), 8. 06(1H, dd 
, J = 0. 5, 2. 7Hz). 
ESI-MSm/z : 1 37 (M + H) + . 
[0433] 2) 2-Tir^/V-5-(tert-^h^^/k^— /VT^7) t°y 

2-T-fe^VV-5-T5/t°y (6. 30g) £4-(v^^VKT5:/) (5. 65g) CO 

^nn^^(150ml)^^, ^T^-tert-^h^^/V^— h(ll. lOg) 
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^(8. 04g, 73%)£@f*£LT#fc 0 
[0434] 'H-NMR (400MHz, CDC1 ) 8 :1. 54 (9H, s) , 2. 68 (3H, s) , 6. 74 (1H, br 

3 

s), 8. 03 (1H, d, J = 8. 5Hz), 8. 11 (1H, dd, J = 8. 5, 2. 4Hz) , 8. 46 (1H 
, dd, J = 2. 4, 0. 5Hz). 
ESI-MSm/z : 237 (M + H) + . 
[0435] 3) 4-[5-(tert-^>^v-^/V^/VT5:/)-2-t 0 y^]-2, 

^-MJ^A3ih^K(4. 63g)(D^y— /K 340ml) WfcXC ^a|>i^xf;K9. 
2ml)^Px./Co ^la-C, MJ^IS^2-T-fe^/V-5-(tert-^>=3rv'^7V#^/VT5y) 
try^(8. 04g)(D^y-/K60ml)^^P^.45^^^#m. 305tP^»3S 

T7y— WJ— Z^nn^M) -effiMU4-[5-(tert-^>=3r^/V^/VT5/)- 
2-t°yv ? /V]-2, 4-v ? ^y^^^/V^7"/V(l. 70g, 14. 8%)Sr@^b 

[0436] 'H-NMR (400MHz, CDC1 ) 5 :1. 41 (3H, t, J=7. 1Hz) , 1. 55 (9H, s) , 4. 

3 

40(2H, q, J = 7. 1Hz), 6. 78 (1H, br s) , 7. 59 (1H, s) , 8. 14(1H, d, J = 8 
. 8Hz), 8. 19 (1H, dd, J = 8. 8, 2. 4Hz), 8. 51 (1H, d, J = 2. 4Hz) . 
ESI-MSm/z:337(M + H) + . 
[0437] 4) 5-[5-(tert-y>^.->'^/V#^/VT5y)-2-t:°y> ? /k]-4, 5-^fcKn-5-fcKn3r 
^-l-(3-t°yvvV)-lH-t°7:/— /l-3-*MySxf^7/l/ 

4-[5- (tert-y>dr^^7/V^^/VT5/) -2-l*Vi?A'']-2, 4-^dryy^^^^ 
f;Px^7/V(l. 59g)i!#%#'!j32(D3-tK7v ? yt o yv ? ^(0. 52g) (D^y— /k(l 

00ml)^^l7^ra»^Lfco KlSi§iftSr«ffiT«*b#fc*bfe« 
S^^y^^V^^^yn-^hy (yyy— /v-ynn/jvwo -e^b5-[5-(t 

ert-^h^r^/V^^/VT^y) -2-fc°y vvK|-4, 5-^fcKn-5-fcKndf->-l-(3- 
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fc'UvVl^-lH-fc 0 ^-- /V-3-^7/V^V^^^/Vrc^/V(l. 382g, 68%)£T^e 
[0438] 'H-NMR (400MHz, CDC1 ) 8 :1. 40 (3H, t, J=7. 1Hz), 1. 53 (9H, s) , 3. 

3 

47(1H, d, J=19. 0Hz), 3. 63(lH, d, J=19. 0Hz) , 4. 39(2H, q, J = 7. 1H 
z), 6. 71 (1H, br s) , 6. 78 (1H, s) , 7. 06 (1H, ddd, J = 8. 3, 4. 6, 0. 7Hz) 
, 7. 35 (1H, d, J = 8. 8Hz), 7. 46 (1H, ddd, J = 8. 3, 2. 7, 1. 5Hz) , 7. 98- 
8. 03(1H, m), 8. 14(1H, dd, J = 4. 6, 1. 5Hz), 8. 19(1H, dd, J = 2. 7, 0. 
7Hz), 8. 49 (1H, dd, J = 2. 7, 0. 5Hz) . 
ESI-MSm/z : 428 (M + H) + . 
[0439] 5) 5-[5- (tert-^h^v^/MK— /VT5/) -2-tf U v7V]-l- (3-tf U vVH -lH-fcT 

5-[5- (tert-^>drv-^7/V#^/VT5;/) -2-fc°y v?/V]-4, 5— 
i/-l-(3-fc°y ^)-lH-t°r/- /V-3-^7/V^V^^/krc^/k(l. 205g) £4 
- (i^^WT^/) t°y (344mg) ON, N-v^/V^/VAT^K (30ml) jS^^. 
^ia-Chy^^-/VT5^(l. 96ml) ir^^/V^/V^nyR(327 M l)^Px.4R#^ 

tilt, 3£t-^y^y/v#S^n^h^7^- (— ^r^-g^^/v) -em 
SL5-[5-(tert-7>^^/^— /^T^y)-2-t°yv ? /k]-l-(3-t°y> ? /H-lH- 
fr/ u /W3-*M>ixf/kxXT/K506mg, 43%) £@#:£L-C#fc 0 
[0440] 'H-NMR (400MHz, CDC1 ) 6 :1. 43 (3H, t, J=7. 1Hz) , 1. 52 (9H, s) , 4. 

3 

46 (2H, q, J = 7. 1Hz), 6. 59 (1H, br s) , 7. 23 (1H, s) , 7. 36 (2H, ddd, J 
= 8. 1, 4. 6, 0. 7Hz), 7. 38 (2H, d, J = 8. 1Hz), 7. 81 (1H, ddd, J = 8. 1, 2 
. 4, 1. 5Hz), 8. 02-8. 08 (1H, br m), 8. 26 (1H, d, J = 2. 7Hz) , 8. 53(1 
H, d, J = 2. 4Hz), 8. 59 (1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z : 4 10 (M + H) + . 

[0441] 6)WM4b&m 
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5-[5- (tert-y~y^J) ;VT$~/VT^J) -2-tf U (3-fc°U V7V) -lH-fcf 

7 x /-;V-3-*;V#Vtx^x^T/V (505mg) <D^#;—;V (20ml) 

%y^B£^^gttt£Lfc 0 Wfflb/tHfr^^L^ffi^^CSSTmg, 75. 8 
%)<§:@#£LT#fc„ 

[0442] 'H-NMR (400MHz, DMSO-d ) 8 :1. 48 (9H, s) , 7. 27 (1H, s) , 7. 50 (1H 

6 

, dd, J = 8. 1, 4. 9Hz), 7. 65(1H, d, J = 8. 5Hz), 7. 79(1H, ddd, J = 8. 1, 
2. 4, 1. 5Hz), 7. 96 (1H, dd, J = 8. 8, 2. 4Hz) , 8. 41 (1H, d, J = 2. 4Hz) , 
8. 50(1H, d, J = 2. 4Hz), 8. 60(1H, dd, J=4. 9, 1. 2Hz) , 9. 71 (1H, s) . 
ESI-MSm/z: 382 (M + H) + . 
[0443] [###!|42] 5- (5-^/V-2-£ e 7i?^/V) -1- (6-^/V-3-t°Vi?/V) -lH-t°7 

[0444] Mk52] 



[0445] l)5-(5-y^/V-2-t°^v?^/k)-l-(6-^^/V-3-t 0 yv ? /V)-lH-t°7y--/V-3 
-#/Vtf;V^3^/Vm;*7vV #%{#j36<D3) <D4-(5-^/Vt 0 7vV-2-^7V)-2 
, 4-i/tty?¥>m^/^^/^(4. 51g)£##^31<D5-fcK9SV-2-^ 
/Vt°y^(2. 35 g )(D^/-/K90ml)^«^80^r H 1*Pm3S«> £fj£?fc@1^ 
(5. 46ml) ^PX., M^15B#rBWPI^3S^Lrt 0 SJ£^*^(3ml) ^Px. 

- (5-^^/V-2-t°9 v 5 — 7V) -1- (6-^Vk-3-fc°U vVV) -lH-tT^ — /V-3-# 
/VtfjV^^/k^TvKi. 72g, 28%)^@#:^L-C#fc: 0 
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[0446] 'H-NMR (400MHz, CDC1 ) 8 :1. 44 (3H, t, J=7. 1Hz) , 2. 58 (3H, s) , 2. 

3 

62(3H, s), 4. 48(2H, q, J = 7. 1Hz) , 7. 25(1H, d, J = 8. 3Hz), 7. 34(1H 
, s), 7. 73 (1H, dd, J = 8. 3, 2. 7Hz), 8. 34 (1H, m) , 8. 40-8. 41 (1H, m) 
, 8. 59 (1H, d, J=l. 5Hz). 
FAB-MSm/z : 324 (M + H) + . 

[0447] 2)Mmt&m 

5- ( 5-^/1^-2-1*9 i?=- /V) -1- (6-^^/V-3-t°U^/V) -lH-tT — /V-3- 
#/V#V^^/V^^/V(l. 71g)(D^h7tKn^7^(34ml)^^^^, ^i&"C 
/R^ffcy^-k— *fO<»(0. 244g)<D/K(17ml)^^Px.l00^rait#b7b o S 
J^Ml-lNi&^^(5. 82ml)^Px.fpM, * (250ml) &ti\\xJZ 0 tifMUtm 

{b&*®Tzz.kK£ymm4k&to(i. is g , 74%)^@f*£LT#fc 0 

[0448] 'H-NMR (400MHz, DMSO-d ) 6 :2. 50-2. 53(6H, m) , 7. 35(1H, d, J = 

6 

8. 3Hz), 7. 48 (1H, m) , 7. 72 (1H, dd, J = 8. 3, 2. 4Hz) , 8. 39 (1H, m) , 8 

. 42(1H, d, J = 2. 4Hz), 8. 87(1H, s) , 13. 14(1H, br s) . 

FAB-MSm/z : 296 (M + H) + . 
[0449] [##$143] l-(6-^^-/V-3-t°Uv ? /V) -5- ( /V-3--T /V) 

1 H-t°5>yWv-3-;*7/l^V^ 
[0450] Wk53] 



[0451] l)4-(l-^/V-lH-fc 0 n— A-^^T^rV^ '^^^ /V^Tst 7V 
3-Tir^-/V-l-^^-7V-lH-t°n— /V(5. 03g) % V^^^ihV^^^V/^T 
5K(1. OMO^h^tKn^^^lg, 45ml)&T3V^.^^> ? ^/V(9. 53g)^ffiV^T 
, ###!|36cD3)^^|#cD^^-e4-(l-^^-lH-t 0 ti— /V-3--T/H-2, 4-v? 
^-^y7^>^^/^^/K6. 52g, 76%)£@f*£UT#fc 0 
[0452] 'H-NMR (400MHz, CDC1 ) 5 :3. 72 (3H, s) , 3. 91 (3H, s) , 6. 60-6. 66 ( 




3' 
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2H, m), 6. 70 (1H, s) , 7. 37 (1H, s like). 
FAB-MSm/z : 2 1 0 (M + H) + . 
[0453] 2) 1- (6-^^VV-3-fc°y vvk) -5- ( l-^/k-lH-lfn — /W3-/f/V) -lH-lf 

4-(l-^f/WlH-t°a- ;W3-^)-2, 4-^y^^lMf^f/V(3 
. 00g)i:##F!j31(D5-tK7v ; /-2-^^-/Vt o yv ? ^(2. OOg) <D*9S~- JV (80ml) 
Jg*S:20^MiP|»3ffi«Lfco KJ£$*fclB1£fe(3. 3ml)£»L14R#fM 

?n^rW77J— (Ttby-^nn*;^) -C^Ll- (6-^/V-3-fc°y -5- ( 

y^-3-^r/V)-lH-t 0 ^y— /V- 3-^7/V^V^^/k^^/k 
(2. 96g, 70%)Sr@^UT#^, 
[0454] 'H-NMR (400MHz, CDC1 ) 8 :2. 62 (3H, s), 3. 58 (3H, s) , 3. 94 (3H, s) 

3 

, 5. 85-5. 92 (1H, m) , 6. 41-6. 46 (1H, m) , 6. 48-6. 53 (1H, m) , 6. 91 ( 
1H, s like), 7. 23 (1H, d, J = 8. 1Hz), 7. 66-7. 74 (1H, m), 8. 53-8. 60 ( 
1H, m) . 

FAB-MSm/z : 29 7 (M + H) + . 
[0455] 3)MMfc&m 

1- (6-^/V-3-fc°!J v?/V) -5- ( l-p^vWlH-fcTn— ;V-3-^/V) -lH-fc 0 ^ 
— 7V-3-^7/V^>^^/V^^^/V(2. 96g) <D*9S~- /V(25ml) i^C (15ml) 

mmmK, ^M^g&^y^^-^n^to. 475 g )^»ui. 5mmmw^± 0 
mmjmmik&mu. 32 g , 47%) 

[0456] 'H-NMR (400MHz, DMSO-d ) 8 :2. 56 (3H, s) , 3. 55 (3H, s) , 5. 72-5. 

6 

76 (1H, m), 6. 65-6. 76 (2H, m) , 6. 87-6. 90 (1H, m) , 7. 37-7. 44 (1H 
, m), 7. 76-7. 81 (1H, m) , 8. 44-8. 50 (1H, m) . 
ESI-MSm/z: 283 (M + H) + . 
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[0457] [###r|44] 1- (6-^h3riy-3-fc°IJ i?/V) -5- (4-fc°U 5v^/V) -lH-fc 0 ^i/— 
[0458] Wk54] 



[0459] l)4-Tir^7V-2-^^/V^^-t°IJ5> ? ^ 

3, 3-v ? ^^/V^^-2-^"^(25. 15g)^N, ^--J^/V^/VJ^T^J^/VT 

->WT(28. 92g)^^hy«>^h^>K(l5. 39g)^Px.ll80#F^P^31»fDb/c o 
^m.S^^hy^^h^KClO. 26g)^Px., 7K^T3^b^/V(17. 8 

^-7V^fc°y^^(26. 34g, 82%)^@#:^L-C#fCo 
[0460] X H-NMR (400MHz, CDC1 ) 8 :2. 63 (3H, s) , 2. 70 (3H, s) , 7. 51 (1H, d, 

3 

J=4. 9Hz), 8. 74 (1H, d, J = 4. 9Hz) . 
ESI-MSm/z : 1 69 (M + H) + . 
[0461] 2)4-(2-^/V^^-4-fc°y^> ? ^/V)-2 ) 4-v ? ^y^^^^-/V^^/V 

T/V^>#ffl^T, 4-TW/V-2-^7V^t°y$v ? ^(197mg), y^^7A«( 
hy^/Vixy/V)T5K(l. 0M(DTh9t\?ti77>>mw, 1. 40ml) ^m^^v^ 
^/^(276mg) ^fflV^, #%#(J36<D3) bm$k<7)jjfe-^4-(2-^sV^-4-t° 
y^v?-/k)-2, 4-v ? ^y^^^^^/V3i^/K294mg, 98%)£@#:£LT# 
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ESI-MSm/z: 255 (M + H) + . 
[0462] 3)l-(6-^h^iy-3-t 0 yv?/k)-5-(2-^^/V^-4-t°y^> ? ^/^)-lH-t:°^y— 

A-{2-^;v^-A-^)^y^;V) -2, (294 
mg) ^##^!l2(D5-tK7^y-2-p<h^iyt 0 y^(161mg) <SrJBWT\ ##F!J43(£>2 
) t mm<DjjfeX* 1- (6-^ h^rv^-3-t°y i^/V) -5- ( 2-^^/V^^--4-t°y 5 *J~/V) 
-lH-fc^/- /V-S-^/V^V^^/Vrc^-^/V (204mg, 49%) ^@ffc£LT#fc 

o 

[0463] 'H-NMR (400MHz, CDC1 ) 6 :2. 14 (3H, s) , 3. 98 (3H, s), 3. 99 (3H, s) 

3 

, 6. 83(1H, d, J = 8. 8Hz), 7. 03(1H, d, J = 5. 1Hz) , 7. 45(1H, s), 7. 63( 
1H, dd, J = 8. 8, 2. 7Hz), 8. 16(lH, d, J = 2. 7Hz), 8. 52(lH, d, J = 5. 1 
Hz). 

ESI-MSm/z : 358 (M + H) + . 
[0464] 4) 1- (6-^h=3ri/-3-t°y v^/V) -5- (4-fc°y -lH-bf^ — /W3-« 

l-(6-^hdri/-3-t°y vVV) -5- (2-^^/V^^--4-t°y^v ? ^/V) -lH-fc°^y— 
;W3-*;V#y|Mf;^T^(198mg) <0*ZJ— /V (25ml) jgSRl^ ~y 
*vKafiJW;&, ^tt^bTfe^(D^7K^^y-/V-e^bT^ffl)^P^, im* 

^ai20 c c-ei6B#r^^#b7^ o s^fL m&m^fvttJVM&MttW&^is 

/— /V-^nn*/VA)^|fMbl-(6-^h^v/-3-l: 0 yv ; /V)-5-(4-l: 0 y5v ; ^/V)-l 
H-t7/-;^3-*;i/#V^f;^f;w ( 1 23m g , 7 1 %) £r@ft:£L/t#;fco 

[0465] 'H-NMR (400MHz, CDC1 ) 8 :3. 98 (3H, s) , 3. 99 (3H, s) , 6. 82 (1H, d, 

3 

J = 8. 8Hz), 7. 34(1H, d, J = 5. 1Hz) , 7. 48(1H, s) , 7. 67(1H, dd, J = 8. 
8, 2. 7Hz), 8. 14 (1H, d, J = 2. 7Hz) , 8. 75 (1H, d, J = 5. 1Hz), 9. 11 (1H 
, s). 

ESI-MSm/z : 3 1 2 (M + H) + . 
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[0466] 5)mm^m 

1- (6-^b=3rv--3-t°y i?/V) -5- (4-t°y ^=-/^) -lH-t°^y /V-3-#/^V 
^^/^^/Kl22mg) SrfflV vC, #%{?!J9(DB^) <D4) ^#cD^irefJIM^ 
^(lOOmg, 86%)£@#:£L-C#fc 0 
[0467] 'H-NMR (400MHz, CDC1 ) 8 :4. 00 (3H, s) , 6. 84 (1H, d, J = 8. 8Hz) , 7 

3 

. 37(1H, dd, J = 5. 4, 1. 2Hz) , 7. 51 (1H, s) , 7. 67(1H, dd,J = 8. 8, 2. 7 
Hz), 8. 16(1H, d, J = 2. 7Hz), 8. 78 (1H, d, J = 5. 4Hz), 9. 12(1H, d, J= 
1. 2Hz). 

ESI-MSm/z : 298 (M + H) + . 
[0468] [#%^!)45] 5-(5-^/V-2-fc°y vVV) -1- (2-t°7v ? — /V) -lH-t°^y — /V-3- 

[0469] [>fb55] 



[0470] l)5-(5-^^/V-2-t°yv ? /V)-l-(2-t°7v ? ^/V)-lH-t°7^— /V-3-^7/V#V 

##{^3cD2-tK7vVfc 0 7vV(2. 363g) £##$J35<D2) ©4-(5-^f^-2- 
t°y> ? /k)-2, 4-v ? ^-df-y^^^^^/^^/V(5. 04g)O^y—/V( 100ml) 
SSftS:2l^rain|»aSi«bfeo ^M,H^i-m^(2. 65ml)^^PblB#^*P 

u ^^^hy^^-e^Mufco warn. mm^mj±rm^u^hthtcmm^> ] j 

*^>*7^^n-7b^77^- (T-feh^-^nn^/Vi^) -e*fML5-(5-^/V-2-fc° 
y vVV) -1- (2-t°7v ? — /V) -lH-tT^ — /V-3-7J/V^V^3i^/V3i^7V (1.3 
36g, 22%) ^T^7^T^^bT#rt 0 
[0471] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J = 6. 9Hz), 2. 34 (3H, s) , 4. 




N 



3' 
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47 (2H, q, J = 6. 9Hz), 7. 23 (1H, s) , 7. 24-7. 30 (1H, m) , 7. 46 (1H, d, J 
= 7. 9Hz), 7. 56 (1H, dd, J = 7. 9, 1. 5Hz), 8. 21 (1H, br s) , 8. 28-8. 32 
(1H, m), 8. 56(1H, d, J = 2. 4Hz), 9. 02(1H, d like, J=l. 5Hz) . 
FAB-MSm/z : 3 1 0 (M + H) + . 

[0472] 2)mmt&m 

5- ( 5-^/V-2-t°y vVV) -1- ( 2-t°7 /V) -1 H-fc°7y*— /V-3-#/V#V^ 
rc^-/vrc^/v(i. 470g) CO^h^tKn^^ (20ml), xu#;>—;V (10ml) (5ml 
)M^«^, ^a-C*Sft^y^^A— *fP^(0. 222g)^»L2. 5B#|igjf#L 
7h 0 KJS*^lN4£B^i§SRSriP^.aM4(pH5-6)tU ^nn*;VA-^y-;v(l5 
*fl)^^^P^«U, KlC*S^nna^/VA-^y— /V(15«-l)j&#j§jK 

S*LtS8B^^(l. 315g, 98%)£@f*£LT#fc 0 
[0473] 'H-NMR (400MHz, CDC1 ) 8 :2. 35 (3H, s) , 7. 26 (1H, s) , 7. 48 (1H, d, 

3 

J = 8. 1Hz), 7. 58(1H, d, J = 8. 1, 1. 0Hz) , 8. 24(1H, br s) , 8. 29(1H, t 

like, J = 2. 4Hz), 8. 58 (1H, d, J = 2. 4Hz) , 9. 04 (1H, s like). 
FAB-MSm/z : 28 2 (M + H) + . 
[0474] [###!|46] l-(6-^h^>-3-t: 0 y i?;V) -5- ( lH-tf /V-2-^/V) -lH-t°7^ 

[0475] Wb56] 



[0476] ^-bVVJx^h^yVil. 63g)(D^y—/V(20ml)mm^.,7K^T^^m^^ 
/V(3. 10ml) ^l-[l-(^ai^/V^/V*^/V)-lH-t 0 n— /V-2--f/V]-l-^y^( 
2. 49g)^Px.^?U-e5B#r B m#bfc 0 r©HJStlu, ##^[|1(D 5-fcK9iV-2-^ 
Hr>W^:ffig£i&(2. 52g)i:^y— /K20ml)^P^.14. 5B#rWif^^Lfc 0 



MeO 
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■Ky^n^w??*— mm^7v-^^) -eitMbi-(6-^hdr^-3-t°y 

;V) -5-[ 1- (7*.^/V7,/Vfc=^/V) -iH-t°n— /v-2--T/^]-lH-t°^y"— /v-3- 
-fy/V^>m^/V^^;V{3. 28g, 72%)&ftoy$fok.VXWto :©xf/Vx^7 
/M£(3. 28g)<D^/—/K22ml) lN*^b^hy?i^|§$c (22ml) 2r 

Mits-ma. 4o g , es%)^mw-t\,xntz. a 

[0477] 1 H-NMR(400MHz, DMSO-d ) 8 :3. 94 (3H, s) , 5. 49-5. 51 (1H, m) , 5 

6 

. 98-6. 00 (1H, m), 6. 87-6. 89 (1H, m) , 6. 98 (1H, dd, J = 8. 8, 0. 5Hz) 
, 7. 08(1H, s), 7. 80(1H, dd, J = 8. 8, 2. 7Hz), 8. 25 (1H, dd, J = 2. 7, 0 
. 5Hz), 11. 39 (1H, br s) . 
ESI-MSm/z: 285 (M + H) + . 
[0478] [###|47] 5- (5-^^-/V-2-t°y -l-(3-fc°y^-/V) -lH-fcT^— 

[0479] Mb57] 




[0480] 1 ) 1- (6-^uti-3-t 0 y ^2*=. /V) -5- (5-^^/W2-t°y v7V) -lH-\*9S—S^-3 

3-^nn-6-tK7^yt°y^>- (3. 44g) £##0tj35<£>2) <D4- (5-/^/V-2-fc° 
y^/V)-2, 4-v ? ^y^^^^/V3i^/V(5. 56g)(D^y— /K60ml)|§9£ 
£irC$||4SBfe(l. 2ml)^»Ll6B#r H 1M3S^Lfc 0 SJSflfclClNTk 

~/V) -5- (5-y^-/V-2-t°y -ltt-t+^S— ;V-3-Jj/V^Z/Wi^^^^*T;V 
(4. 48g, 55%)£r#fc„ 
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[0481] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 0Hz) , 2. 34 (3H, s) , 4. 

3 

46(2H, q, J = 7. 0Hz), 7. 19(1H, s) , 7. 51 (1H, d,J = 7. 8Hz), 7. 57(1H 
, dd, J=l. 0, 7. 8Hz), 7. 68 (1H, d, J = 9. OHz) , 8. 08 (1H, d, J = 9. OHz) 
, 8. 21 (1H, d, J=l. OHz). 
FAB-MSm/z : 344 (M + H) + . 
[0482] 2) 5-(5-^/V-2-fc°y i?M -1- (3-fc°y^~/V) -lH-t 0 ^— /V-3-#/V#V 

1- ( 6-^ n n-3-t°U # , *?z=.;V) -5- ( 5-^/V-2-t°y v7V) -1 H-f^/-;^ 
-*;P#>ixf;Vx^T/V(2. 58g)(D^y— /V(70ml)^<fc, ^&-C10%^ 
9^A-^gtf(l. 27z)te%mLT>*£~VM2. 615g)^»L75 0 C-^m#r H m#b 
fee ^rfL ^^@#:Sr«IS'JU«^«ISr^JEET@*b^:„ %bftftmmcfob9v 

vvv) -l- o-t°y tnt—M -iH-^/-;w3-*/^>#xf 

/Vx^(l. 126g, 49%)Sr@^br#fco 
[0483] 'H-NMR (400MHz, CDC1 ) 5 :1. 43 (3H, t, J=7. 1Hz) , 2. 32 (3H, s) , 4. 

3 

47(2H, q, J = 7. 1Hz), 7. 21 (1H, s) , 7. 51 (1H, d like, J = 8. OHz), 7. 55 
-7. 61 (1H, m), 7. 66 (1H, dd, J = 4. 9, 8. 5Hz), 8. 07-8. 13 (1H, m) , 8. 
19(1H, br), 9. 12(1H, dd, J = 2. 5, 4. 9Hz) . 
ESI-MSm/z : 3 10 (M + H) + . 

[0484] 2>)wmtt&m 

5- ( 2-t°y i?M -1- ( 3-t°y # *J— A) -1 H-t°7y — /W3-*;l^y 
gjxf/l/x^f;>(l. 1 26g) (D^h^tKn^^ (20ml) „ /V( 10ml) ^TJ^tK 

(20mi)^is^ ^m-e*ife^y^A— *?p<»(o. i73 g )^»b2. 5B#r B m# 

Ut, SJ^^lNiSgbkjgSRSriP^.SW4(pH5)i:U ynn^/VA-y^y— /v(l5 
^j-l)^P^?RLfCo 1LKikm&9m'fcA'Jx-*9;—;v (15*H) tifflU 
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4k&V3(0. 688g, 69%)^@#:^LT#fCo 
[0485] 'H-NMR (400MHz, DMSO-d ) 8 :2. 27 (3H, s) , 7. 37 (1H, s like), 7. 6 

6 

7-7. 79 (2H, m), 7. 97 (1H, dd, J = 4. 6, 8. 3Hz), 8. 08 (1H, d, J = 8. 3Hz 

), 8. 14(1H, br 
s), 9. 29 (1H, d, J = 4. 6Hz). 

ESI-MSm/z : 282 (M + H) + . 
[0486] [##$|48] 1- (6-^h^^-3-t°y vvV) -5- ( lH-fc°n— ;V-\-^;V) -IH-M*^/ 

— /V-3-^7/V^V^ 
[0487] Dfb58] 



[0488] 1) 1- (6-^ h^>-3-t o y vvV) -5- (lH-lfn-zM-^V) -lH-tT 9>^— 7V-3- 
^-MJ«> A^h^rv-K (3. 40g) (Dtert-y^/M^/W^— 7VV(30ml)!!KM-&^ ^ 

?a-e^T>^m^/v(6. 79mi) ^o<(9^px., 6o < c-cio#raji#ut> HJ^IS 

. 17g, 75%)£@#:£LT#f~ 0 ##{m<D5-fcK^/-2-^Hr^fc°yvV(5. 00 
g )(D^y— /KlOOmD^ISt^ lM^^-^y— /^|^(36. Oml)i_hfEl-^ 
Ty-3-^h^y-3-^y-l-y°ti^<^-2-^r— /W*MJ V&M. (5. 86g) 

-t?WMb5-T^7-l- (6-^ ^-3-fc°y -lH-fcW 
—)V-3-^;V^m.^^^^T^{^. 09g, 54%)^@f*£LT#fc 0 ^C05-T5 
yt°^y— /W£(2. 62g)<Dg^(50ml)|£$^ 2, 5-^h3rv^h7fcKi3;7^(l 




MeO 



XT 



N 
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mm^/l—^^) -e^ L1 _( 6 _^}.dri/-3-t°y>?7k)-5 
- ( 1 H-fc°n— ;V-l-s(;V) -1 H-t°^y*— /V-3-#/V#V^:^/K^;*7VV (2.92 
g, 93%)£@#:£LT#fc 0 
[0489] X H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 3. 94 (3H, s) , 4. 

3 

46 (2H, q, J = 7. 2Hz), 6. 28-6. 30 (2H, m) , 6. 64-6. 65 (2H, m) , 6. 72 ( 
1H, d, J = 9. 3Hz), 6. 92(1H, s) , 7. 42(1H, dd, J = 8. 8, 2. 7Hz), 8. 00( 
1H, d, J = 2. 4Hz). 
ESI-MSm/z : 3 1 3 (M + H) + . 
[0490] 2)tl«^^ 

l-(6-^h^i/-3-t°U iy/V) -5-(lH-t°n— -lH-fc°7yWv—3- 
^7/V^V^3i^-/Vrc^/v(2. 91g) (Drc^y— /V(30ml) i^h^tKo^^^dSml 
lN7K^b^hy^^7K^(l5. 0ml)^Px.^-e3B#^il#Lfc o 

^bv^^x^m^fc 0 mm^mi^rmm^m^mmit^m(2. 96 g , s*^) 

[0491] 'H-NMR (400MHz, DMSO-d ) 8 :3. 87 (3H, s) , 6. 21-6. 22 (2H, m) , 6 

6 

. 88-6. 90 (3H, m), 7. 02 (1H, s) , 7. 61 (1H, dd, J = 8. 9, 2. 8Hz) , 8. 00 ( 
1H, d, J = 2. 7Hz). 
ESI-MSm/z : 285 (M + H) + . 
[0492] [##0!|49] 5- (5-^h= 3 r^-2-t°!J ^/V) -1- (6-^/V-3-t°y i^/V) -lH-tW 
— /V-3-^7/V*V^ 
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[0493] Wb59] 




[0494] 1) 5-^h^>-fc 0 y^-2-#/^Vg£N-^^-N-^/VT$K 

T/Vrf>#ffl^,T. 7k3tf\srh]} i ?M55% in oil, 12. 6g)(D> ? ^/^^/^*d^ 
^K(100ml)^«^, 0r?f^T5-fcKP^-2-^/MfyvV(30. Og)<Dv^ 
^/^/Vjfx^K (200ml) ^eSr205>ra*^tT^T^x 35^^^t#Lf' 0 
BU&mz.aWto*<?Ml8. Oml)Srl5^rt-C»fTU ^i&-C2B#raj£#Ufco K 

o *BU3L 3^Ti§8ftH^U 5-^h^rv--2-^^/Vt o y^^(18. 7g)£#fc Q n 
Offi.£j£^(18. 7g)<Dt 0 U^ (187ml) *g?£lZU ~&>ffrfel^(33. 7g)^Px.62 

WEH^-hy^A-CiaSftLfeo WB'J^ ^Ti88feH^U 5-^H3r^t°y>V-2-# 
/V*Vg§(19. lg)*#feo#fetufefi^«»(19. lgKN, O-^^/VtKndrv- 
T^y^mMilQ. 3gK 3-(3-v ? ^^/VT^y^ntVH-l-^/k-^7/k^v ? ^$K 
^^^(32. lgh l-tKndrv^^/hyry*— /K22. 6g)«^nn^y (250ml 
0°C-Chy^/VT^(46. 6ml)«r*PXL30^ra^#^, ^&-ei4H#^ 

4— (SSIxf/H'no^M) -e)»Mb5-^h=3riXfc 0 y^^-2-^7/^V^N-^h^ 
v--N-^vVT^K(15. 3g, 51%)^ft^£LT#fc 0 
[0495] 'H-NMR (400MHz, CDC1 ) 8 :3. 44 (3H, s) , 3. 79-3. 84 (3H, m) , 3. 91 

3 

(3H, s), 7. 24-7. 28 (1H, m) , 7. 75 (1H, d, J = 8. 5Hz), 8. 30 (1H, d, J = 
2. 9Hz). 

FAB-MSm/z : 1 9 7 (M + H) + . 
[0496] 2) l-(5-^hdr^t°y vV-2-^lVV) 
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(15. 3g)t^^/^V^M0. 9&M.(Di/^/V^—*r;vmW., 87. 5ml)£$rfflVvr 

46%) %mytm£vxwz.o 

[0497] 1 H-NMR(400MHz, CDC1 ) 8 :2. 69 (3H, s) , 3. 94 (3H, s) , 7. 27 (1H, dd 

3 

, J = 8. 5, 2. 9Hz), 8. 06(1H, d, J = 8. 5Hz) , 8. 34(1H, d, J = 2. 9Hz) . 
FAB-MSm/z : 1 5 2 (M + H) + . 
[0498] 3) 4-(5-^h^rv'-2-t 0 IJ> ? /V) -2, 4-> ? ^-dry^^^^^^-/Vm^/V 

T/v=*>#ffl^T, ^-WJ^3ih^vK(4. 86g)<D^y— /K54mD*8?Rl;:, ^ 
M-ev-^^^^^/vO. 70mi)^px.fc#, SJ&^i-(5-y^^t^vV-2- 

^/V)^yy^(5. 40g)<7>^/— 7K54ml)SSRS^STbfeo ^^140^^^ 

, m)±rmm^m^4-(5-^h^ciy-2-\i°v^M-2, 

3z^/K5. 10g, 57%)&mfobVX&tc 0 
[0499] X H-NMR (400MHz, CDC1 ) 8 :1. 39-1. 43 (3H, m) , 3. 96 (3H, s) , 4. 37 

3 

-4. 42(2H, m), 7. 31 (1H, dd, J = 8. 8, 2. 9Hz), 7. 60(1H, s), 8. 16(1H 
, d, J = 8. 8Hz), 8. 38(1H, d, J = 2. 9Hz) . 
EI-MSm/z: 251 (M + ) . 
[0500] 4) 5- (5-^ h*ri/-2-\?V -1- (6-y^vV-3-fc°y vVV) -lH-t^y /V-3- 

4-(5-^h^i/-2-t:°yv ? /V)-2, 4-v?^y:/^^^^VK^;*7VV(4. 79g)£ 
##^!|31(D5-tKy^y-2-y^/Vfc 0 IJ^(2. 35g) CD^y/— /K96ml)}g$£&l 
WIMM^L KJS«cl21g^gft(5. 47ml) SriP^ ^^63B#^M«^DL7t 0 

^^a^hy^^-e^Mbfco Sff«fiL#w«^ 
ij^/vij^^u^y^r^^ (r-feby-iv^y) xWMi^5-(5-^h^-2-^j 

It/V) -1- (6-y^/V-3-t°y v 5 /^) -lH-t°7/- 7V-3-^7/V^V^^^/V^^/V 
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(1. 49g, 23%)&@ft:£LT#fco 
[0501] 'H-NMR (400MHz, CDC1 ) 8 :1. 41-1. 44 (3H, m) , 2. 59 (3H, s) , 3. 86 

3 

(3H, s), 4. 43-4. 48 (2H, m) , 7. 16-7. 34 (4H, m) , 7. 71-7. 73 (1H, m) 
, 8. 19(1H, d, J = 2. 8Hz), 8. 38(lH, d, J = 2. 4Hz) . 
FAB-MSm/z : 339 (M + H) + . 

[0502] 5)mm^m 

5- ( 5-^hdr^>-2-t°y vVV) -1- (6-^^/V-3-t°y vVV) -lH-t°7/- /V-3-^7 
Mytxf/Vx^f/Kl. 48g)£rfflVvC\ ###J9<DB^)<D4) 
«M^-a^»(0. 970g, 71%)«r@^LT#fe, 
[0503] 'H-NMR (400MHz, DMSO-d ) 8 :2. 53 (3H, s) , 3. 84 (3H, m), 7. 23(1 

6 

H, m), 7. 34 (1H, d, J = 8. 5Hz), 7. 45-7. 48 (1H, m) , 7. 63-7. 67 (2H, 
m), 8. 16(1H, d, J = 3. 2Hz), 8. 37(1H, d, J = 2. 7Hz) , 13. 03(1H, br s) 

FAB-MSm/z : 3 1 1 (M + H) + . 
[0504] [##0!I5O] 5-(5-^/V-2-fc°!J^/V) -1- (2-t°U -lH-t 0 7^—/V-3 

[0505] [fb60] 



[0506] 1) 5- (5-^^-/V-2-t°U v 5 /]^) -1- (2-fc°U 5 v^/V) -lH-lf^ — /V-3-#/l^V 

###!|352) 04-(5-^^/V-2-t°y> ? /V)-2, 4-v ? ^-^y^^^^3i^-/V^^ 
;V{2. 14g)£#%#!j34(D2-fcK^Vt 0 y$vMl. 00g)(Drc^y— /V(43ml)^^ 
fe, ^a-CftBfc(2. 6Oml)^Px.l60#rWl^al^bf' o ^frfL «W£SI(2. 9ml 

)^px.m^iio^^»»l^ 0 Rj&mKmnmm*m-i-hvvj>,*m 
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^) -e^^b5-(5-^^/v-2-t°y V/v) -i-{2-\i°y^j^v) -m-tw — ;v- 

3-*/V*Vixf;kx^T/Kl. 22g, 43%) £@#^LT#fc 0 
[0507] 'H-NMR (400MHz, CDC1 ) 5 :1. 42 (3H, t, J=7. 2Hz) , 2. 34 (3H, s) , 4. 

3 

45(2H, q, J = 7. 2Hz) , 7. 22(1H, s) , 7. 29-7. 31 (1H, m) , 7. 44(1H, d, J 
= 8. 1Hz), 7. 54(1H, dd, J = 8. 1, 2. 2Hz) , 8. 21-8. 22(1H, m) , 8. 72(2 
H, d, J=4. 9Hz). 
ESI-MSm/z : 309 (M + ) . 
[0508] 2)mteft&to 

5-(5-^/v-2-t 0 y> ? /v)-i-(2-t 0 y5v ; ^7v)-iH-t 0 ^y— /w3-*;i^y 

fifca^AcnXTVKl. 21g)(D^h^tKn^^(24ml)^m^, ^&-C7j<^Hby^ 
A— tK^(0. 181g)(D7K(l2ml)^^lTb3B#^^#bf' 0 BtJ^fe, lN*fi 

&-rzztvnmik&&a. oig, 92%)sr@^ur#fe, 

[0509] X H-NMR (400MHz, DMSO-d ) 8 :2. 27 (3H, s) , 7. 31 (1H, s) , 7. 61-7. 

6 

72(3H, m), 8. 11(1H, s) , 8. 86(2H, d, J=4. 9Hz), 13. 11(1H, br s) . 
ESI-MSm/z : 28 1 (M + ) . 
[0510] immM51 ] 1- (6-^Hf i/-3-fc°y^ i^VV) -5- (2-tT9^/V-) -lH-tT^— 

[0511] Wb61] 



[0512] 1) l-(6-^aci-3-t°y^v ? — ;V) -5-(2-t°^v ? ^/V) -lH-t°^y — /P— 3-^7/k^ 
-78°C^PT, l-(2-t°^v ? ^/V) -1-^/^(6. 10g)(D^h7tKn^7^(50 




WO 2005/063737 



109 



PCT/JP2004/019582 



ml)^ii:, V^VJ^MhV^AfVMT^il. OM©rb7tKn77yM, 55 
. 0ml)^Mx.45^mmWVfc o RStMKiy^m^^/V(8. 85g)^P;L10^ 

we*®.. \^mzm\j£&t>2. mmmwvtz. 0 K^m^^^-^t 

wtrhv^^mvtco mm. m)±rmm^m^v4-(2-^9^/^)-2, 
^yy^>m^/^^T/i-(io. o g , 96%)&mfobvx'mc 0 z.(D7^>m.^ 

/Vm^/V#:C03g.^^i^(6. 27s) (D^/-~ ^ (150ml) WUWi^-, 3-^PO-6-t 

K7v ? yt°y^> ? ^(4. 35 g )^p^.i8. 5mmMmmmist?io~g.^Eiffcmiz.mm.m 

(0. 750ml) ^Px.20#^*Pf^3l»fEb7t o RfcMKmk^frtffimgm 

MffT«^^U#^tb7^as^^y-/^px., £Cfc@#£$iiBtLi-( 

6-^nn-3-t°yy^^/V) -5- (2-fcf -lH-t^y — /V-3-7J/V*Vg^ 

f;Vx7f/K5. 74g, 60%) &T@#:£LT#7to 
[0513] 1 H-NMR(400MHz, CDC1 ) 8 :4. 02 (3H, s) , 7. 33 (1H, s) , 7. 72 (1H, d, 

3 

J = 9. 3Hz), 8. 16(1H, d, J = 9. 0Hz) , 8. 42(1H, dd, J = 2. 4, 1. 5Hz) , 8. 
57(1H, d, J = 2. 7Hz), 8. 90(1H, d, J=l. 5Hz) . 
ESI-MSm/z:317[(M + H) + , 35 C1], 319[(M + H) + , 37 C1]. 
[0514] 2)&«Hfc£^» 

l-(6-^nn-3-tfy^^ /V)-5-(2-t°^v ? — ;V) -lH-t^/^-S-*;^ 
^^^/Vrc^/v(6. 25g)(D^y— /V (50ml) tTh9^^y^( 100ml) ffijH 

su«, ^ffiT^^*b#btb^a^ic^y-/v^^^/^-^/^px., ^ 

Dfc@#»#L£IIte£^»(4. 37g, 74%)«r@fl:£Ur#;fc, 
[0515] 'H-NMR (400MHz, DMSO-d ) 6 :4. 04(3H, s) , 7. 51 (1H, d, J = 9. 3Hz 
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), 7. 55 (1H, s), 8. 06 (1H, d, J = 9. 3Hz), 8. 49 (1H, dd, J = 2. 4, 1. 5Hz) 
, 8. 62(1H, d,J = 2. 4Hz), 9. 07(1H, d, J=l. 5Hz) . 
ESI-MSm/z: 299 (M + H) + . 
[05 1 6] [##$J 52] 5- ( 5-^/V^-n-2-t°y vvk) -1- ( 3-fc°y >W) -1 H-t°^y — /V-3- 

[0517] Mb62] 



[0518] 1) 5- (5-T^y-2-t°U v 5 ^) -1- (3-fcf y^/V) -lH-t°^y — /V-3-^/V*>^^ 

##$|41<D4) (D5-[5-(tert-7>^r^/V^^/VT5:/)-2-t:°yv ; /V]-4, 
tKn-5-tKndr->-l- (3-t°y v'/V) -lH-lf^ — /V-3-#/l^V@^^vl^;* 
"7VK1. 205g)CQ^/— /K30mDJ§?flc^ai^gft(0. 59ml) ^Px.l4B#rWf^ 

i^si^/v^nx.^u *as^M^K«t^hy^A-e^Lfco ^ 
*7vj*) -e^fMb, 5- (5-r^y-2-t°y z?;v) -i-o-try vVv) -m-tr^ — /^-3 

-^7/k^V^^/V^^/K609mg, 69%) £r?ft;|£4^LT#fc 0 
[0519] 'H-NMR (400MHz, CDC1 ) 6 :1. 42 (3H, t, J=7. 1Hz), 3. 85 (2H, br s) 

3 

, 4. 45(2H, q, J = 7. 1Hz), 6. 95(1H, dd, J = 8. 5, 2. 9Hz) , 7. 15(1H, s) 
, 7. 20(1H, d, J = 8. 5Hz), 7. 35(1H, ddd, J = 8. 3, 4. 9, 0. 7Hz) , 7. 84( 
1H, ddd, J = 8. 3, 2. 7, 1. 5Hz) , 7. 93 (1H, dd, J = 2. 9, 0. 5Hz), 8. 53(1 
H, dd, J = 2. 4, 0. 5Hz), 8. 57(1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z : 3 10 (M + H) + . 
[0520] 2) 5- (5-7/k^-a-2-t°y *?A>) -l-(3-t°y V>/V) -lH-fc 0 ^ /V- 3-#/V^V 



F 




N 
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5-(5-T^y-2-fc°y> ? /V)-l-(3-t 0 yv ? /V)-lH-t 0 ^y'— /V-3-^7/V#V^rc 
^■;V^^t;V (604mg) (D^J—;V (30ml) WfoXC 42%Th^^^^Wt (15 
ml)^Px.7t 0 S^^O°C^PTM5i^^/Kl5%^y-/k^ ) 3. 9ml) & 
M^X20^mmWWz. o mj&mz.itx.'FA'^—TA' (200ml) ^^MCT 
^SrK^JK^S^^^feo (50ml) Ssbn*. 

— (^1^-g^^/V) -e|f ^U5- (5_^ 7 v^- CI -2-t°y> ? /V) -i-(3-fc°y vvk 
) -lH-t°7y'-/V-3-^;^V?|xf^x^T;V (282mg, 46%) %mW-tVX% 

[0521] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 1Hz) , 3. 85 (2H, br s) 

3 

, 4. 45 (2H, q, J = 7. 1Hz), 6. 95 (1H, dd, J = 8. 5, 2. 9Hz) , 7. 15 (1H, s) 
, 7. 20(1H, d, J = 8. 5Hz), 7. 35(1H, ddd, J = 8. 3, 4. 9, 0. 7Hz) , 7. 84 ( 
1H, ddd, J = 8. 3, 2. 7, 1. 5Hz) , 7. 93 (1H, dd, J = 2. 9, 0. 5Hz) , 8. 53(1 
H, dd, J = 2. 4, 0. 5Hz), 8. 57(1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z : 3 1 3 (M + H) + . 

[0522] 3)MM4h&m 

5-(5-^7V^-n-2-fc°y ^/V) -1- (3-fc°y -lH-tW- /V-3-^7/V^V^ 
ai^vVcnx^yW (282mg) <D^?/<— /V (10ml) ^ia-ClN^C^^hy ^ 

7K^«(2. 7ml)^Dx.2B#ra^#L/c 0 Hi^^^MffT^^Ut^tb^aS^TK 
«klN^7K^(2. 7ml)3r*q&TtJfffi-r5@#&tt#U £S®ffr^(249mg) 

[0523] 'H-NMR (400MHz, DMSO-d ) 8 :7. 38(1H, s) , 7. 50(1H, dd, J = 8. 3, 

6 

4. 9Hz), 7. 78-7. 90(3H, m) , 8. 41 (1H, d, J = 2. 2Hz) , 8. 53 (1H, d, J = 
2. 4Hz), 8. 62 (1H, dd, J = 4. 9, 1. 2Hz) . 
ESI-MSm/z : 285 (M + H) + . 
[0524] [#%#!|53] 1- (6-^hdf-^-3-fc°y vVV) -5- (4-^3^-2-1^ v7V) -lH-t'7 
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[0525] Mb63] 

OMe 




[0526] 1) i?>-2-JJSVy$=- MJ/^ 

(160ml)^^, YV^/VTXy(l7. 8ml) &Mx., hV^/WJ/WT—}* (24. 1 

ito mmm^fcmm^hvv^&muto msm, mm^mj±m^vxnhntc 

i/\?y^-2-jj/v^~yy/v{i. 57 g , is%)£@#:y^r#fc 0 

[0527] 'H-NMR (400MHz, CDC1 ) 8 :3. 91 (3H, s) , 7. 00-7. 02 (1H, m) , 7. 22 

3 

(1H, d, J = 2. 4Hz), 8. 51 (1H, d, J = 6. 0Hz) . 
EI-MSm/z : 1 34 (M + ) . 
[0528] 2) l-(4-^hdri/-2-t°!Jv ? /V)^^7^ 

T/V=fV#H^T, 4-^h^t°y^-2-#/V^hy/Kl. 56g) CO^h^tKn^ 
7^ (31ml) -7&CKXgJto* c 7'A>^ry*i/&M0. 93M<DTh9K\ f W79 
>mm, 13. 8ml)^MTbl5^Jt#bfc 0 0°C^15^, H^^m-C5I^M«£#L 

^^-^^/V)-e*tMbl-(4-^hdr^-2-t°yv ? /V)^7^(l. 30g, 73%) £ 
[0529] 'H-NMR (400MHz, CDC1 ) 5 :2. 72 (3H, s) , 3. 91 (3H, s) , 6. 97-6. 99 ( 

3 

1H, m), 7. 57-7. 58 (1H, m) , 8. 48-8. 50 (1H, m) . 
ESI-MSm/z : 1 52 (M + H) + . 
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[0530] 3)4-(4-^h^-^-2-fc°U> ? 7V)-2 ) A-Vi^lT? fls^XT >v 

l-(4-^hdr^-2-t°y> ? /V)^y^(l. 28g)£L^5^v ? ^/K2. 30ml) b&m 

V^-C, &^M3tmm<D&fe^4-(4-*h*i/-2-\?Vi?/l')-2, 

ixf;vx^f/KO. 713g, 33%)^@#:^L-C#fCo 
[0531] 'H-NMR (400MHz, CDC1 ) 6 :1. 39-1. 43 (3H, m) , 3. 96 (3H, s) , 4. 37 

3 

-4. 42(2H, m), 7. 03-7. 05(1H, m) , 7. 72(1H, d, J = 2. 8Hz), 8. 02(1 
H, s), 8. 50(1H, d, J = 5. 6Hz) . 
ESI-MSm/z:251(M + ). 
[0532] 4) l-(6-^h^rv'-3-t 0 !J> ? /k) -5- (4-^Fdf-V-2-fcfy vVV) -lH-tW^ /V-3- 

4-(4-^hdrv/-2-t°yv ? /V)-2 ) 4-v ? ^-dry^^^^/V«^7^ (0. 691g)£ 
###tj2<D5-fcK7v ? y-2-^h=3r^fc°i;> ? >'(0. 383g) ££rfflV^T, 0^ffl4b\»U&<D 
jffeVl- (6-^h^^-3-try vVV) -5- (4-;*H¥V-2-fcfy >Vv) -lH-t^y— /V 
-3-*/W#Vixf;kx^T/KO. 473g, 49%) &r@#:£LT#7t 0 
[0533] 1 H-NMR(400MHz, CDC1 ) 6 :1. 41-1. 44 (3H, m) , 3. 82 (3H, s) , 3. 95 

3 

(3H, s), 4. 43-4. 48 (2H, m) , 6. 75-6. 78 (2H, m) , 6. 89 (1H, d, J = 2. 4 
Hz), 7. 25(1H, s), 7. 68(1H, dd, J = 8. 8, 2. 4Hz), 8. 11(1H, d, J = 2. 4 
Hz), 8. 33 (1H, d, J = 5. 6Hz) . 
FAB-MSm/z : 355 (M + H) + . 
[0534] 5)«J®ffr£4fc 

l-(6-^h^S/-3-t°y v^/k) -5- (4-^h^r^-2-t°y> ? /k) -lH-fc°^y — /V-3- 
^7/k^V^^^-/Vrc^/v(o. 416g)(^yyy— /V(6. 3ml)^h7t:Kti^^>^(6. 
3ml) ^M-eiN7K^^hyy^^«(2. 23ml)^Px.5B#F^«# 

Ufc 0 SJS^lJ:iN4egbK?§?ft(2. 23ml)^Px.T^fP^, *£^nn;fc/Wv§:;(jn;t 

pA^mkUto lSiJf,»iffif*UM^i(0. 353g, 92%)%mVft 

[0535] 'H-NMR (400MHz, DMSO-d ) 8 :3. 86 (3H, s) , 3. 89 (3H, s) , 6. 88 (1H 
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, d, J = 8. 8Hz), 6. 93 (1H, dd, J = 5. 6, 2. 4Hz), 7. 29 (1H, d, J = 2. 4Hz) 
, 7. 37(1H, s), 7. 69-7. 72(1H, m) , 8. 14(1H, d, J = 2. 8Hz), 8. 24 (1H 
, d, J = 5. 6Hz), 13. 05(1H, br) . 
FAB-MSm/z : 32 7 (M + H) + . 
[0536] [##$154] 1- (6-?ih^>-3-t°V vvV) -5- (4-^/V-2-fc°y -lH-fc°5c/ 

[0537] Dfb64] 



[0538] 1) ^-2-^7/V^hU/V 

4-^^/Vt°yv ? >'-N-^-=arv'K(6. OOg)£rffllvC\ ###>|53m) ^^(D^Sre 
4-^^/Vt°y> ? ^-2-^7^^by/V(4. 65g, 72%)^@{fc£LT#fc 0 
[0539] 'H-NMR (400MHz, CDC1 ) 8 :2. 44 (3H, s) , 7. 33-7. 35 (1H, m) , 7. 53 

3 

(1H, s), 8. 57(1H, d, J = 4. 8Hz) . 
EI-MSm/z : 1 18 (M + ) . 
[0540] 2) 1- (4-^/V-2-t°y VVV) ^ 

±fB4-^/Vt°y> ? >'-2-^;/V^hy/K4. 46g)MV>T, ###tJ53CQ2) tm 
m.<OjjWr£l- (4-^/V-2-t°Vz?M^?;> (4. 38g, 86%)^^^LT#7t 



[0541] X H-NMR (400MHz, CDC1 ) 5 :2. 43 (3H, s) , 2. 72 (3H, s) , 7. 28-7. 29 ( 

3 

1H, m), 7. 87 (1H, m) , 8. 54 (1H, d, J = 5. 2Hz) . 
EI-MSm/z : 1 35 (M + ) . 
[0542] 3)4-(4-^^/k-2-t°y> ? /k)-2, 4-iy^yy^^m^^^-^ : T7V 

^hyr>i^H3ri>"K(2. 22g)(D^y— /k(22ml)^IS^^'>^> ? ^/V(4. 42 
ml)&J)\\?LlOftmM¥£&, _hfBl-(4-^/V-2-t°yv ? /V) ^^/>-(2. 20g)<D^ 

/—/v (22mD mm&M^n^oftmwtWLstco ^m^^MK.^^/^— 



MeO 




N 
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2-t°Uv > /V)-2, 4--J^y^>m^^^T^(2. 84g, 74%) Srtfcfl^tb 
[0543] 'H-NMR (400MHz, CDC1 ) 6 :1. 41 (3H, t, J=7. 2Hz), 2. 47 (3H, s) , 4. 

3 

40(2H, q, J = 7. 2Hz), 7. 34-7. 35(1H, m) , 7. 52(1H, br) , 8. 01 (1H, s) 
, 8. 57(1H, d, J = 5. 2Hz). 
EI-MSm/z : 235 (M + ) . 
[0544] 4) l-(6-^h^v'-3-fc 0 !Jvyk) -5- (4-/^/V-2-fc°y vvV) -lH-t°^yWv-3- 

_hfB4-(4-^^/V-2-t°Uv ? /P-)-2 ) 4-v ? ^-d f -yy^^^^7^^^/v(2. 83g 
)^##^!l2(D5-tK^v ? y-2-^h^t°yv ? ^(l. 67g)£rffll^T, #%{#j8<D2) 
#(D^&-ei-(6-p<h^iy-3-t 0 y^/V) -5- (4-^^-/V-2-t°y^/V) -lH-fc 0 ^ 
-;V-3-*/W#Vlxf;kxxf/Kl. 66g, 41%) £0#:£LT#7t o 
[0545] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 2Hz) , 2. 34 (3H, s) , 3. 

3 

94(3H, s), 4. 46(2H, q, J = 7. 2Hz) , 6. 76(1H, d, J = 8. 8Hz) , 7. 05-7. 
06(1H, m), 7. 23-7. 24(2H, m) , 7. 66-7. 69(1H, m) , 8. 10(1H, d, J = 
2. 8Hz), 8. 36 (1H, d, J = 4. 8Hz) . 
EI-MSm/z : 338 (M + ) . 

[0546] smmik&m 

_hfB 1- (6-^hdrv--3-t°y *J/V) -5- (4-/^/V-2-fc°y v7V) t°^y — /V-3-# 
/l^V^^/V^V7VKl. 04g)^fflV^-C, ##M9(DBfe)(D4)^|Rl#(D^-fe-e 
SUHfrS^KXO. 944g, 99%)£0#:£LT#fco 
[0547] 'H-NMR (400MHz, DMSO-d ) 8 :2. 43 (3H, s) , 3. 89 (3H, s) , 6. 87 (1H 

6 

, d, J = 8. 8Hz), 7. 17-7. 19(1H, m) , 7. 30(1H, s) , 7. 59(1H, s) , 7. 68- 
7. 71 (1H, m), 8. 13(1H, d, J = 2. 8Hz), 8. 27-8. 30(1H, m) , 13. 04(1H 
, br). 

EI-MSm/z : 3 10 (M + ). 
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[0548] [###!|55] 5-(6-^h^riy-3-\l°V^) -l-(3-t°Vi?/V) -lH-t°^y^— /V-3-# 
[0549] Wb65] 



[0550] DS-Tir^-e-^h^r^yv?^ 

6-^h3rv^ =:^^^^/V3z^7V(20. 07g)(D^y— /V( 200ml) ^ 
^-eiNTK^k^hy^ATK^ (140ml) £»L16f^if #Uh c StJ&$3§^£ 

Mj£T®^u#^tbfcast-iN^^7k^^px.^tt(pH4) wmb^Hf* 

^^L6-^h^>^^-^(15. 12g, 82%)^#/c(ESI-MSm/z:154(M + 

h) + ) 0 ^tfeix/ce-^h^^^^ds. o g ) ©^nn^y (600ml) ^ 

/V)-3-^/V#/V^vM^K:^i&(41. Og), l-fcKn^v^^hyry— /V(14 
. 5g)^>y^/VT^^(54ml)^P^.16B#^it#bfc 0 BtJ^^Tk^^nn^ 

-etfe^-u *i^Ka^hy^A-e^;Murt 0 wm, ^^ffT^^Utfe^a 

3^^N-^h^i/-N-^/VT$K(19. 2g, ^Alft)£«^LT#fc(ESI- 
MSm/z:197(M+H) + ) 0 ^(D6-^h^^^^N-^h^i/-N-^/VT3;K ( 
19. 21g)<D^b7£Rn:7^(400ml)?g$e^ -7S°C^MT^^)^M0. 98 
M^^xf/kx^r/^I, 135ml) ItZOftm-emT^ ^30ftmMWVtl o 

X.,*fmbfc@f*^«U^M^^(10. 86g, 73%)^#7to 
[0551] 'H-NMR (400MHz, CDC1 ) 8 :2. 57 (3H, s) , 4. 01 (3H, s) , 6. 79 (1H, d, 



MeO 




.N 
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J = 8. 8Hz), 8. 14(1H, dd, J = 2. 5, 8. 8Hz), 8. 78(1H, d, J = 2. 5Hz) . 
ESI-MSm/z : 1 52 (M + H) + . 
[0552] 2) 4- (6-^h^rv/-3-t°y vvV) -2, 4-^^:7^ ^y^V^n^TVV 
[A&c] 

3- T±=f-/V-6-^h^y^Viy>(0. 309g) £^=.«7^i^VK0. 484g)(D^/ 
— /V(15ml)^^ ^a-e^hy^^h^>K(0. 229g)2r»lLl. 5B#^il#L 
, HI-, 45°C^2O0#r 3 m#bfc o WfflU£:@ffc£r*I&U v^^/V^-^ 

-^^-yy^^m^^^T^io. 294 g , Qi%)^mw-t\,xmt'o 

[0553] 'H-NMR (400MHz, CDC1 ) 8 :3. 94 (3H, s) , 4. 03 (3H, s) , 6. 83 (1H, d 

3 

like, J = 8. 8Hz), 7. 00 (1H, s) , 8. 15 (1H, dd, J = 8. 8, 2. 5Hz) , 8. 84 (1H 
, d, J = 2. 5Hz). 
ESI-MSm/z : 238 (M + H) + . 
[Bifc] 

2>-T^z^->V-%-*y*ri/\£yV'l/($. 321g)C0N, N-vW/MJvW^T^Kte. Oml) 

0°C-e7K*^hy7A(55%, O. 185g)^»b25^Jl#brio^^t- 
, OT^^y^vW/KO. 498g)^»L^?U-ei0#r 3 m#L7i o SJ^IS^i: 

^rc^/v^— T/^&Mz.ftm^ *S^iN^gi7ki§r-ft-c^l4(pH4)£u Ift^^ 

*5fc#U M^^hy^A-e^Mb/Co «glJ$L ^^MJ±T@*b4-(6-^hdr 
^-3-t°yvVV)-2, 4-v ; ^-=ary^^^^/V^7 i /V(0. 504g, STO^ift 

[0554] 3) 5- (6-^ h=3r^-3-t°y i^/V) -1- (3-fc°y vVV) -lH-tT^— /V-3-#/V#V^ 

4- (6-yh^r->'-3-t 0 y> ? 7V)-2, 4-i?t^y7^y^f /V^T/V (6. 80g)(Dy 
^7— /V (120ml) ^?U-e#%^!j32(Z)3-tK9v ? yfc°y> ? ^(3. 45g)^^P 
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RftMmm^m&rm^vnhntcmmKy^t^u^/v^mx.fc^ in 

j») -e*tML5- (6-p< v--3-t°y ^/v) -l- ( 3-try ^/v) -i h-iw — /v-z-x 

/V*V^^-/V^^/V(4. 53g, 51%)£»^£LT#fc 0 
[0555] 'H-NMR (400MHz, CDC1 ) 8 :3. 99 (3H, s) , 4. 03 (3H, s) , 6. 71 (1H, d, 

3 

J = 8. 5Hz), 7. 06 (1H, s) , 7. 32-7. 35 (2H, m) , 7. 72-7. 80 (1H, m) , 8. 
09(1H, d, J = 8. 5Hz), 8. 58 (1H, d, J = 2. 4Hz), 8. 62(1H, dd, J = 2. 4, 4 
. 8Hz) . 

FAB-MSm/z : 3 1 1 (M + H) + . 

[0556] 4)WM4k&m 

5-(6-^h^>-3-t°y vvV) -1- -lH-t^y ;W3-*;l^y|M 

f;Vx^7/W(4. 89g) (DTh^tpW?^ (30ml), WS—lV (15ml) ^.T^tK (30m 

DSSSte:, ^ta^^by^^A— tK?p^(o. 730 g )£»bi. 5H#regH#Uc 0 

^^^ffT^*b#fetb7 v caS^lN^^K^-e^4(pH6-5) tU %f 

m^tcm^mmi^mm^m(3. 278 g , 70%)^#rt o 

[0557] 'H-NMR (400MHz, DMSO-d ) 8 :3. 86 (3H, s) , 6. 83 (1H, d, J = 8. 8Hz 

6 

), 7. 16(1H, s), 7. 52-7. 60(2H, m) , 7. 83-7. 91 (1H, m) , 8. 17(1H, d 
, J = 2. 4Hz), 8. 58(1H, d, J=2. 4Hz), 8. 64(1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z:297(M + H) + . 
[0558] [##0!156] 5-(6-^h^rV-3-t°y i^/V) -1- (2-fc°y V/V) -IH-V^S—As-Z-Jj 
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[0559] Wb66] 




[0560] 1) 5- (6-^h^-3-t°U >VV) -1- (2-t°y ^/V) -lH-t°9y^/V-3-^7/V^V^ 

##^!I55(D2) (D4-(6-^h3r^-3-t o yvVv)-2, 

?VKO. 869g)^2-fcK^v ? 7t o yv ? ^(0. 628g)£^Jl^T, ###!|55<D3) tmW: 
(D^fefe-e5- (6-^h^f-iy-3-fc°y vVk) -1- (2-fc°y i//V) -lH-t°^y — /k-3-^7/V 
^>^^/^^/K0. 464g, 41%)£tt^®£LT#fc 0 
[0561] 'H-NMR (400MHz, CDC1 ) 8 :3. 95 (3H, s) , 3. 98 (3H, s) , 6. 70 (1H, d 

3 

like, J = 8. 6Hz), 7. 01 (1H, s) , 7. 25-7. 35 (1H, m) , 7. 46 (1H, dd, J = 8 
. 6, 2. 4Hz), 7. 73 (1H, d like, J = 8. OHz) , 7. 81-7. 88 (1H, m) , 8. 12 ( 
1H, d like, J = 2. OHz), 8. 32-8. 36 (1H, m) . 
ESI-MSm/z : 3 1 1 (M + H) + . 

[0562] 2)mm\t^m 

5- (6-^h=^v--3-fc°y vVV) -1- (2-t°y -lH-fc 0 ^y*— 7V-3-^7/k^V^ 
^-;V^.^7V(0. 464g)^7K^ky^^^7K^P^)(70. 2mg)^V>T, ##^[|55 
(D4)^|WI#(D^-e^J®^^(0. 133g, 29%)^@^LT#/c 0 
[0563] 'H-NMR (400MHz, DMSO-d ) 8 :3. 85 (3H, s) , 6. 79 (1H, d, J = 8. 5Hz 

6 

), 7. 11 (1H, s), 7. 46-7. 57(2H, m) , 7. 77(1H, d, J = 8. 1Hz), 8. 07(1 
H, dt, J = 8. 1, 2. OHz), 8. 14(1H, d, J = 2. 4Hz), 8. 34-8. 37(1H, m) . 
ESI-MSm/z:297(M + H) + . 
[0564] [##^!|57]5-[5-(tert-^>^^/V#^/VT^y)-2-t°9v ; ^/V]-l-(3-t 0 y> ? 
;v) -iH-t°^y— /V-3-^77V^V^ 
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[0565] Wb67] 




[0566] 1 ) 5- ( 5-^7/V^df-^-2-t°7 v 5 — /V) -1- ( 3-tTU v7V) -1 H-fc°^y — /V-3-^7/V 

##^!|36(D4) ©5-(5-^/W 2-fc°7v^/V) -1- (3-fc°!J vVV) -lH-fc^— 
7V-3-^7/^V^^/V^^/V(2. 55g)(Dt 0 yv ? ^(51ml)^IS^, ^.-^^ 
^i?l^(3. 66g)^Dx., 670#^^Pf^aS»fnb7> o Rl^m^7Kt^^^ 

l-O-try^/^-iH-tr^y— /w3-*/^y8xf/i/x^f/v(2. 5i g) 90%) 

[0567] 'H-NMR (400MHz, DMSO-d ) 8 :1. 34-1. 37(3H, m) , 4. 36-4. 41 (2H 

6 

, m), 7. 54 (1H, dd, J = 8. 2, 4. 8Hz), 7. 84 (1H, s) , 7. 92-7. 94 (1H, m) 
, 8. 65-8. 68 (2H, m) , 8. 90-8. 91 (1H, m) , 9. 24-9. 25 (1H, m) . 
FAB-MSm/z : 340 (M + H) + . 
[0568] 2)5-[5-(tert-^>^^/V^/VT^y)-2-t°7^/V]-l-(3-t°yv?/V)-lH 

-t°7^-;v-3-*;v#VS|xf;vx7f;i' 

5- ( 5-#/Vtf^;y-2-t:°7 v^/V) -1- ( 3-try vVV) -lH-l?^— /V-3-#/l^K 
ytxf;Vx^f/K5. 34g)(Dl, 4-^^1^ (107ml) §KMe^ ^ia^MJ^ 
^WT5^(2. 41ml), 5^7ai^/l^KX*cy/VT^K (3. 73ml) ^.tFtert-^^/— /V ( 
3. 31ml)^Px.l00°C-e20^^m#b^ o E£j£3g^&lteT#*L#£> 
tb^^^v-y^y/V^^A^n^h^^^— (g^^/v-^nn/jvVA) -e|tMb5 
-[5- (tert-^h^-^/V^^/VT^y) -2-fc°^v^/V]-l- (3-tf U v7V) -lH-t° 

9>^— ;w-3-*;v*Vlxf;vx^r;K4. 63 g , 72%) ^mW-tVxnt^ 

[0569] 'H-NMR (400MHz, CDC1 ) 8 :1. 42-1. 46 (3H, m), 1. 53 (9H, s) , 4. 45 
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-4. 50 (2H, m), 7. 29 (1H, d, J = 0. 5Hz), 7. 37-7. 44 (2H, m) , 7. 82-7. 
85 (1H, m), 8. 35-8. 36 (1H, m) , 8. 56 (1H, d, J = 2. 4Hz), 8. 63 (1H, dd 
, J=4. 9, 1. 2Hz), 9. 13(1H, d, J=l. 2Hz) . 
ESI-MSm/z : 4 1 1 (M + H) + . 
[0570] 2>)mMte&® 

5-[5- {text-yY^yJ}/V^=-/VT^;) -2-t°^v ? ^/V]-l- (3-t°U v 5 /^) -1H- 
t°7/-/V- 3-#/l^V@^^/l^;*-7VV (0. 336g) <T>*#J—;V (6. 7ml) ir^h^ 
fcKn79^(6. 7ml) U^mWiW.\^ ^m^lNjfcII>ffc^y^jfc|g?fc(2. 05ml) 
^PX.3B#r H 1Jt#b7t 0 HJ£^lN*k^R^$c(2. 05ml)^Px.^fPL, 

(imo) srin^*L, mrnm<Dm£&&&Tm3sU&mfc& 

m{0. 286g, 91%)£@#:£LT#f~ 0 
[0571] 'H-NMR (400MHz, DMSO-d ) 8 :1. 47 (9H, s) , 7. 45 (1H, s) , 7. 51 (1H 

6 

, dd, J = 8. 2, 4. 8Hz), 7. 83-7. 86(1H, m) , 8. 57(1H, d, J = 2. 4Hz) , 8. 
61-8. 62(1H, m), 8. 68(1H, m) , 8. 81(1H, m) , 10. 38(1H, s) , 13. 13( 
1H, br s) . 

EI-MSm/z : 382 (M + ) . 
[0572] [###!|58] 5- (4-y>^vV-2-fc°y vVV) -l-(3-fcf y *?A>) -lH-t 0 ^^— /V-3-^7 

[0573] Mb68] 



[0574] 1 ) 5- (4-^/^-2-fc°y vVV) -1- (3-fcfU V7V) -lH-fc°^j/— /V-3-^7/V*V^ 

###!|54<D3) (D4-(4-^/k-2-t°y v ? /k)-2, 
7VV(1. 70g)^##^"!l32(Z)3-tK7v ? yt°yv ? ^(l. 2g)&SrJBWC, ##{#J35<D3) 

£ i^tf^^-cs- (4-y^-/v—2-t o y^/v) -l- (3-t°y v^/v) -m-t^y — /v-3- 
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#/V#^^/K^7vKl. 27g, 57%)£#fc 0 
[0575] 'H-NMR (400MHz, CDC1 ) 5 :1. 44 (3H, t, J=7. 08Hz), 2. 37 (3H, s) , 4 

3 

. 46(2H, q, J = 7. 08Hz), 7. 07(lH, s) , 7. 28(2H, m) , 7. 37(1H, m) , 7. 

86(1H, m), 8. 32(1H, s) , 8. 52(1H, s) , 8. 60(1H, m) . 

ESI-MSm/z : 309 (M + H) + . 
[0576] 2)^JB>fb^ 

5- (4_ p ^vv-2-fc°yiM') -l- ( 3-fc°y i^/V) -l H-t°7^-/W3-*;^yix 

^Vlo^vKl. 27g)fclN*g|>fb^-hy^*j§?ft(6. 18ml)£MVvT, ##$| 

5305) fc|^#©:&ifcT?$g®ffra4& (375mg, 32%) ^#7t G 
[0577] 'H-NMR (400MHz, DMSO-d ) 6 :2. 34(3H, s) , 7. 18 (1H, d, J=5. 01H 

6 

z), 7. 35 (1H, s), 7. 49 (1H, dd, J = 8. 18, 4. 76Hz) , 7. 66 (1H, s) , 7. 79 ( 

1H, ddd, J = 8. 18, 2. 44, 1. 34Hz) , 8. 23 (1H, d, J = 5. 01Hz), 8. 49 (1H 

, d, J = 2. 44Hz), 8. 59(1H, dd, J =4. 76, 1. 34Hz) . 

ESI-MSm/z : 28 1 (M + H) + . 
[0578] [##F!)59]5-[5-(tert-7>^^/^^/VT5/)-2-t o y^/V]-l-(2-t 0 7v ; ^ 

;V) -lH-t°7y^/V-3-^7/V*V^ 
[0579] Mb69] 



[0580] l)5-[5-(tert-^>^^/^^/^T^y)-2-t:°y> ? /V-]-l-(2-t°^> ? ^/k)-lH 

-t°7 > /-;^3-*;^Vixf;i/x^T;i' 

###!|41<£>3) 04-[5-(tert-7>^r^/^^/VT5/)-2-t°y> ? /H-2, 4-v 5 
t^y^yixf/Vx^d. 009g) i:##FlJ33(D2-tK7v ? /t 0 9v ; >' (330m 
g )C0^/— /V(30ml)^^88^F»SiS^b^ o SJ£^i^J$JET^ 
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-[5-(tert-^>df-^7V^/VT^y)-2-fc 0 IJ> ? 7V]-l-(2-fc 0 ^> ? — ;V)-lH-t° 
7/-^-3-*;^Vtxf;Vx^ (590mg, 47%) ^T^/V7r^^bT#f' 0 
[0581] 'H-NMR (400MHz, CDC1 ) 5 :1. 43 (3H, t, J=7. 1Hz) , 1. 52 (9H, s) , 4. 

3 

47(2H, q, J = 7. 1Hz), 6. 55(1H, br s) , 7. 21 (1H, s) , 7. 51 (1H, d, J = 8 
. 5Hz), 8. 01-8. 08 (1H, br m) , 8. 20(1H, dd, J = 2. 7, 0. 5Hz) , 8. 29(1 
H, dd, J = 2. 7, 1. 5Hz), 8. 56(1H, d, J = 2. 7Hz), 9. 02(1H, dd, J=l. 5, 
0. 5Hz). 

ESI-MSm/z : 4 1 1 (M + H) + . 
[0582] 2)mMfc&® 

_hfB5-[5- (tert-^^T^/V^/KT?/) -2-tTU v ? /V]-l-(2-fc°^> ? ^/V) - 
lH-tf^V — ;^3-*/l^>Hxf;^;i/ (589mg) <D^?S— /V (10ml) 

WffiUbSfr&atStU SUB^-a^ (441mg, 80%)«r#fc„ 
[0583] 'H-NMR (400MHz, DMSO-d ) 8 :1. 48(9H, s) , 7. 31 (1H, s) , 7. 72(1H 

6 

, d, J = 8. 8Hz), 7. 95(1H, dd, J = 8. 8, 2. 4Hz), 8. 34(1H, d, J = 2. 4Hz) 

, 8. 49(1H, dd, J = 2. 4, 1. 5Hz), 8. 74(1H, d, J = 2. 4Hz), 8. 95(1H, d, 

J=l. 5Hz), 9. 68 (1H, br s) . 

ESI-MSm/z: 383 (M + H) + . 
[0584] [###!j60] 1- (6-^h^-iy-3-fc 0 y vVV) -5- ( lH-fc°yV— /V-3-^f7k) -lH-fcT9 

y*— /V-3-#/l^V^ 
[0585] [>ffc70] 



H 




[0586] 1) i-{ l-[ (4-^f;V7x^) ;vi^wv]-iH-fc°7V— /W3-^V}-l-x^/y 
l-(lH-t"7y'^-5-^)-l-x^/ytiI(2. 93g)<Dfc°y>V(60ml)|g 
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l-[ /V]-lH-t°^y— ;W3-^V}-l-x^/y(l. 8 

9g, 35%)£#fCo JEfc, W«^^«ffiT®*U#fetLfcaS^^/-/v. 

H-fc°^y— /V-3-^7W-l-^/^(2. 09g, 39%)^#rt 0 
[0587] 1 H-NMR(400MHz, CDC1 ) 8 :2. 45 (3H, s) , 2. 57 (3H, s) , 6. 83 (1H, d, 

3 

J = 2. 7Hz), 7. 36-7. 38 (2H, m) , 7. 92-7. 96 (2H, m) , 8. 10 (1H, d, J = 
2. 9Hz). 

ESI-MSm/z: 265 (M + H) + . 
[0588] 2) l-(6-^h^>--3-fc 0 y^/V)-5-{ l-[ {4-^;V~7^;V) ^/V^^/V]-lH-t° 
/V-3-^/V}-lH-t°^y— /V-3-^7/V^V^3i^-/Vrc^^/V 
-78°C?fr£PT. l-{ l-[ (4-^f^7x^;k) ^/V^=/V]-lH-t°^y /V-3->f 
/V}-l-^/^(3. 97g)CD^h7tKn7^(15ml)H^^lcl, !J^^t^(MJ^ 
/k»)T5K(l. OM(D^h9tKn^7^^, 16. 5ml) &&Pfc35#ISI8l#Ufco 
^S^fc^?g^^/v(3. 05ml)^Px.l5^TO#m. fc^i&KMbfc 
tf3£>3. 50#r B m#bfc o S^KS*^/^— ^/VtokfeDna.^U *Jg^lNi£; 

©icL4-{ l-[ {A-^/V7^;v) ^/V/iwH-lH-t^y ;wM/v}-2, 4- 
^yy^xf/Wx^f;K5. 08g, 92%)^^^LT#fc 0 ^<DZf^>Wt 
rc^-/Vrc^/V#:(5. 08g) t0^M2<D5-^9^y-2-^h^iy^])^(l. 93g) 
(D^y-/v(70ml)m«^14. 5B#rWf^M^bfc 0 ^frfL H^i-^^ 
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^m^^=^^"r7V(2. 58g, 39%)^T^e/^T^^b-C#fc 0 
[0589] 'H-NMR (400MHz, CDC1 ) 5 :1. 41 (3H, t, J=7. 1Hz) , 2. 45 (3H, s) , 4. 

3 

01(3H, s), 4. 44(2H, q,J = 7. 1Hz) , 6. 24(1H, d, J = 2. 7Hz), 6. 73(1H 
, d, J = 8. 8Hz), 7. 23(1H, s) , 7. 31 (2H, d, J = 8. 5Hz) , 7. 58(1H, dd, J 
= 8. 8, 2. 7Hz), 7. 76(2H, d, J = 8. 3Hz) , 8. 04(1H, d, J = 2. 7Hz) , 8. 15 
(1H, d, J = 2. 7Hz). 
ESI-MSm/z : 468 (M + H) + . 

[0590] 3)MMlk&m 

l-(6-^hdrv/-3-t°y -5-{ l-[ (4-^7^:7^/^) J*/V7jwV]-lH-fc°7 
y"— /^-3-^r/V}-lH-t 0 7y — /P—3-^7/V#V^3i^/k3i^^/^ (2. 58g) V ^ 

x,mnM48<D2)mm<Djjm~emm4k&vo(i. 33 g , 84%)^@^b-c#fc 0 

[0591] 'H-NMR (400MHz, DMSO-d ) 8 :3. 92 (3H, s) , 6. 29 (1H, br s) , 6. 94 

6 

(1H, d, J = 8. 8Hz), 7. 14(1H, s) , 7. 75(1H, d, J = 2. 2Hz), 7. 80(1H, d 
d, J = 8. 8, 2. 7Hz), 8. 24-8. 25 (1H, m) , 13. 09 (1H, br s) . 
ESI-MSm/z : 286 (M + H) + . 
[0592] [###!|61 ] 5- (e-^/V-S-fc^v^/V) -1- (3-t°y vW -lH-t^/- /V-3 

[0593] Mb71] 



[0594] 1 ) 3-Tir^-7V-6-^^/Vt°y 

6-^/V-3-H°V^^/^^Y])/^ (6. OOg) <£> \?a^f-}V^ — ^r/V (100ml) b-< 
(20ml) m-&Bmz., -15 < C^*PT3^b^^/W^^A(2. OMO-^x 
^M^n^r/H§^, 30ml) S^fTbl. 5B#^*t#bf' 0 £0&$tf-> IN^tK^C 
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60mi) &Mx.i5ftmwtwwAmvtc 0 &m\z&fafc&k^bvvj>&igm&jju&. 

/ V-^i^^)-e^t$gb3-T-fe^/V-6-^/H: 0 y^v ? ^(4. 84g, 71%)£@#:£L 
[0595] 1 H-NMR(400MHz, CDC1 ) 8 :2. 82 (3H, s) , 2. 88 (3H, s) , 7. 47 (1H, d, 

3 

J = 8. 5Hz), 8. 03 (1H, d, J = 8. 5Hz) . 
LC-MSm/z : 1 3 7 (M + H) + . 
[0596] 2)4-(6-^/V-3-fc 0 y^v^/V)-2, 4-v ? ^-^ry^^^^^7Vrn^^/V 

3- T-fe^/V-6-^/Vt°y^> ? ^(4. 03g)(D^^fcKn^^ (100ml) tSflKJC - 
78°C-ey^^t^(hy^7V^y7V)T^K(l. OMO^h^tK^^^IS, 33ml) 
SrSSSPUH^raSit#b^o HJ^*^-78°C-e^r>^^/^(7. Og) (D^h^fcKn 
77> (30ml) ^»*P^ , 0°Ce2B#^m#bfc o K^W\^t^^7V^—^- 

/VO-2, 4-my^i^f/^f;K5. 42g, 82%)£@#:£bT#7t 0 
[0597] 'H-NMR (400MHz, CDC1 ) 5 :2. 78 (3H, s), 3. 89 (3H, s), 7. 47 (1H, d, 

3 

J = 8. 5Hz), 7. 84(1H, s) , 8. 07(1H, d, J = 8. 5Hz) . 
ESI-MSm/z : 223 (M + H) + . 
[0598] 3) 5- (6-^^VV-3-fc°y yt?~A') -1- (3-tTU V7V) -lH-tT^ /V-3-#/l^V 

4- (6-^/V-3-t°y^v ? ^/V)-2, 4-v > ^-^y^^^^-/V^^/V(5. 42g) 
<D*9S'—JV (140ml) ^®-e###'!l32(D3-tKyv ; /t 0 yv ? ^(3. 00g)£r 

o Hid, 2ml)^Px.24B#r H 1»M^Eb7t 0 SJ&MKIN*^ 
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-C*tMb5- (6-p*^VV-3-fc°y^v^VV) -1- (3-t°y v^/k) -lH-t 0 ^y — 
/V*Vi^f^^r/K2. 98g, 41%)£r@ft:£LT#fc 0 
[0599] 1 H-NMR(400MHz, CDC1 ) 8 :2. 73 (3H, s) , 4. 00 (3H, s) , 7. 32-7. 43 ( 

3 

3H, m), 7. 46 (1H, d, J = 8. 7Hz), 7. 86-7. 92 (1H, m) , 8. 53 (1H, d like 
, J = 2. 5Hz), 8. 62(1H, dd, J = 4. 9, 1. 5Hz) . 
FAB-MSm/z : 296 (M + H) + . 
[0600] 4t)ffiBft&m 

5- (6-^vV-3-fc°y^v^/V) -l-(3-try -lH-fcT 9>^— /V-3-#/l^V 
^f;Vx^;V (2. 98g) (D^h^tK^^ 7 ^^ (20ml) t\> ( 100ml) ?M^I§ 

lN7K^k^hy^7K^(25ml)^^nm40°C-e6B#^^#b7> o 

iNiftfifoK?S?reSH4(pH4)^U S^^^MiiTS^Ut^fcaS^^ 
ai^ai— ^Srjfebpb, WmUfc@#&tt&l^ffite^(2. 84g, 

[0601] X H-NMR (400MHz, DMSO-d ) 8 :2. 61 (3H, s) , 7. 50-7. 57(2H, m) , 7 

6 

. 68(1H, d, J = 8. 6Hz), 7. 85-7. 92(1H, m) , 7. 96(1H, d, J = 8. 6Hz), 8 

. 56(1H, d like, J = 2. 4Hz) , 8. 62 (1H, dd, J = 3. 4, 1. 5Hz) . 

FAB-MSm/z : 28 2 (M + H) + . 
[0602] [###!J62] 5- ( 1-^f ;k-lH-t°n- /V-3-^f/V) -1- (3-t°U vW) -lH-fc 0 ^ 

— /V- 3-7J/Vtf:V^3^/l^;*7VV 
[0603] Mk72] 




[0604] 3-T-fe^vV-l-^/Vfc°n— /Ml. 20ml) ^h^tKn^^ (10ml) -7 

8°c^siry^ , >^t^(hy^/^y/HT^K(i. o M©Th7tKn77y)§t, n 
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[0605] 



[0606] 
[0607] 



[0608] 



[0609] 
[0610] 



. lml)^«TbfCo £CJ£$^30^Jf#fL i/~VWli?^/V(2. 06ml) £^TU 

(1. 30g), mm(635nl), RTI^/—/V (50ml) ^nx.l60#^»M^bf' o ^ 
S^^3-tK9v ? yt°yv ? ^(650mg)^ii*PL, 3f^F^P!f&l#fEUc 0 SJ^ 

^u^htitcmm^m^mTkm^-hv^j^Tkmm cioomi) , * (somi) . Rxim 

^^-/KioomD^Px., 7KS^i^-et&?P$^#^b^o M^tKS^^ 

^■Mx-mmu mm^m (747ms, 25%)&mi£bL,xmn 0 

'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 2Hz), 3. 59 (3H, s) , 4. 

3 

44(2H, q, J = 7. 2Hz), 5. 88(lH, dd, J = 2. 7, 2. OHz) , 6. 43(1H, t, J = 2 

. OHz), 6. 52(1H, t, J = 2. 7Hz) , 6. 92(1H, s) , 7. 39(1H, dd, J = 8. 2, 4. 

8Hz), 7. 85 (1H, ddd, J = 8. 2, 2. 4, 1. 7Hz) , 8. 65 (1H, dd, J = 4. 8, 1. 7 

Hz), 8. 72(1H, d, J = 2. 4Hz) . 

EI-MSm/z : 296 (M + ) . 

[#3f#!|63] 3-fcK9vV-6-^/Vfc°IJ^vV 

Mk73] 



3-^nn-6-^^-/Vt 0 Ui^^(3. OOg)(D^/— /V(45ml)!^M^ fcK9S^— 

^K^p^(45mi)^p^.2. 5B#p H wpi^M^brt 0 Kfomm^mzTmiziM 

hfitLm^Jk^^^f^xi-^Y^y^— (^nn/jK/VA-^^y— /v-tK (7*f 3*fl) <D 

rmu^-mm)-vmm^mmih^m(2. 35 g , 8i%)£@#:y^c#fc 0 

'H-NMR (400MHz, DMSO-d ) 8 :2. 39 (3H, s) , 4. 20 (2H, br) , 6. 94(1 

6 

H, d, J = 9. 3Hz), 7. 18(1H, d, J = 9. 3Hz) , 7. 64(1H, br) . 
ESI-MSm/z : 1 25 (M + H) + . 

[# #0!|64] 1- (6-^/V-3-t°Vyi?=-/P) -5- (5-^^-/V-2-t°y vVV) -lH-t° 
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9>^— /V-3-#/l^V6l 
[0611] [^74] 




[0612] 1) 1- (6-^^-/V-3-t°U ^~/V) -5-(5-^/V-2-fc°y vVk) -lH-fc 0 ^— /V- 

###!|35(D2) (D4-(5-^^-2-t°y v ? /V)-2, ^^^y^^^/Vnz^ 
7vK3. 54g)^##^!j63cD3-tK9v ; y-6-^/Vt 0 y^v ? ^(l. 87g)(D^y— 
/K71ml)^^, ^?a-e^(4. 31ml)^Px.l5B#r»^jl^bfc: 0 Hfc, KJ£ 

^qp^M-^ixf/V) -e»Mbl- (6-^^/V-3-t°y ^v^/V) -5- 
-2-t°yv ? /V)-lH-t 0 7^^-/V-3-^7/V#V^ni^-/V3i^/V(l. 13g, 23%) 

[0613] 'H-NMR (400MHz, CDC1 ) 5 :1. 41-1. 44 (3H, m) , 2. 32 (3H, s) , 2. 72 

3 

(3H, s), 4. 43-4. 48 (2H, m) , 7. 18 (1H, s) , 7. 46-7. 56 (3H, m) , 7. 98 ( 
1H, d, J = 8. 8Hz), 8. 21 (1H, m) . 
EI-MSm/z : 323 (M + ) . 

[0614] 2)mmt&m 

l-(6-^^-/V-3-t 0 y^^/V)-5-(5-^^/V-2-t°yv ; /V)-lH-t 0 9y— /V-3 
-#/V/FV^^vV^^/V(l. 12g)£rfflV>T, 0^M9<DBm) <D4) tm^<D^m 
X*mmik&W(0. 759g, 74%)£0#:£L-C#fc o 
[0615] 'H-NMR (400MHz, DMSO-d ) 8 :2. 27 (3H, s) , 2. 67 (3H, s) , 7. 32 (1H 

6 

, s), 7. 64-7. 69 (2H, m) , 7. 81 (1H, d, J = 8. 8Hz), 7. 94 (1H, d, J = 8. 8 
Hz), 8. 15-8. 16 (1H, m), 13. 16 (1H, s) . 
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EI-MSm/z : 295 (M ) . 
[0616] [#%#!|65] 5- (6-^h^>-3-fc°y ?*?~A>) ~1~ (3-fcTJ -lH-fcf 9^ A— 

[0617] Mb75] 




[0618] 1) S-^hdrv-fcWvV 

tK^#HMT^ ^&^3-^nti-6-^h^ey^vV(30. o g )(D^y— /K200 

ml) 10%>*92*? (wet. , 3. 12g) mmWtWVfc 0 

h^^-C^^/^-eW^bs-^h^^yy^de. 3 g) 71%)^^^ 

[0619] 1 H-NMR(400MHz, CDC1 ) 8 :4. 14 (3H, s) , 6. 98 (1H, d, J = 9. OHz), 7 

3 

. 37(1H, dd, J = 4. 5, 4. 4Hz), 8. 84(1H, d, J=4. 4Hz) . 
[0620] 2) 3-^H¥'>try^^-l-^¥->K 

3-^b^tWy(16. 2g)<Dv ? ^cm^?^ (300ml) Wwti^ mWVM^tm- 

27g)<D*( 100ml) ffi&&M£X15&mfflfcUt<> HlCj&fP^BMc^^hy^* 
^^JET^*b3-^h^t°yy^-l-^-=¥^K(15. 8g, 85%)2r@#:£L 
[0621] 'H-NMR (400MHz, CDC1 ) 8 :4. 02 (3H, s) , 6. 66 (1H, d, J = 8. 5Hz), 7 

3 

. 48(1H, dd, J = 8. 5, 5. 9Hz), 7. 92(1H, d, J = 5. 9Hz) . 
[0622] 3) 6-^7/-3-^h^^t 0 y^^y 

3-^hdf.^t 0 y^W-l-^^K(9. 89g)RXfi?^/Vmm(9. 45ml) ©i^i 
^80°C-eiB#^m#LfCo H^t-1, (100ml) &J)\\X., 0<C 
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•Vi/Tl/1k#VVM8. 77g) (DTK (30ml) ffi&&titt%.. mUV4. 5R#[igif #Lfc 0 R 

T/-3-*h^>t°V^i»(8. 74g, 72%)&mfot\^Xntc 0 
[0623] 1 H-NMR(400MHz, CDC1 ) 8 :4. 24 (3H, s) , 7. 09 (1H, d, J = 9. OHz), 7 

3 

. 68(1H, d, J = 9. OHz). 
[0624] 4) 3-T^"f-;V-&-^Y^^V^^> 

6-^Ty-3-^h^-^t°y^v ? >-(5. 61g) (D^xf;vx- ^/V(lOOml) ^^i?V 
(20ml)?M^*t-, -lO^^Ta^b^/W^^-MO. 84M0v?xf^ 

^—^r/vMw, 60mi)^t^i^iTu mnmxmmmwi.f' 0 Rf^m^o°cxi 
N^^7k^^nx.^tt(pH4) tv^mvtco Tkm&mufcmTkm^-bvv^TkM 

>xmmu &tttc^mm$$&fa-&i&7kx*ffi&u m7Km.m^-bv^^x^mvtc 
o mm, mm^mmr^u^hfitmm^v^^^^^ri^Y^yy^-i. 

g^^^-/V — ^1^)Tl*ML3-Ti?^/V-6-^h^i/fcWvV(3. 82g, 61%) 
[0625] 'H-NMR (400MHz, CDC1 ) 6 :2. 82 (3H, s) , 4. 23 (3H, s) , 7. 06 (1H, d, 

3 

J = 9. 3Hz), 8. 04(1H, d, J = 9. 3Hz) . 
FAB-MSm/z : 1 5 3 (M + H) + . 
[0626] 5)4-(6-^h^r^-3-t°!;^> ? ^/V)-2, 4-^^y^^^^^/V^^^/V 
3-T^/V-Q-^^\f])^J>^{3. 82g) <Z>-7"h7fcPW7^ (100ml) 
-78°CCy^-^lf^(hy^/^>y/V)T5K(l. OM^h^tK^:^^^ 27ml 
)^»LlR#rHljf#Lfc 0 SJ£^-78rT->^^i^:fvW5. 9g)(D^h^tKn 
^7^(20ml)|»»M, 0°CX2mmmWi,fc o BtJ&^*£^^vV— 

^hy^i^^u^ ^^j±T@^b4-(6-^h^^-3-t°y^v?^7v 
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)-2, 4-v^^y:7^^;^/V:3^7vK5. 38g, 90%)3r@ffc£LT#fc o 
[0627] 'H-NMR (400MHz, CDC1 ) 8 :3. 93 (3H, s) , 4. 26 (3H, s), 7. 12 (1H, d, 

3 

J = 9. 3Hz), 7. 86(1H, s) , 8. 15(1H, d, J = 9. 3Hz) . 
ESI-MSm/z : 239 (M + H) + . 
[0628] 6) 5-(6-^h^-3-fc°y^— JV) -1- (3-t°y vVV) -lH-f tV /^3-*/V# 

4-(6-^hdr^>t°y^v ; ^-3— T/V)-2, 4-^^y7^y^y^vV^7TVV(5. 38 
g)<D^7— 7V( 150ml) ^?a-e##^!|3203-tK7v ? yt°y> ? >'(2. 82g) 
^»L45^MM^Lfc 0 KJ^IS^^(5. 2ml) £«]L14I^MM»ftLfc 
o KJ^^im^^T-hy^^lR-e^fPU SJSSS?^KSr«£Ee* 

-?uu^/vj*) -e*tML5- (6-y -i-(3-t°y^/v) -m-t° 

7^-3-*;^V^f /Vxxt/V (0. 348g, 5. 0%) ^@#:i:L-C#7t 0 £7c, 
|^C^^mL^^-W^^^Mi±T@5feU5-tKn^^-5-(6-yhdr^-3 
-t°y jf*J^/V) -1- (3-t°y vvV) -4, S-vWn-lH-fc^y*— /V-3-#/V#V^y 
^•/V3i77"/V(3. llg, 44%)£T^/K7x7£LT#fc 0 

[5- (6-y h^f iy-3-t°y yv-/v) -l- (3-t°y *?;v) -m-t^y— /w3-*/i^y 

[0629] 'H-NMR (400MHz, CDC1 ) 6 :3. 99 (3H, s) , 4. 13 (3H, s) , 7. 00 (1H, d, 

3 

J = 9. 1Hz), 7. 31 (1H, s), 7. 37-7. 46 (2H, m) , 7. 86-7. 92 (1H, m) , 8. 
54 (1H, d like, J = 2. 0Hz) , 8. 63 (1H, dd, J = 4. 9, 1. 5Hz) . 
FAB-MSm/z : 3 1 2 (M + H) + . 

S-tKn^v^-5- (6-y hdr^-S-fcWv^/V) -1- (3-t°y v7V) -4, 5-v^Rn-l 

ESI-MSm/z:330(M + H) + . ] 
#fe^5-tKn^^-5-(6-yh^v/-3-t°y^v ? ^/V)-l-(3-t 0 yv ? /V)-4, 5- 



WO 2005/063737 



133 



PCT/JP2004/019582 



v^Kn-lH-fc 0 ^;/— ;V-Z-Jj;V°!$1/^J.?-;V^7st;V (2. 88g) O^nn^y (8 
Oml))§Ki-^ ^a-eMJ^/i^T^^(3. 04ml), ^fb^^/M}WV(l. 35ml), 
RTf4-(i>^/VT*J)t°Vi?^(0. lllg)^»L2. 5B#^^f#Lfc 0 

-fe h^-^nn/jvViO -eWML5- (6-^ hdr^-S-t^^v^^/V) -1- (3-t°y v?/V) -1 
H-t 0 9y^/V-3-^7/V^V^^-/V^^/v(i. 558g, 57%) ^0#:i:LT#7t o 
[0630] 7)f|f|I^'B^ 

5-(6-^h=¥v--3-fc°yyv ? ^/V) -l-(3-fc°y vVV) -lH-tf^y /V-3-#/MFV 
fib^^/^^/KO. 399g)(D^^tKn^^(5ml).^y— /Kl0ml)^.^(5 
ml)*g^i§i&^ TK^^y^^A— 7k^P^(62mg)^ML, 4O°C-ei0#^^#b 

4£&®(0. 303g, 80%)Sr@^b-C#fCo 
[0631] X H-NMR (400MHz, DMSO-d ) 8 :4. 00 (3H, s) , 7. 34 (1H, d, J = 7. 8Hz 

6 

), 7. 49 (1H, s), 7. 53 (1H, dd, J = 4. 8, 7. 8Hz), 7. 86-7. 91 (1H, m) , 7 
. 99(1H, d like, J = 9. 3Hz), 8. 60(1H, d, J=2. 0Hz) , 8. 64(1H, d like, 
J=4. 8Hz). 

FAB-MSm/z : 298 (M + H) + . 
[0632] [##^66]l-(6-^h^r^-3-t 0 yv ? /k)-5-(lH-t:°n— /k-3-^/V)-lH-t 0 ^y 

— /V-3-^7/V#V^ 
[0633] [>fb76] 



[0634] l-[l-(^^^/V^/V*^/V)-lH-t:°n— ;W3-^]-l-x^/y(lO. 7g)£r>" 



H 
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a$rI*5*x.^vK8. 60ml). RXFJ^V^MbV^/WJA^TSFil. OMcD^b^ 
KYxrr^sffiei, 46. 3ml)^fflV>T, ##$|36<£>3) irIH#<D^-e4-[l-(^ 
^vK*/k^-/k) -lH-t°n— ;W3-^]-2, 4-v ? ^-^y^^^^^^/^^^/k ( 
12. 4g)^@#:^L-C#fc 0 ^©^yixf;vx^T;^(4. OOg) <D^#S— /k(5 
0ml) ##^2<D5-tK^>V-2-^h^yt°yv^(l. 90g)£g^(3. 91ml 

)Sr^fi-Cin^ «W3l^tLfc 0 JSfc, SJS«ti2iai4&gfe(l. OOml) ^Px.6 0 M 

y^*^»*&i^^^/^;!jp;i^u ^M^^^hy^A-e^ 

^^hy^(816mg)^JP;i, 30#^*l#Lfc o S^^^7K(20ml)^P^ 

m^yv^^f^^^^b^^^— (y?un^i/^mwi^/v) -c*f $gu i-(6 

-^h^">-3-t°y *?~;V) -5- (lH-t°n— /V-3-^T/V) -lH-fcf^ /V-3-#/Vtf= 
^^/Va^-TVV (210mg, 5%) ^#fc 0 
[0635] X H-NMR (400MHz, CDC1 ) 6 :1. 41-1. 44(3H, t, J = 7. 1Hz), 3. 98(3H 

3 

, s), 4. 45 (2H, q, J = 7. 1Hz) , 6. 04-6. 09 (1H, m) , 6. 57-6. 60 (1H, m) 
, 6. 73-6. 76 (1H, m) , 6. 80(1H, d, J = 8. 8Hz), 6. 95 (1H, d, J = 0. 7Hz) 
, 7. 66(1H, ddd, J = 8. 8, 2. 7, 0. 7Hz), 8. 25(1H, d, J = 2. 7Hz), 8. 34( 
1H, br s). 

FAB-MSm/z : 3 1 3 (M + H) + . 

&mmi¥<Dm<D7kmfab$rMi,tcmfc&mifru mm\&m(x. eo, 4i% 

[0636] 'H-NMR (400MHz, DMSO-d ) 8 :3. 89 (3H, d, J=l. 5Hz) , 5. 82 (1H, d 

6 

, J=l. 5Hz), 6. 53(1H, d, J=l. 5Hz) , 6. 61 (1H, s) , 6. 66-6. 73(1H, m 
), 6. 88 (1H, dd, J = 8. 8, 1. 0Hz) , 7. 70(1H, ddd, J = 8. 7, 1. 5, 1. 5Hz) 
, 8. 16-8. 20(1H, m), 11. 14(1H, s) . 
FAB-MSm/z : 285 (M + H) + . 
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[0637] [###!|67] 1- (6-^h^riy-3-\l°V^^ ^) -5- (5-/^/V-2-fc°y v7V) -lH-tf 
[0638] [>ffc77] 



[0639] 1 ) 4- ( 5-p<^7V-2-t°y vVV) -2 , A-^^yy^^m^^^^T^ 

i-yyyj**v^v(4. 74 g )(D^y— /v( 200ml) ^(c, mn^y^ym^^ 
5-^^/v-2-t°y> ? /v)-2, 4-^y^yi^f;^r/v(7. 3i g , 75%) £r 

[0640] 'H-NMR (400MHz, CDCl ) 8 :2. 46 (3H, s), 3. 92 (3H, s), 7. 58 (1H, br 

3 

), 7. 70(1H, dd, J = 8. 06, 1. 83Hz), 8. 08(1H, d, J = 8. 06Hz) , 8. 54(1 
H, d, J=l. 22Hz). 

[0641] 2) l-(6-^nd-3-fc°i;^^7V) -5- (5-^^VV-2-fc°!J v>/V) -1H-If — ;W3 

4-(5-^vV-2-t°yv7V)-2, 4-v ; ^-dry^>'^^/V^^/V(3. 34g)(D^ 
^7— /V (200ml) 3-yT3T3-6-fcK^yt°y^^(2. 6g)^Px.l. 5B#ffi 

*f;V?J7J>.7Ti^W774— (^-f-ls-ffim^/^) "CJfitjKU l-(6-ytnn-3-fc° 
y ^v? - /V) -5- ( 5-^ ^/V-2-t°U vVV) -1 H-tT^y /W3-^y|Mf^ 
*7VV(4. 08g, 82%)^@#:i:bT#7t 0 
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[0642] 'H-NMR (400MHz, CDC1 ) 8 :2. 33 (3H, s) , 4. 00 (3H, s) , 7. 20 (1H, s) 

3 

, 7. 58 (2H, m), 7. 68 (1H, d, J = 8. 91Hz), 8. 08 (1H, d, J = 8. 91Hz), 8. 
22 (1H, s). 

ESI-MSm/z : 330 (M + H) + . 

[0643] 3)mM4t&m 

^-hy^A^h^>K(l. 3g)<D^/—/V(100ml)MWiK. ^?M.-ei-(6-^na-3- 

t°y^v^/v) -5-(5-^^/v-2-t°y^/v) -iH-t°7y^;v-3-^;v#v^f/v 

rc^/V(4. 08g)^Px.69NF^^#bfCo SJS$*KS*^V^— "T/Vt^MTL 

^^-e^bfco atsu«.«^s«£ETe*usjB^'a^»(3. o g , 78%) &m 

[0644] 'H-NMR (400MHz, CDC1 ) 8 :2. 35 (3H, s) , 4. 10 (3H, s) , 7. 15 (1H, d, 

3 

J = 9. 28Hz), 7. 23(1H, s) , 7. 51 (1H, d, J = 7. 93Hz), 7. 60(1H, d, J = 7 

. 93Hz), 7. 96 (1H, d, J = 9. 28Hz) , 8. 32 (1H, s) . 
[0645] [##0!I68] 1- (6-^h=3ri/-3-t°y vvk) -5- ( l-^/V-lH-fc°n— /V- 3--f /V) - 

1 H-fc°7^^-/^-3-^7/V^V^ 
[0646] Mb78] 



[0647] l)l-(6-^hdr^-3-t°yv ? /k)-5-(l-^^/V-lH-t°n— /V-3-^/V)-lH-t°7 
/V-3-^7/V^V^^^/Vrc^/V 
3-T-fe^-/V-l-^^-/Vt°n— /V(l. 2ml) C07^h7tKn^7^ (10ml) ^-S^, -78 
°C^Ty^^^t^(hy^/V^y/V)T5K(l. OMO^^tKn^V^, 11. 1 
ml)^MTL30^Wm#brt o Rl&m\&=*&m?x.'?M2. 06ml)^«Tt, m. 

)£g*gfe(0. 6ml)^t^^y— /K50ml)SrJn^ 180#rWf^M^bfc o S 



MeO 




N 
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t°!J^7V) -5- ( lH-tfn— -lH-t°^y"— /k-3-^77V^V^ 
xf;Vx^f/K2. 45g, 73%) £«^£L-C#fc 0 
[0648] 1 H-NMR(400MHz, CDC1 ) 8 :1. 41 (3H, t, J = 7. 20Hz), 3. 59 (3H, s) , 3 

3 

. 98(3H, s), 4. 43(2H, q, J = 7. 20Hz), 5. 91(1H, dd, J = 2. 81, 1. 83Hz) 
, 6. 41 (1H, t, J=l. 95Hz), 6. 51 (1H, t, J = 2. 32Hz), 6. 79(1H, d, J = 8 
. 79Hz), 6. 90(1H, s) , 7. 65 (1H, dd, J = 8. 79, 2. 69Hz) , 8. 25(1H, d, J 
= 2. 32Hz). 
[0649] 2)WMit^ 

1- (6-^hdriy-3-t°y vW) -5- ( l-^/V-lH-t°n — /V-Z-^/V) -lH-fc 0 ^ 
— ;v-3-3j;VT$.i/^^/v^7sr;i< (2. 45g) (DTh^Ww?^ (30ml) MMMffli 

wt*?*i^^mkuto mm. mm^m&rm^u mm&mi\. 53 g , e 

[0650] X H-NMR (400MHz, DMSO-d ) 8 :3. 54 (3H, s), 3. 91 (3H, s) , 5. 78 (1H 

6 

, dd, J = 2. 69, 1. 83Hz), 6. 68(2H, m) , 6. 84(1H, s) , 6. 95(1H, d, J = 8 
. 79Hz), 7. 77(1H, dd, J = 8. 89, 2. 69Hz), 8. 23(lH, d, J = 2. 69Hz) , 1 
2. 81 (1H, br). 
EI-MSm/z : 299 (M + ) . 
[0651] [###!|69] 1- (6-*h*cis-3-t?V *J/V) -5- (5-^/l^-2-tT9^/V) -lH-fc^ 
:A- /V-3-#/l^V^ 
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[0652] Wb79] 




[0653] 1) 1- (6-^h^V-3-try vVV) -5- ;W-2-t°7^^/V) -lH-tf^— /W3 

#%#"!I36C03) (D4-(5-^/V-2-fc°^^/V)-2, 4— ^^y^l'gfcx.^yVcr 
X7VK7. 32g)^#%f?!l2(D5-tK9> ? y-2-^h^t 0 yv ? >'(4. 31g)££rfflwr, 

##^t|4904) tl^o^fe-e, i-(6-^h^i/-3-fc°y^/v)-5-(5-^vv-2-fc° 

^^-/V)-lH-tf9^— ;l-3-^;^y||xf;i/3^7 1 ;W(4. 80g, 46%) 
[0654] 'H-NMR (400MHz, CDC1 ) 8 :1. 41-1. 45 (3H, m) , 2. 57 (3H, s) , 3. 96 

3 

(3H, s), 4. 44-4. 49 (2H, m) , 6. 79 (1H, dd, J = 8. 8, 0. 7Hz) , 7. 33 (1H 
, s), 7. 68 (1H, dd, J = 8. 8, 2. 7Hz) , 8. 10-8. 11 (1H, m) , 8. 36 (1H, m) 
, 8. 54(1H, d, J=l. 5Hz). 
FAB-MSm/z : 340 (M + H) + . 

[0655] 2)wm#&m 

1- (6-^h3^-3-fc°y -5- (5-7^/V-2-fc°7 v 5 — /V) -lH-fc 0 ^— 

-C, 43g, 87%)^@^LT#/io 

[0656] 'H-NMR (400MHz, DMSO-d ) 6 :2. 50 (3H, s) , 3. 90 (3H, s) , 6. 90 (1H 

6 

, d, J = 8. 8Hz), 7. 47(1H, s) , 7. 76(1H, dd, J = 8. 8, 2. 7Hz) , 8. 19(1H 
, d, J = 2. 7Hz), 8. 41 (1H, m) , 8. 85(1H, d, J=l. 5Hz) , 13. 12(1H, br 
s). 

FAB-MSm/z : 3 1 2 (M + H) + . 
[0657] [###!|70] 2-75/-l-7;Vtn-2-(7/Vtn^^) 7*n^yiSJi 
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[0658] Wb80] 

nh 2 -hci 

[0659] l)&ik3, 3'^i??nv\fs*v>(n> 

3, 3 , -v ? ^nntV^y^(49. 95g)©ift>fb^^/V(70ml)^Sr4l^raJPlW3B*K 

— 16mmHg)]-C*SSib^b3, 3-^0^0^(37. 36g, 68%)£r#fCo 
[0660] X H-NMR (400MHz, CDC1 ) 8 :1. 51 (3H, s) , 3. 80 (2H, d, J=12. 0Hz) , 

3 

3. 92 (2H, d, J=ll. 7Hz). 
[0661] 2)7y>fk3, 3* -*J"7 ;V3rxiy? /^n^ As 

*frffc3, S'-^nntV^n^dS. 0z)t7y4\&rVVJ>> (spray dried, 20. Og) 

(D^/^9^(50ml)^^200°C-e5. 5B#P^if#Uh 0 90°C;irC^UhgL h/V 

^^(30ml)^Px.SJ±^®(bpl05-113°C)-e*tMb, 7^3, 3'-v?7;Vtnt° 

^n^/Kh/^^ftJ{ci9%^^, 19. 34g)£#fc 0 
[0662] 'H-NMR (400MHz, CDC1 ) 6 :1. 35 (3H, d, J=l. 0Hz) , 4. 50 (1H, d, J = 

3 

9. 2Hz), 4. 58-4. 64(2H, m) , 4. 70(1H, d, J = 9. 5Hz) . 
[0663] 3)mfefc&& 

T/V=?V#H^,T. 7v4k3, 3'-v ? ^/V^-ntV^n/T/V(h/Vm>-^^, 19. 3g)£h 
y^/Vv-y /VTZ?V(2. 99ml) (30ml) ^fe80°C-e^^it#b^: o S 

S^^^^^(5mi)^px.60°c-em#r B m#bfc o KJSi8#fc«r* 

54mg, 16%)<£r#fc 0 

[0664] 'H-NMR (400MHz, CD OD) 6 :1. 36(3H, t, J=l. 8Hz) , 4. 51-4. 68(4 

3 

H, m). 

[0665] [##^!)71] 2-T5:/-l-^/V^-n-2-^^/V7°n/N^^^ 
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[0666] Wb81] 




[0667] 1) N-^Vv ? /V-2-T5y-2-^^/^-l-^ti/-?y— ;V 

2- T*/-2-^;V-l-zfns<;—/v{lO. Og) , ^yXT;>ftK(ll. 98ml), & 
I^p-h/V^^/k^^^dOmg) (D^<^V (300ml) |§^£r, f^-y^a^- ^ 

m&*?S—^ (200ml) KMMU 7K^T-e^T/^K^b^^^^-hy f >A(8. 89g) 

^;W2-T^-2-^f;Wl-7'o/V- /KlO. 36g, 52%) ^i#iLt#fc 0 
[0668] 'H-NMR (400MHz, CDC1 ) 6 :1. 15 (6H, s), 1. 86 (2H, br s) , 3. 35 (2H 

3 

, s), 3. 68 (2H, s), 7. 30 (5H, s) . 
[0669] 2)3^<^/V-4, 2, S-t^rtf T/-/V-2-t^v'K 

N-^<^v ? /V-2-T5:/-2-^^-/V-l-7 0 n^^y— /V(3. 32g) t^yynt>xf 
7VT^>{12. 6ml) ©^oo^y (50ml) SSRlC -20 < C?fr*PT*frfb^'~ /Kl 
. 49ml) ©^PP^y (5ml) SSRSr7^rad^tT«fTbfc«, 45#Hgj£#Ufc„ 

^-mm^/^-eWMU 3-^^-4, 4-i?^/V-l, 2, 3-^-dri^-^ry— 
/^-2-t^K(3. 91g, 94%)^0#:^bT#f' o 
[0670] 'H-NMR (400MHz, CDC1 ) 6 :1. 24 (3H, s) , 1. 45 (3H, s) , 4. 15 (1H, d, 

3 

J=14. 6Hz), 4. 20(1H, d, J = 8. 1Hz), 4. 27(1H, d, J=14. 6Hz), 4. 64 ( 
1H, d, J = 8. 3Hz), 7. 26-7. 42 (5H, m) . 
[0671] 3) 3-^<^v7V-4, 4-v^^vV-l, 2, 3-^T^^-T^—/V-2-^^Y 

3— ^vVV-4, 4-vW/V-l, 2, 3-t^tf7/-;V-2-t^fv'K(l. 92g)£ 
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mt^T^^i^W^O (5mg) (DTir h^hy/v (30ml) bfc (30ml) (DU&mWifc, 

f7/-/V-2-^^VK(l. 934 g) 94%)^^£LT#fc 0 
[0672] 'H-NMR (400MHz, CDC1 ) 6 :1. 30 (6H, s) , 4. 26 (4H, d, J=l. 2Hz) , 7 

3 

. 26-7. 44 (5H, m) . 
[0673] 4) N-- ^lyZy;v-2-T^J-l--7;v^rxi-2-^;vzfn/<iy 

Z-^.>V;V-4, 4->W/V-l, 2, 3-^U-^T^— ;V-2-^>K(l. 91g) 
(D^h^tKn^^(lOml)^m^, ifi^y^b?^^/^- ^(1. OM 
^h^tKn^^^, 15. 8ml)^px.3B#r^jt#bf' 0 RJS3S?RS:»£ETe*b 
i^JlfcaS^f^- 7vK30ml) ^#?U ^»HJ^IR^^®-e20%^ 
^^(10ml)^Px.^«#L/c o SJ^«^r7K^T, ^BteK*^hy^A^i<5 

l-^/V^-n-2-y^/V7°n/-?>'(700mg, 49%) &m#MhLrCfflto 
[0674] 1 H-NMR(400MH, CDC1 ) 5 :1. 16 (6H, d, J = 2. OHz) , 1. 39 (1H, s), 3. 

3 

73 (2H, s), 4. 26 (2H, d, J = 47. 9Hz), 7. 21-7. 37 (5H, m) . 
[0675] 5)WM4t&m 

N-^ls*y;V-2-T^;-\-7/VJrri-2-^;V-?xis<^ (690mg) (D^/—;V (20 

mi)^^, io%^7i?v^m.m(50xnf>)tmm&(ixn\)%M7L, *m(z. s^ue) 
7L*m{4. o^ji)#H^;T5o o c^6. mmmw\^tz. 0 ^fc^m&mrt^v* 

[0676] 'H-NMR (400MHz, CD OD) 8 :1. 37(6H, s) , 4. 42(2H, d, J = 37. 2Hz) 
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[0677] [###!J72] 5- ( f /V- 4-^fM -1- (6-y^VV-3-t°y *?fV 
[0678] Mk82] 




[0679] l)4-(l-^/k-lH-^^^V— 7V-A-s(jV)-2, A-V'^VZ? ^M^J^^T 
;V 

4-7tf;l^l-^f/WlH-^y — /V (0. 75g) ^v^y^v^^/V ( 1 . 64ml 
, 12. 08mmol)i^ffiV^. ##^36(^)3) ^|^#^?i-C4-(l-^/V-lH—r5: 
^/-/V-4-^)-2, 4-v ; ^-dpy^>'^^^-/Vrc^/v(i. I22g, 83%)£r@ 

[0680] 1 H-NMR(400MHz, CDC1 ) 8 :1. 39 (3H, t, J=7. 2Hz), 3. 79 (3H, s) , 4. 

3 

37(3H, q, J = 7. 1Hz), 7. 15(1H, s) , 7. 52(1H, s) , 7. 70(1H, s) . 
ESI-MSm/z: 225 (M + H) + . 
[0681] 2) 5- -1- (6-^/^-3-t°U vVV) -lH-fcT 
7/- /V-3-^7/k^V^3i^/krc^^/k 

4- ( 1-yf/Wl H-^^y /V-4--T/V) -2 , 4-^df-y ^^^^^^-/Vrc^ 
Ml. 12g) ^##FlJ31(D5-tK7> ? /-2-y^-/Vt: o yv > ^(676mg)(DlNi^^-^ 
M40ml)^^45OTMM^Uc o ytm/tvVi^f&fP^^kl^ 

n/JvKA)^1*ML5-(l-^/V-lH-^yV— /V-4--rM-l-(6-y^VV-3-fc° 
y vVk) -lH-t°^y — /V-3-^7/k^V^^^/^^^/V (705mg, 45%) 

[0682] 'H-NMR (400MHz, CDC1 ) 8 :1. 41 (3H, t, J=7. 2Hz) , 2. 63 (3H, s) , 3. 
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64(3H, s), 4. 44(2H, q, J=7. 1Hz) , 6. 64(1H, s) , 7. 15(1H, s) , 7. 27( 
1H, s), 7. 40(1H, s), 7. 78 (1H, dd, J = 8. 3, 2. 7Hz), 8. 54(1H, d, J = 2 
. 7Hz). 

[0683] 3)mmfc&%> 

/V-3-^7/V#V^^-/V^7-/K694mg) fafcMfcfby^A— i^wm (1 12 
mg)£«rfflVvC, #%^!|42(Z)5)^^|#<D^-e^a^^(444mg, 70%) ^0 

[0684] 1 H-NMR(400MHz, DMSO-d ) 8 :2. 54 (3H, s) , 3. 61 (3H, s) , 6. 96 (1H 

6 

, s), 7. 17(1H, s), 7. 37(1H, d, J = 8. 3Hz), 7. 59(1H, s) , 7. 77(1H, dd 
, J = 8. 3, 2. 7Hz), 8. 47(1H, d, J = 2. 4Hz) . 
ESI-MSm/z : 284 (M + H) + . 
[0685] [###!|73] 5-(5-^T/-2-t°U^/V) -1- (3-t°U^/V) -lH-t°7/" 

[0686] [>fb83] 



NC 




[0687] A^) 

1) 5-(5-tKndr>/-2-t°y v^/V) -1- (3-fc°y^/V) -lH-t 0 ^y /W3-^y 

##$| 1 8C02) CO 5- ( 5-^^/1^^ v^-2-t°U vVk) -1- (3-fcTy^/VO -lH-fc° 
7y-/V-3-*^#Vixf^x7r/V (4. 63g) (O^J^-JV (46ml) ^gj^c^ 
/V(46ml)^^, 10%s<7i??J>>-i%m(4. 63g)^Px.. ^K##^T^a-e6B# 

2-t°y vvv) -l- o-try vvv) -m-t^y*— /v-3-#/i^v@|:^/i^;x-7vv (3. 

48g, 97%)Sr@^UT#^o 
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[0688] 'H-NMR (400MHz, DMSO-d ) 6 : 1. 32(3H, t, J = 7. 1Hz) , 4. 33(2H, q 

6 

, J = 7. 1Hz), 7. 20-7. 25(2H, m) , 7. 49(1H, dd, J = 8. 2, 4. 8Hz), 7. 55 
(1H, d, J = 8. 5Hz), 7. 76-7. 79 (1H, m) , 7. 93 (1H, d, J = 2. 9Hz), 8. 49 
(1H, d, J = 2. 7Hz), 8. 58-8. 60(lH, m) , 10. 31 (1H, br s) . 
FAB-MSm/z : 3 1 1 (M + H) + . 
[0689] 2)l-(3-t o y^/V)-5-(5-hy^/V^n^^^/V*^/V^^-2-t o yv > /V)-lH- 
t°7yWV-3-#/V/FV@^^/V3i;*^vV 

T/v=*V#B^Cl% 5-(5-tKn^v--2-fc°y -J;v) -l-(3-fc°y -J;v) -iH-t°5^ 
— ;V- 3-^7/V^V^^^/V^^/V (3. 47g) ©^nn^^y (69ml) £t°y>V (23 
ml)^^^ N ^a-eM7Khy^/^n^^/V^^(2. 26ml)£MTfL 85 

-Clft&Ufco ^jET^^*b#^7ta^?r^y^y/^7A^ti^h^ 
7^^— (^lxf;^nn*;l/A) (3-t°y^/V) -5- (5-hy^/^n^ 

^ ^/VsJwl^r i/-2-£°V i?/V) -lH-t a 7/-/W-3-^;V^Vtxf-;Vx^T 

/K4. 95 g , •mAm^mi^t\^xmc 0 

[0690] X H-NMR (400MHz, CDC1 ) 8 :1. 42-1. 45 (3H, m) , 4. 45-4. 50 (2H, m 

3 

), 7. 35 (1H, s), 7. 38-7. 42 (1H, m) , 7. 59-7. 61 (1H, m) , 7. 67-7. 70 
(1H, m), 7. 79-7. 82 (1H, m) , 8. 41 (1H, d, J = 2. 7Hz) , 8. 56 (1H, d, J 
= 2. 4Hz), 8. 65 (1H, dd, J=4. 6, 1. 5Hz) . 
FAB-MSm/z : 443 (M + H) + . 
[0691] 3)WM4t&yo 7;Vd>#H^T, i/T>-^hyn-^VK*X(14. lg)^h^^ 
(hy^^/V/^^^/^v^AtO) (19. 4g)<Dl, 2-v^nn^^ (133ml) ^1 
W^2Bf^^PB3S^tU^: 0 S^^l-(3-t°y> ? /V)-5-(5-hy^/^ti^^ 
/V/J^/V^v^-t'y -lH-t 0 7^^-/V-3-^7/V^V^^^/V3i^/V (4. 
94g)<Dl, (109ml) M^«Tf, lS^MM^Uto 

mf^rmm^m^u^hnt-mm^j^^^y^^h^yy^— mm* 
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^P/V-^n n/JvWO -&f8MLG- (5-^T/-2-fc°y vVv) -1- (3-fc°y vvV) -lH-fcf 
fcRn:7^ (87ml) ^&^7k^y^<7^— TkftJ^ (0. 470g)(D7K(43 

/BfclN:!fifife*a89ft(ll. 2ml)^Px.^M. /V-^nn^/l^U^iCOM 
^^^PX.^b,^S^^^ffT^*b^S^^(2. 52g, 77%) £ 

[0692] 'H-NMR (400MHz, DMSO-d ) 8 :7. 50-7. 54(1H, m) , 7. 62(1H, s) , 7 

6 

. 85-7. 87 (1H, m), 8. 04 (1H, d, J = 8. 3Hz), 8. 41-8. 44 (1H, m) , 8. 58 
(1H, d, J = 2. 4Hz), 8. 65(1H, d, J = 4. 6Hz), 8. 80-8. 81(1H, m) , 13. 2 
3(1H, s). 

FAB-MSm/z : 292 (M + H) + . 
BSO 

[0693] l)2-TW/V-5-^7Vt°yvV 

3-^Tyt°U^(3. 12gh t7Mf>m(6. 23ml),Rt«li8NR(l. 27g)<Dv^cm 
*iry ( 1 50ml) £tR ( 1 50ml) ^fiT^/i-^y rnjftMfeT^^^^A (10. 

3g)£#=* fc^&fco m&ffi&MfcT. «KBI(3. 2ml) fclfc&qU 40°C^?1. 5 

^nn^y^Jp^mL^ ^JB£M*a^by!7^T*i&#LfCo ttS'JgL 3$ 

^*y-y) -?WM^2-T±^JV-5-i/Tyt°Vi» (903mg, 21%) Sr@#r^Lr# 

[0694] 'H-NMR (400MHz, CDC1 ) 6 :2. 75 (3H, s) , 8. 13-8. 16 (2H, m) , 8. 95 

3 

(1H, d, J=l. 2Hz). 
[0695] 2)4-(5-v^T/-2-t°yv ? /V)-2, 4-^^y7^yixf ;Vx^t^ 

2-T^/V-5-v'Tyt°yv ? ^(900mg) b>a|>i^xf/V(l. 67ml) £^fflV>T 
, ##^!|36(D3)^^#(D^^-e4-(5-^Ty-2-t 0 yv ? /V)-2, 
^^/KxXtvKI. i88g, 78%)3r@#:£b~t#fco 
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[0696] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 4. 42 (2H, q, J = 

3 

7. 1Hz), 7. 69 (1H, s), 8. 18 (1H, dd, J = 8. 2, 2. 1Hz) , 8. 26 (1H, d, J = 

8. 1Hz), 8. 98 (1H, s). 

[0697] 3) 5-(5-^77-2-t°!J^) -1- (3-t°U^/V) - lH-tT^— /V— 3-#/Vtft>^^ 

4- (5-i/T7-2-t°yv > /V)-2, 4-^^y^y ^^^^Vl^^TVV ( 1 . 72g)i:# 
#F(J32(Z)3-tK7v ; yt o y^>'(0. 92 g )&SrfflWr, ##0J72<D2) £|^#<D;fr?grC 

5- (5-vTy-2-t°y vVv) -1- (3-t°y vVv) -iH-t 0 7y^-/v-3-#/v^v^^ 

;kx^r;Kl. Olg, 45%)£@ft:£LT#fc 0 
[0698] 'H-NMR (400MHz, CDC1 ) 8 :1. 44 (3H, t, J=7. 1Hz) , 4. 48 (2H, q, J = 

3 

7. 2Hz), 7. 41-7. 43(1H, m) , 7. 42(1H, s) , 7. 61 (1H, d, J = 8. 1Hz) , 7 
. 82(1H, d, J = 8. 1Hz), 8. 00(1H, dd, J = 8. 2, 2. 1Hz) , 8. 54(1H, d, J = 
2. 7Hz), 8. 67-8. 68 (2H, m) . 
[0699] 4)mMtt&® 

5- ( 5-i yry-2-t°y vvv) -1- ( 3-t°y vvv) -1 H-t o ^y 

^-/V^tvV (5. 69g) fafcgfcffcy^A— jfcjfoijfe (823mg) >-C###!|72<Z) 
3)iNi©77ffit«^(5. 19g, 5£*l^j)£@#:£LT#7t 0 
[0700] 'H-NMR (400MHz, DMSO-d ) 8 :7. 53 (1H, dd, J = 8. 1, 4. 9Hz), 7. 63 

6 

(1H, s), 7. 87(1H, d, J = 8. 3Hz), 8. 05(1H, d, J = 8. 3Hz), 8. 44(1H, d 
d, J = 8. 3, 2. 2Hz), 8. 59 (1H, d, J = 2. 4Hz) , 8. 65 (1H, d, J = 4. 6Hz) , 8 
. 82(1H, d, J = 2. 2Hz). 
[0701] [###!J74] 5- (4-^7/7i^/V) -1- (3-tTU vvV) -lH-fcW /^-3-#>M? 
^m^/lo^vv (##^[|24(D3) tf>Brjj&^) 
1) 4- (4-iXTyy^^/V) -2, 4-^^-df-yy y >^^nz^-/vrc^7^/v 
T/l^V^BMl^ 4-T-fe-^/V^O-y^hy/Vd. 0g)(^7 L h^tKny^>'(50ml) 

Jg^fc, -78°c-ey^'7A»(hyy^/^yy/v)T$K(i. OMo^h^tKn^^ 

SR, 14. lml)^10^ra-eMT^. 35^30^ram#bfc„ KJS$ftfcVa?IftS*^ 

/Hi. 4imi) ^srt, io#raif#uto seic^a-co. 5B#r H iit#^, s^t-i 
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f/vx^r/Ki. 7 g , femfffi&mfckvxwto 

[0702] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 08Hz) , 4. 42 (2H, q, J 

3 

= 7. 08Hz), 7. 07(1H, s) , 7. 81 (2H, d, J = 8. 30Hz) , 8. 08(2H, d, J = 8. 
30Hz) . 

EI-MSm/z : 245 (M + ) . 

[0703] 2)wm\&m 

_h|E4-(4-v^Ty^ai^/V)-2, 4-v ? ^y^^^^^/V^^/V(3. 0g)£# 
%^tj32(D3-hK^v ? yt 0 y> ? ^(2. 46g)(D^y/— /V (300ml) BW.\^ g|^(2. 16 
ml)^16B#rWf^3S^bfc 0 Qfttm, Rf^m^WkMmil. 5ml) ^JPx., Ht-O. 5 

V)«L > IIM(2. 15g, 55%)&mfctVXmc 0 
EI-MSm/z : 318 (M + ) . 
[0704] [##^!I75] 5-(5-i/T7-2-t: 0 !J *J/V) -1- (6-y^/V-3-fc: 0 y vVk) -lU-^y^ 

[0705] Mb84] 



[0706] 1 ) 5- ( 5-^<>'> ? /V^-df-^-2-fc 0 y vVV) -1- (6~y ^-/VS-t'V i?/V) -lH-tT^ 
/V-3-^77V^V^m^/Vrc^^r/V 

14<Z)3)<Z)4-( 5-^<>'v ? /V^-^r^-2-fc 0 y vVV) -2 , 4— £?;*-^y ^>-g£:^ 
^VV^^r/K2. 62g)i#%^"!j31(D5-t:K^v ? y-2-^/P't:°yv ? y(0. 986g)^ffl 

wr, ##^!J9(D4) <^i^i#(D^-e5-(5— <yv ? /v^^y-2-t°y vvv)-i-(6-y 
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^/V-3-t; o yv ; /V)-lH-fc 0 ^y ? — ;V-3-*;^V^x^;Vx^f/V(l. 74g, 52% 
[0707] 'H-NMR (400MHz, CDC1 ) 5 :1. 42 (3H, t, J=7. 1Hz) , 2. 60 (3H, s) , 4. 

3 

46 (2H, q, J = 7. 1Hz), 5. 10 (2H, s) , 7. 19-7. 42 (9H, m) , 7. 72 (1H, dd 
, J = 8. 3, 2. 4Hz), 8. 26(1H, d, J = 2. 9Hz) , 8. 38(1H, d, J = 2. 4Hz) . 
FAB-MSm/z : 4 1 5 (M + H) + . 
[0708] 2) 5- (5-tKn3r>-2-fc°y vVv) -1- (6-^/V-3-£°y vvV) -lH-tf^— /V-3 

5- ( 5— <^v ? /V^-^->'-2-t 0 y v7V) -1- (6-^^/V-3-t°y vVV) -1 H-t o 9y*— 
/^-Myixf/V^Vd. 73g) <Dx.#S— /V(34ml) bgtWt^fl' (34 

n ^->--2-t 0 y vVv) -1- (6-^^/V-3-t°y vvk) -lH-lf^ — /V-3-#/V-^V^ 
xf/kx^f/Kl. 28g, 95%)&mfctVX&tc 0 
[0709] 'H-NMR (400MHz, DMSO-d ) 6 :1. 33(3H, t, J = 7. 1Hz), 3. 33(3H, s) 

6 

, 4. 34(2H, q, J = 7. 1Hz), 7. 18-7. 25(2H, m), 7. 34(1H, d, J = 8. 5Hz) 
, 7. 51 (1H, d, J = 8. 5Hz), 7. 64-7. 67(1H, m) , 7. 97(1H, d, J = 2. 9Hz) 
, 8. 35(1H, d, J = 2. 4Hz), 10. 31(1H, s) . 
FAB-MSm/z : 325 (M + H) + . 
[0710] 3)WMfc&m 

77K^V#BM~f^ 5-(5-tKn^r^-2-t°y> ? /V) -l-(6-^/V-3-fc°y vVV) - 
lH-tT^y— ;W3-*/^yHxf/Vx^f;V(l. 27g) (Dv J ^nn^^>'(25ml) £ 
t°yv 5 ^(8. 3ml)m^«^, ^ia-CM^hy^/^ci^^^/^^iKO. 791ml) 
^ITI, lB#r^m#bfc 0 HI-, KJS«^»hy^/V^-^^^/V*^(0. 79 
lml)£MTLlR#^li#Lfc 0 S^^*ir^na^/VA^qx.^U^ W#JB^ 

;V% : 7J*?xi^rW : y~7>(— (g^^rc^/v-^nn^/VA) -e*f^Ll-(6-^/V-3-t° 

y vVv) -5- (5-hy -iH-t°^y*— /v- 
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3-*/^yixf;Vx^f;Kl. 77g, 99%)£@f*£LT#fc 0 
[0711] 'H-NMR (400MHz, CDC1 ) 5 :1. 42-1. 45 (3H, m) , 2. 63 (3H, s) , 4. 44 

3 

-4. 50 (2H, m), 7. 24 (1H, d, J = 8. 3Hz), 7. 34 (1H, s) , 7. 55-7. 57 (1H 
, m), 7. 65-7. 70 (2H, m) , 8. 43-8. 45 (2H, m) . 
FAB-MSm/z : 45 7 (M + H) + . 

T/V-=*V#|g^T, v-TWbhyn-^/V^X(4. 88g) ^h^^(MJ7^/V* 
^^r^-^v^CO) (6. 68g)<Dl, 2-v ? ^nn^^(48ml)^M^20#rHWPI^ 
SKfeUt, HJS«^±fBl- (6-^^/V-3-fc°U v^/V) -5- (5-MJ^/V2}-P^^VV 
tJn ^7V^-drv--2-t°U vvk) -lH-t 0 ^^— /V-3-^7/V*V^^^/Vrc^^/V ( 1 . 76 
g)(Dl, (39ml) M^ITL, 80°C-e23H#^Jt#b7t o ^fH£, 

, MffiT^^5feL#^^caS^^y^^V^7A^n^h^^^- (ftgfe^ 
;V-^nn*M) -eft^b, 5- (5-^Ty-2-fc°y^7V) -1- (6-^/V-3-t°y vvV 
)-lH-fc°^y*— /v-3-#/i^V^^/v^^/K2. 07g)3r#fc o #fbtWc:^/v 
3z^/v#:(Z)^h7tKn^7^ (4lml) mmW.\Z-, m^jmUkV^VJ*— (0 

. i62 g )(D*(2imi)^»MT^, i. 5mmmwvtc 0 Rj&m\z.7kt?vti*/vj± 
^M^mx^tz. 0 ikmKiNmmikmwiiz. 86mi)^jn^fp#, wmut@#:£r 
mrn^.mmit^mio. 75o g , QA%)^mw-t\,xntz. 0 

[0712] 'H-NMR (400MHz, DMSO-d ) 8 :2. 54 (3H, s) , 7. 36 (1H, d, J = 8. 3Hz 

6 

), 7. 57(1H, s), 7. 71-7. 73(1H, m) , 7. 99(lH, d, J = 8. 3Hz), 8. 40-8 
. 43 (2H, m), 8. 84 (1H, d, J=l. 2Hz) , 13. 20 (1H, br s) . 
FAB-MSm/z : 306 (M + H) + . 
[0713] [##0!|76] l-(3-t°y v7V)-5-{5-[2-(hy^/Vi/y/V) ^^/V]-2-fc°y i?/l> 
}-lH-t°7y^/V-3-^7/V#>^^^-/V^^/V 
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[0714] Wb85] 




[0715] ##$|73<£>2) <Dl-(3-\i°Vi^M-5-(5-hVy/V^u^>^/V^/^^y-2- 
\?yi/;V)-l¥i-}£7V*^?V-3-%;V^^^^=f'jV^^ : T/V{l. 85g)(DN, N-v 5 ^^ 
/VtJWAT^K (10ml) RZFhV^/PT^ (3. 6ml)cD^^^^t^ ^m*hy^ 
/V^V/VT±^U^(0. 630ml) ^nx.l5^-K^#L7^ 0 BcJ^lte, tT^(hy^m^ 
/V*;*:7^>0^^Mn)^nyK(58. 7mg)^Px., 60^-^1. 5 0f»Lfc 

m^^-^-y-»^mmu mmit&mio. 47o g , 28%)%mfot\^xnt^ 

[0716] 1 H-NMR(400MHz, CDC1 ) 8 :0. 25(9H, s) , 1. 43(3H, t, J = 7. 2Hz), 4. 

3 

47 (2H, q, J = 7. 1Hz), 7. 31 (1H, s) , 7. 35-7. 41 (2H, m) , 7. 75 (1H, dd 
, J = 8. 1, 2. 0Hz), 7. 78-7. 81 (1H, m) , 8. 50(1H, d, J = 2. 0Hz) , 8. 54 ( 
1H, d, J = 2. 7Hz), 8. 61 (1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z : 39 1 (M + H) + . 
[07 1 7] [##$177] 5- ( 5-#/W^-f /V^/l^df $s-2-\*V 9 J/V) -1- ( 3-tTU vW) -1 H 
-t°7y^/V-3-^7/V#V^^^-/Vrc^/V 

[0718] Mb86] 



[0719] ###'!l73C0l)C05-(5-tKn^>-2-t o yv ; /V)-l-(3-t o y^/V)-lH-t o 7y^ 
/K3-^yixf;^7;V(0. 310gK 2-^nnT-fehT^K(0. 112gh& 
^^y-7A(0. 415g)OTirh>'(25ml)^W^3. 5 0 mMWMmU^ ^ 




N 
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&m(0. 240 g) 65%)^@#:i:L-r#7t 0 
[0720] X H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 4. 47 (2H, q, J = 

3 

7. 2Hz), 4. 54 (2H, s) , 5. 63 (1H, br s) , 6. 45 (1H, br s) , 7. 23 (1H, s) , 

7. 24-7. 27(1H, m) , 7. 39(1H, dd, J = 8. 3, 5. 1Hz), 7. 44(1H, d, J = 8. 

8Hz), 7. 85-7. 89 (1H, m) , 8. 21 (1H, d, J = 2. 4Hz), 8. 49 (1H, d, J = 2. 

4Hz), 8. 60 (1H, dd, J = 4. 9, 1. 5Hz) . 

ESI-MSm/z: 368 (M + H) + . 
[0721] [###!J78] 1- (6-^ V-3-tfy y^/V) -5- ( /V-3-^ 

/V) -lH-t°^y^/V-3-^7/V#V^ 
[0722] [>fb87] 



[0723] 1) 1- (6-^ni3-3-tri;^^ /V) -5- (l-p^vl^lH-fcTn— /V-3-^f/U) -lH-fcT 

/V (3. OOml) (DTh^^n^^ (30ml) SSftfcfcU -7 
8°C^Ty^'>A(M)^/^y/V)T5K(l. OM^h^tKW^Ig^, 27. 8ml 
)Sr«TL45^M«6#Lfco ^ttfc^~*BH*;*?vK4. 48g) (D^rh^W^ 

(is. omD^srMT^, ^ia*-e#mb^s-cii^mt!ifc#bfeo SJ£«f-3-^P 

n-6-tK7v ? yt°y^v ? ^(4. 40gK $fti£g&(2. 08ml) , ,&.tW/— /V (150ml) 

#n*u immMmmmu^ ^h\z.^w.\-mmkd. 04nA)*MtenmMWM 
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v^/V) -5- (l-^/V-lH-fc°£iw-/V-3-^7V) -lH-t°^y'— /V-3-#/V^Vg^ 
^/K^7VK2. 83g, 35%)£#fc 0 
[0724] 1 H-NMR(400MHz, DMSO-d ) 8 :3. 57 (3H, s) , 3. 85 (3H, s) , 5. 92-5. 

6 

95(1H, m), 6. 68-6. 72(1H, m) , 6. 89(1H, br s), 7. 01 (1H, d, J = 0. 7 
Hz), 8. 10(1H, d, J = 9. 0Hz), 8. 21 (1H, d, J = 9. 0Hz) . 
EI-MSm/z : 3 1 7 (M + ) . 
[0725] 2)mMfc&® 

l-(6-^nn-3-fc°yy ^/V) -5- ( l-^f;wiH-lfn- /V-3-^/V) -lH-fcT 
9^/V-3-^7/V#V^^/V^^/V (2. 80g) (D*#S— JV (50ml) t7*9fcKn 

77^(50mi)!g«^eic x ijatthy^^Kd. 43g)^px.4NF^nf^5S 

^bfc 0 K^^lN^^hy^^C^(18. Oml)^ax.«^#L 

7K^(50mi)^p^.. ^tmmm^m^u mmmm^bK. lNmm^mmi 

50ml) ^px., ^±.ffim^&M&ir%^klz.£V)mM4k&m(i. 02 g> 39%) 

[0726] 'H-NMR (400MHz, DMSO-d ) 8 :3. 55(3H, s) , 4. 11 (3H, s) , 5. 82-5. 

6 

86(1H, m), 6. 65-6. 68(1H, m) , 6. 77(1H, d, J=l. 6Hz), 6. 89(1H, d, 
J=l. 6Hz), 7. 49 (1H, dd, J = 9. 1, 1. 6Hz), 7. 85(lH, d, J = 9. 1, 1. 6Hz 
), 13. 00(1H, br s). 
EI-MSm/z : 299 (M + ) . 
[0727] [##0!179] 1- (6-^h3ci/-3-H°V i?A») -5- (5-^/V-2-t°y vVV) -lH-fcW 
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[0728] Mfc88] 




[0729] 1) l-(6-*h*ri/-3-t°V V7V) -5- (5-^VV-2-fc°U -lH-t°^y /V-3- 

###!|35<D2) (D4-(5-^/k- 2-t°!J v ? /k)-2, 
7VV(8. 98g)^##^2(D5-l:K7v ? y-2-yh^>l: 0 yv ? ^(5. 31g)(D^/— /k( 
135ml) SSftHl, m%T&m(8. 74ml) S^P*:, 2lBlfF|j)PilSL^ 0 ^ftfL H 

^hy?^Ti£Mut, MffiT^^^^u#^^fcas^y^^/^7 

^ n ^Y7?7>(— mm^/]s-^y-^) -tr»Mbl-(6-^hdr^-3-t°y v^/V)- 
5- ( 5-y^/V-2-fc°y vVk) -1 H-t°^y — /V-3-#/V#V^^VV:n^yvV (7.31 
g, 57%)^@#:i!L-C#fCo 
[0730] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (3H, t, J=7. 2Hz), 2. 34 (3H, s) , 3. 

3 

95(3H, s), 4. 45(2H, q, J = 7. 2Hz), 6. 76(lH, d, J = 8. 8Hz), 7. 23-7. 
30(2H, m), 7. 47-7. 50(1H, m) , 7. 66-7. 69(1H, m) , 8. 10(1H, d, J = 
2. 4Hz), 8. 36 (1H, m) . 
FAB-MSm/z : 339 (M + H) + . 

[0731] 2)WM4k&m 

l-(6-yh^^-3-t°y vVV) -5- (5-^^/V-2-t°y> ? /V) -lH-tf9;A- 
/V#V^rc^7V3z^7V(l. 00g)(D^y— /V(20ml)^^^, ^.-^lN^R^^T- 
hy^*^*(7. 39ml) 5^ra*#Lfc 0 SJ^to^^ffiT^L 
#^tL7^aS^7K^yn^^/^, ^1N^7K^(7. 39ml)^PX.^lSU * 
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[0732] 

[0733] 
[0734] 



[0735] 



[0736] 



. 789g, 86%)&mfckL.XnfCo 

'H-NMR (400MHz, DMSO-d ) 8 :2. 29 (3H, s) , 3. 89 (3H, s) , 6. 87-6. 

6 

90 (1H, m), 7. 26 (1H, s) , 7. 55-7. 57 (1H, m) , 7. 67-7. 72 (2H, m) , 8. 
13(1H, d, J = 2. 8Hz), 8. 30(1H, m) , 13. 04(1H, br) . 
FAB-MSm/z : 3 1 1 (M + H) + . 

[##^!)80]5-[5-(tert-^>^^/^^/VT5/)-2-t°7v > -/V]-l-(6-^hdr 

i/-3-t°yv ? /V)-lH-t°7y^/V-3-^7/V^V^ 

Wk89] 



MeO N 

1) 5-(5-^7/V^^->-2-t: 0 7v ? ^/V) -1- (6-^h^i/-3-fc°y -lH-t°^y— 

T/V=i>#H^T, ##{?!J69(D 1- (6-p^=¥v'-3-fc 0 IJ -5- (5-^/V-2- 
fc^v^/V) -lH-t 0 ^y — /k-3-^7/V^V^3i^/k3i^^/k (3. OOg) (Dt'UvV (6 

omi)^^ x rMfc-Kv^o. 92 g )^px., 23mm\\mwm^tc.o 

, «JEET»«fe®*U5- (5-^/V#^ri/-2-t 0 ^^=/V) -1- (6-^b^rV-3-t°y v> 
/V)-lH-t°7/-^-3-^;^Vtxf;Vx^T;V(2. 83g, 87%)2r0#:£LT 

1 H-NMR(400MHz, DMSO-d ) 5 :1. 35 (3H, t, J = 7. 1Hz) , 3. 92 (3H, s) 

6 

, 4. 37(2H, q, J = 7. 1Hz) , 6. 92(1H, d, J = 8. 8Hz), 7. 36-7. 40(1H, m) 
, 7. 76-7. 84(1H, m) , 8. 25(1H, m) , 8. 96(1H, d, J=l. 5Hz), 9. 18(1 
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H, d, J=l. 5Hz). 
EI-MSm/z : 369 (M + ) . 
[0737] 2)5-[5-(tert-^>^^/V^/VT^y)-2-t°7^/V]-l-(6-p<h^v'-3-t 0 lJ 
-l H-t°7/- ;^-3—fj;V&l/WEz. s F>vx.X : r;V 
TVK^V^B^CT, 5-(5-^/V^^riy-2-t: 0 7v ? ^/V)-l-(6-^h :3 r^-3-t:°yv 5 
;v) -iH-fc 0 7y*— /V-3-#/V#V^^/Vm;*7VV (2. 8 lg) <oi, 4-^^^^ ( 
56ml)!K$»?£^ ^a-eMJ^/VT^^(l. 17ml), ^7x^;^*y;V7^K(l 
. 80ml)^mert-^7— 60ml) ^JP;tl00r^25^W#L7i o ^tH^ 

^v-^de^^) -cuusiU 5- [5- {teTt-7\^is%;V7$~/VT*;) -2-tr 

-l-(6-^hdrv/-3-t°y v^/V) -lH-fc°9y^7^-3-^7/V^V^3z^/^^^/V (1 . 
29g, 39%)^@#:^bT#fCo 
[0738] 'H-NMR (400MHz, CDC1 ) 5 :1. 42-1. 45 (3H, m), 1. 54 (9H, s) , 3. 97 

3 

(3H, s), 4. 44-4. 50 (2H, m) , 6. 79 (1H, d, J = 8. 8Hz), 7. 28 (1H, s) , 7 
. 36(1H, br s), 7. 68(1H, dd, J = 8. 8, 2. 9Hz), 8. 11-8. 12(1H, m) , 8. 
29 (1H, d, J=l. 7Hz), 9. 18 (1H, d, J=l. 5Hz) . 
EI-MSm/z : 440 (M + ) . 

[0739] 3)MM4h&m 

5-[5- (tert-^>=¥^/V^^/VT57) -2-^y^;V]-l- (6-p«HrV-3-fc?y 
vW) -lH-t°7/-^-3-^7V*Vtx^a^T^ ( 1 . 28g) (DTh^tFuy^ 
(26ml) ^^7— /V(26ml)mMm^ ^U-eiNTkmfc-rhVV^TkMwi?. 27ml 
)&Mx.4. 5B#F^8t#Lfc 0 SJS^^1N4S^^R(7. 27ml)^Px.^fPU 

^(1. 19g, 99%)£0#£LT#fCo 
[0740] 'H-NMR (400MHz, DMSO-d ) 8 :1. 48(9H, s) , 3. 91 (3H, m), 6. 90(1 

6 

H, d, J = 8. 8Hz), 7. 41 (1H, m), 7. 75-7. 78 (1H, m) , 8. 19 (1H, d, J = 2 
. 7Hz), 8. 62-8. 63 (1H, m) , 8. 86-8. 87 (1H, m), 10. 39 (1H, s) , 13. 1 
0(1H, br s). 
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EI-MSm/z: 41 2 (M ). 
[0741] 10^M81 ] 1- (6-^h^-3-\l 0 V ^J=-?V) -5-{<5-^?V-2-\l a yx/^/V) -1H 

[0742] Mk90] 




[0743] l)4-(5-^^-/V-2-t°7v > — /V)-2, A-V-Jr^vy^^Wt^ t^^-T^r ^ 

0^]36(D2)COl-(5-^/V-2-H o y^^/^)-l-^y>-(7. 24g) ir^t?^^ 
^/V(12. 6g) RXlV^y^^ihV^/^VMT^ (1. OMO^h^tKn^^ 
58. 5ml)£rffl^-C, #%^[J36(Z)3) 4-(5-^/V-2-fc°9 
v?-/^)-2, A-i/ttyy*^M^3-s^^jV(7. 84g, 66%)£@f*£LT#7io 
[0744] 'H-NMR (400MHz, DMSO-d ) 5 :2. 63 (3H, s) , 3. 87 (3H, s) , 7. 41 (1H 

6 

, br s), 8. 73(1H, s) , 9. 13(lH, s) . 
EI-MSm/z : 222 (M + ) . 

[0745] 2) l-(6-^t2n-3-fc°yy v^/V) -5- (5-^/1^2-1^9 v 5 — /V) -lH-t°7/-/V 
-3-#/V#V^^/V^^tvV 

4- ( 5-^^-/V-2-t°7> ? — /V) -2 , 4-v^dry ^^^^/V^^^/V ( 7 . 8 3g) t 
3-^nn-6-tK7v ? yt°y^v ? ^(5. 09g)^fflV^T, ###!|9<DBj2c) 02) fcEIflfc 
(Djjfe^ 1- (e-^tm-3-tWv 5 — -5- (5-^/V- 2-fc°^v ? — 7V) -lH-t° 
7/-/V-3-*/^V^f /Vx^r^ (6. 60g, 56%)£@#:£L-C#fc 0 

[0746] 'H-NMR (400MHz, DMSO-d ) 8 :2. 53 (3H, s) , 3. 92 (3H, s) , 7. 63 (1H 

6 

, s), 8. 20-8. 29(2H, m) , 8. 37(1H, m) , 8. 99(1H, d, J=l. 5Hz) . 
EI-MSm/z : 330 (M + ) . 
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[0747] 3)mM4k&Vo 

T/Vrf>#ffl^T, 1- (6-^nn-3-t°y #*J^;V) -5-(5-^^/V-2-t°7v ? -/V 
) -lH-tf^y — /V-3-#/V#Vgt^/V^;*7VV (6. 58g) <D*?/<— /V ( 1 32ml) ggg 
SjaTJtMJWHrVKO. 22g)^P^.2B#rWl^«b7c 0 * 
(132ml) Srin^ ^a-eiB#^»#b/c 0 S^^lN^^K^(50ml)^Px., 

^m-eio^raas#u wmbfc@^sr«^u^a>fb^(5. 5o g) 89%) 

[0748] 'H-NMR (400MHz, DMSO-d ) 8 :2. 51 (3H, s) , 4. 05 (3H, s) , 7. 48-7. 

6 

50(2H, m), 8. 04(1H, d, J = 9. 3Hz), 8. 37(1H, m), 8. 91 (1H, d, J=l. 
5Hz), 13. 28 (1H, br s) . 
EI-MSm/z : 3 1 2 (M + ) . 
[0749] [###>|82] l-(6-^nn-3-fc°y^v^vV) -5- (5-^/V-2-t°Vi//V) -lH-t° 

[0750] Mk91] 



[075 1] 1 ) 5-^/k-N-^ ^-N-^;W2-t"!] S^jfr/VajWf-I^K 

5-^/V-2-^/Vt°y> ? ^(6. 06g)<Z)fc o Uv ? >'(70ml)^^lcm^k-fe-l/^(8. 3 
2g)SrJP^ 85°C^?19. 5B#r H W#m^ 28B#r H 1MM^U-c 0 £?SHft, KJ£$*«r3 

^^jET©5feb5-^/V-2-t°y> ? ^/V#V^(Da^#)(5. 79g, 76%) 
^0#^LT#fc o r<D5-3z^-2-t <> yv ? ^7V^V^(Da^^(5. 79gh N, 
o-^^/vtKndf-^/kT^^ifififefiCs. 6ig) ^m-tKn^v^^yhyry*— 

/V(8. 81g)<DN, N-vy^/VtfvVAT^K (100ml) MMW^ ^WChV^/VT^ 
~y ( 10. 7ml) £ 1- tW) -^3&A'lJArt*MKW&g&£ ( 1 1 

. O g )SrAP^16^Wat#Lfc„ SJS^^ffiT^^m. #btbfcaaE(-B^H^^ 

/v^fp^^^^hy^^^^p^^u$^i-*s^^^-e2iiitt 
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mbfc 0 &mm&&t>it. m7kmm~rbvvj*x*m.mvtc 0 m%m. mm^m&rm 

Ml^5-^^-N-*b^-N-^/P-2-t°V^%/P7$^^(6. 66g, 89%) & 
[0752] 'H-NMR (400MHz, CDC1 ) 8 :1. 28 (3H, t, J=7. 6Hz), 2. 71 (2H, q, J = 

3 

7. 6Hz), 3. 42 (3H, s) , 3. 77 (3H, s) , 7. 62 (2H, br s) , 8. 46 (1H, s) . 
ESI-MSm/z : 1 95 (M + H) + . 

2) l-(5-^^/V-2-t°yv7V)-l-ri^V;/ 

5-xf/i^-N-^^-N-^l^-2-If!J vVyfr/V^I^K (6. 65g) (D^h^tKn 
(100ml) Ig*^ -78t^T^Wf'>^(0. gSMv^^/l^— ^r/H§ 

38. 5mi)^p^.i5^r^*#^, ^a-e3B#r^*#u^ 0 EOfcmiz.m$n$<m7k 
htifcmm^yv^^f/^^^^b^^^— (mm^/^-^^-v-» xmrn^i- 

(5-^/V-2-t o y> ? /V)-l-^^/^(4. 63g, 90%) ^^irLT#fc 0 
[0753] X H-NMR (400MHz, CDC1 ) 6 :1. 29 (3H, t, J=7. 6Hz) , 2. 71 (3H, s) , 2. 

3 

74(2H, q, J = 7. 6Hz), 7. 63-7. 66(1H, m) , 7. 98(1H, d, J = 8. 1Hz), 8. 
52-8. 53 (1H, m). 
ESI-MSm/z : 1 50 (M + H) + . 

l-(5-^/k-2-t°y> ? /k)-l-^y^(i. 52g)cD^h^tKi37^(10ml)^^ 

-ysr^ryf !7^t^ (by^f t^k d . oM^h^tnw^^ 

12. 2ml)^P^30^ra8t^LfCo Bti&WLK^Vmt^Ml. 77g)&J)\\X., 

mnxio^mmw^, Kmm^mv2. 5mmmw\^tc 0 Rmm\^^/^ 

~-^/^b7k&Ua%.&WL^ ^KjB^lNi^^7k^-S(13ml)^Px.v ? ^nn^^^3[Hl 

4-(5-^^/V-2-t°y> ? /V)-2, 4-v ? ^-dry^^>-^^7V^^^/KDft^ 
J&4£|(2. 12g, 89%)5r#fco ^(D4-(5-xf;v-2-t">J^)-2 ) 4—S^Sf->W 
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y^f ^^^T;KDfi4)tft (2. 12g)(D^y— /K50ml)?g$t^ 3-^PD-6- 

tK9^/try^^(i. 3o g )^px., is. 5H#r H i»3S^b^ 0 sj^femraKo 

. 375ml) ^Px.2B#^»aS»fnbf' 0 $^>«^(0. 375ml) ^Px.l8B#^M 

74-mm^/v-^^)^mmumMik&!$)(o. 934 g) 30%)%mfctv 

[0754] 1 H-NMR(400MHz, CDC1 ) 8 :1. 27 (3H, t, J=7. 6Hz), 2. 66 (2H, q, J = 

3 

7. 6Hz), 4. 00 (3H, s) , 7. 21 (1H, s) , 7. 55 (1H, dd, J = 8. 1, 0. 7Hz), 7. 
61 (1H, dd, J = 8. 1, 2. 2Hz), 7. 69(1H, d, J = 9. 0Hz) , 8. 07(1H, d, J = 9 
. OHz), 8. 23 (1H, d, J = 2. 2Hz) . 

ESI-MSm/z:344[(M + H) + , 35 C1], 346[(M + H) + , 3? C1]. 
[0755] [###!183] l-(6-^h=ar^-3-t°U -5- (6-^/V-3-t°y i^/V) -lH-tW 

— /V-3-^7/V#V^ 
[0756] Dfb92] 



[0757] 1 ) N-^h^^-N-^^-/V-6-^^-/Vt°y vV-3-#/V^1J-5K 

T/v=?V#B^;T% 6-^/v^^-^(20. Og)£N, 0-v^/vtKn^>/VT5 
^^(14. 2gh l-^;V-3-{3-^^;VT^7Zfti\i 0 ;V)ti/V^M^m.m. 
^(28. Og)^oJ:Tj?l-tKndrv^^>-y>yTy^/V(7. 88g)(Dv ? ^nn^^ (200ml 
)mmWLK. 0°C-ChV^^T^(40. 7ml) £filTU 305>f!>m#fL ^^90 

97>f— (KH^^/Wnn*/^) -e|fMbN-^h^i/-N-^^/V-6-^^/H:°y 
^-3-#/1^3r1^K(17. 5g, 67%)^ft^£LT#/c 0 




WO 2005/063737 



160 



PCT/JP2004/019582 



'H-NMR (400MHz, CDC1 ) 8 :2. 60 (3H, s) , 3. 38 (3H, s) , 3. 56 (3H, s) 

3 

, 7. 21 (1H, d, J = 8. 1Hz), 7. 93-7. 95 (1H, m) , 8. 86 (1H, d, J = 2. 0Hz) 

EI-MSm/z : 1 80 (M + ) . 

2) l-(6-^^-7V—3-fc°y^/V)-l-m^/^ 

N-^h^i/-N-^^/V-6-^^-/Vfc°yv ; ^-3-^/V^=ari^5K(17. 5g) h^M)^ 
MO. 98MS*^/1^— TVMgiS, 104ml) irSrffll^ 0^M82CO2) t^^CO^ 
fe-ei-(6-^/V-3-fc 0 Uv ? 7V)-l-^y>'(12. 3g, 94% 

o 

[0758] 'H-NMR (400MHz, CDC1 ) 8 :2. 61 (3H, s) , 2. 62 (3H, s), 7. 25-7. 27 ( 

3 

1H, m), 8. 11-8. 13(1H, m) , 9. 04 (1H, d, J = 2. 2Hz) . 
ESI-MSm/z : 1 36 (M + H) + . 

3) 4- (6-^^VV-3-fc°y i^/V) -2, ^^^yRxf^x^fA' 
l-(6-^/V-3-t°y^/V)-l-^y>'(6. 29gh ^•>^v ? ^/V(12. 6ml) S. 

r^y^Atr^(by^/i^y/v)r$K(i. 0M7"h7tRn:7^i§R 51. 2mi)t& 

fflWT\ ###'!j36C03)^[R)ilC0^&-e4-(6-^/V-3-t: o yv ; /V)-2, A-i/^V 
^ylxf;kxxf;K5. 08g, 47%)£r@ffc£LT#fc„ 
[0759] 'H-NMR (400MHz, CDC1 ) 8 :1. 39-1. 42 (3H, m), 2. 65 (3H, s) , 4. 37 

3 

-4. 42 (2H, m), 7. 03 (1H, s) , 7. 30 (1H, d, J = 8. 3Hz), 8. 13-8. 16 (1H 
, m), 9. 07(1H, d, J = 2. 2Hz) . 
EI-MSm/z : 235 (M + ) . 

4) 1- (6-^h^V-3-try vVV) -5- (6-p<^/V-3-t°y -iH-t°^y — /V-3- 

4-(6-^^-/V-3-t°yv > /V)-2, 4-^dry^^^^^-/V^^/V(5. 06g) 
#^(Z)5-tK7vV-2-^h^>t°yvV(2. 99g)££ffll^T, &3§Ml4<D4) b\*\ 
m<D jjfeX»l- (6-^ b^r v--3-t°y v7V) -5- (6-^/V-3-fc°y vVV) -lH-fcW 
-;W3-*/^xf;V3^7/V(4. 68g, 64%) ^^irLT#fc„ 
[0760] 'H-NMR (400MHz, CDC1 ) 8 :1. 41-1. 44 (3H, m) , 2. 57 (3H, s) , 3. 94 
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(3H, s), 4. 43-4. 49 (2H, m) , 6. 77 (1H, d, J = 8. 8Hz), 7. 08 (1H, s) , 7 
. 13(1H, d, J = 8. 1Hz), 7. 39(1H, dd, J = 8. 1, 2. 2Hz), 7. 59 (1H, dd, J 
= 8. 8, 2. 7Hz), 8. 08 (1H, d, J = 2. 7Hz) , 8. 41 (1H, d, J = 2. 2Hz) . 
EI-MSm/z : 338 (M + ) . 

1- (6-*h^-3-t°Vi?M -5- (6-^/V-3-fc°y vVV) -lH-tr^y— /V-3-^7 

^(0. 873g, 86%)^@^LT#fc 0 
[0761] 1 H-NMR(400MHz, DMSO-d ) 8 :2. 47 (3H, s) , 3. 89 (3H, s) , 6. 92 (1H 

6 

, d, J = 9. 0Hz), 7. 16 (1H, s) , 7. 26 (1H, d, J = 8. 3Hz), 7. 53-7. 56 (1H 

, m), 7. 75(1H, dd, J = 8. 8, 2. 7Hz) , 8. 17(1H, d, J = 2. 7Hz), 8. 40 (1H 

, d, J = 2. 2Hz), 13. 05(1H, br s) . 

EI-MSm/z:310(M + ). 
[0762] [##$184] 5-[6-(tert-7>^rv-^/^^/V 

T57) -3-t°y vvV] -1 - (6-^ h^iX-3-t 0 U vVV) -1 H-fc 0 ^ — /V-3-#/l^V^ 
[0763] Mb93] 



[0764] 1) 5- (6-#/W^>-3-t°y v>/V) -1- (6-^h^>-3-l: 0 y ^) -ih-^Z-A' 
-3-^/^V^^^-/Vrc^/V 

##$!I83CD4) CO l-(6-^h^r^-3-fc°y i^/V) -5- (6-p^vV-3-fc°y ^/V) -1H- 
t°7/-/V-3-*My||xf (3. 45g) t2ifttvy(4. 53g)£^ffl 

VNT, 0^157 (Dl) tmmC0^m^\ 5-(6-#/^^/-3-fc°yvyV)-l-(6-^|> 
df-^-S-^y^/^-lH-t^y— /V-3-^7/V^V^^/V3z^7V(3. 86g, 
#}) ^T^/K7x^LT#f;: 0 
[0765] 'H-NMR (400MHz, DMSO-d ) 8 :1. 34(3H, t, J = 7. 1Hz) , 3. 90(3H, s) 

6 

, 4. 36(2H, q, J = 7. 1Hz), 6. 95(lH, d, J = 8. 8Hz) , 7. 36-7. 40(1H, m) 



H 
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, 7. 79-7. 87(2H, m) , 8. 03(1H, d, J = 8. 1Hz), 8. 22(1H, d, J = 2. 7Hz) 
, 8. 65 (1H, m). 
EI-MSm/z : 368 (M + ) . 

2) 5-[6- (tert-y*h3ci/%/Vy$^/VT^/) -3-t°U V-3-tTy v> 

/V)-lH-t°^y^/V-3-^7/V#V^3i^/V3i^^/V 

5- (6-^/V^^r^-3-t o y -1- (6-^h=3ri/-3-t°U v^/V) -lH-t°7^—/V-3 
-*MVixf/Vx^r;l/(3. 84g)3rfflWT\ 0^M57<D2) tm^<D^m^\ 5 
- [6- (tert-^>dr^/V^^/VT57) — 3— tfU vVKI-l- (6-p*Hf">-3-tf9 vVV) 
-lH-t°^y— ;>-3-*;l^yg6xf;i/x^7 1 ;l/(2. 56g, 57%)$r@ffc£l/r#fc 

o 

[0766] 'H-NMR (400MHz, CDC1 ) 5 :1. 41-1. 45 (3H, m), 1. 52 (9H, s) , 3. 95 

3 

(3H, s), 4. 43-4. 49 (2H, m) , 6. 75-6. 78 (1H, m) , 7. 05 (1H, s) , 7. 37 
-7. 46 (2H, m), 7. 58 (1H, dd, J = 8. 8, 2. 7Hz) , 7. 95 (1H, d, J = 8. 8Hz) 
, 8. 10(1H, d, J = 2. 2Hz), 8. 18-8. 19(1H, m) . 
EI-MSm/z : 439 (M + ) . 

5-[6-(tert-7>^^/V^/VT^/)-3-t 0 yv > /V]-l-(6-^hdr^-3-t°yv ? 7V 
)-lH-t°7> f - /V-3-^7/V^V^^/V^^/K2. 55g)^fflV>T, 0^M14<D 

5)tmm<Djjmx*mmik&w(i. 75 g , 73%)^s#:^bT#^ 0 

[0767] 'H-NMR (400MHz, DMSO-d ) 8 :1. 47 (9H, s) , 3. 89 (3H, s) , 6. 92 (1H 

6 

, d, J = 8. 8Hz), 7. 12 (1H, s) , 7. 59 (1H, dd, J = 8. 8, 2. 4Hz), 7. 73-7. 7 
8(2H, m), 8. 16-8. 18(2H, m) , 9. 95(1H, s) , 13. 0l(lH, br s) . 
EI-MSm/z : 41 1 (M + ) . 
[0768] [###!|85] l-(6-^h^ri/-3-t: 0 y^ f v ? =/V) -5- (6-^/V-3-fc°y V/V) -lH-t° 
/V-3-#/V#V^ 
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[0769] Wb94G 




[0770] l)4-(6-^^-/V-3-t°y> ? /V)-2, 4-i?tty7#>'ffe*?-;V^7sr;l< 

T/V=*>#ffl^T, ##f?!j83(D2)(Dl-(6-^7V-3-t 0 yv ? 7V) -1-^/^(6. 0 
Og) (D^^tKn77>-(90ml)^^,-78^^Ty^^^^(hy^^vy^) 
T^K(1. OM(DTh^^yy>Mm, 48. 8ml)^20^Ffl^^tTMT^, 205^ 
«#Uc 0 mj&mfci/^VW&^MlO. 5g)(D^h7tKti^7>'(30ml)^^15 
#lffliWriSiT&. 20#M»#U t Co o°c-eiu#p^ ^M-e3H#^a#Lfc 0 

j£T^$££©*b4- (6-^/v-3-t°y -2, 4-z?ttyy*?>m^/^*T 

/K5. 63g, 57%)^0#:^LT#7b o 
[0771] 'H-NMR (400MHz, CDC1 ) 8 :2. 66 (3H, s) , 3. 96 (3H, s) , 7. 05 (1H, s) 

3 

, 7. 31 (1H, d, J = 8. 3Hz), 8. 15-8. 17(1H, m), 9. 08(1H, d, J = 2. 2Hz) 
EI-MSm/z: 221 (M + ) . 

2) l-(6-^na-3-fcry^5*=. A-) -5- (6-^/V-3-H°V^M -lH-fcW 

4-(6-7^-/V-3-t°yv > /V)-2, 4-v ? ^-dry^^^7^-/V^^/V(5. 62g)£3-^ 
nn-6-fcK^/t°y^vV(3. 67g)i:«rfflvvT\ ##^II90B&)(D2)^IkI#(D^ 
fe-e, l-(6-^nn-3-fc°y^ v^/V) -5-(6-p^/V-3-fc°y vW) -lH-fc 0 ^^- 
;M-*My|b i f^r/W4. 82g, 58%)£@f*£LT#fc 0 

[0772] 'H-NMR (400MHz, CDC1 ) 8 :2. 60 (3H, s) , 4. 01 (3H, m) , 7. 07-7. 08 

3 

(1H, m), 7. 21 (1H, d, J = 8. 1Hz), 7. 64-7. 67(1H, m) , 7. 69(lH, dd, J 
= 9. 0, 1. 0Hz), 8. 19 (1H, dd, J = 9. 0, 1. 0Hz) , 8. 44-8. 45 (1H, m) . 
FAB-MSm/z : 3 30 (M + H) + . 
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T/Vrf>#ffl^T, 1- (6-^nn-3-t°y #*J~;V) -5- (6-^/V-3-fc°y i?M -1 
H-t°7y-^-3-*;k*V^f;vx^r;P (4. 8 lg) co^/— ;v (96ml) I8i« 

, RltM^TK (96ml) ^WK.30^m9:WVfc o BtJ£»lNi&^^«(29. 2ml) 
^PX., WmLfc@^^L^M^^(4. 40g, 97%)£#fco 
[0773] 'H-NMR (400MHz, DMSO-d ) 8 :2. 49 (3H, s) , 4. 03 (3H, s) , 7. 18 (1H 

6 

, s), 7. 26(1H, d, J = 7. 8Hz), 7. 51 (1H, d, J = 9. 3Hz), 7. 60-7. 62(1H 
, m), 8. 05(1H, d, J = 9. 3Hz), 8. 42(1H, m) , 13. 22(1H, br s) . 
FAB-MSm/z : 3 1 2 (M + H) + . 

[0774] [###!|86]4, 4-v ? ^/k^-nt°^y> ? ^^^ 

[0775] Mk95] 



[0776] l)N--<y^-4, 4-v^^/k^-tit^yv?^ 

77krfV#B^T, l-^^v ? /V-4-t°^yK^(5. 00g)<£)^^i?V (200ml) 

, ox:x^^/vT^m.mhv^/^v^(8. 38im)^mrv3o^mmw^ ism 
mi)mm } Mvtc 0 otpr, ^^^^TK^^hy^^^^^^^/v^p^.^ 

^J;V-4, 4-v ? ^/V^-nt°-<yv ? ^(4. 67g, 84%) ^|ft^^LT#fc 0 
[0777] 'H-NMR (400MHz, CDC1 ) 8 :1. 93-2. 04 (4H, m) , 2. 53-2. 55 (4H, m 

3 

), 3. 54 (2H, s), 7. 24-7. 34 (5H, m) . 
EI-MSm/z : 2 1 1 (M + ) . 
2)Hffi^1^3 

7Vk=f>-#B^;T, _LfEN— <^v7V-4, 4-v ; ^/V^-nt°-<y^^(4. 66g)<Dv^n 
n^^(93ml)^^^, 0°C-C^nn!lt^l-^nn^/V(2. 62ml) £MT^55°C 

-e20#r 3 w#bfc o Rmmm^m}±rm^nhnfcmm<7)^y-/^(93 



■HCI 



HN 



CX 
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03g, 87%)£@#:£LT#fc 0 

FAB-MSm/z : 1 22 (M + H) + . 
[0778] [##^87]5-(5-^^^/V^^-2-fc°yi//V)-l-(6-^h^iy-3-t°y^v ? ^/V 

) -lH-t°^y /W3-WySI 
[0779] [>fb96] 



[0780] l)4-(5-^^v ? /V^-^r^-2-t 0 !J> ? /k)-2 ) 4-^^y^>^y^/^;*7VV 

^-hy^^h=¥^K(l. 5g), ^?SHW/W2. 91g) RXfi&l$Ml4<D2) (Dl-(5 
-^^/V^-^rV-2-t 0 y^/V)-l-rc^y>-(3. Og)§rfflV^-C, ###!|9<DB)£;<D1) 

i:l^l^o^&"e4-(5-^<^v ; /v^-^^-2-t 0 yv ? /v)-2, 4-^y^>yi^f;v 

rc^/v(4. 2g, StW)^@*iLt#fc 0 
[0781] 'H-NMR (400MHz, CDC1 ) 5 :3. 92 (3H, s) , 5. 21 (2H, s) , 7. 30-7. 45 ( 

3 

5H, m), 7. 61 (1H, s), 8. 15(1H, d, J = 8. 6Hz), 8. 44(1H, d, 3 = 2. 9Hz) 
EI-MSm/z : 3 1 3 (M + ) . 

2) 5- (5— <>i?M^>-2-t°V i?;V) -1- (6-yh=3r^-3-fc°y^-/V) -lH-fcT 
4-(5-^<>'v > /V^-dr^-2-t o yv ? /V)-2, 4-v?;^yy^y^y^VV:^7VK4. 2g 

)^3-^nn-6-tK^yfc°yy> ? >'(2. ig)^fflv>r, 0mim<DBm<v2)tmm 

<DjjW;X\ 5- (5-^<y v ? /V^-=3 f -^-2-t°y> ? /V) -i-(6-^nn-3-t°y^;V)-l 
H-fc°^y— /v-3-^/v^V^y^-/v^^/v^@f*^bT#fc 0 Z.(D?xi;vW.b^yy 
^-MHrv^Kd. 5g)£«rJBVvt\ #%^90B^)(D3)^[D#(D^-C\ 5-(5--< 

^/V'^->-2-try-^/V') -l- (6-y -iH-t o 7y~-/w3- 

7J7^V^^/V^^/K4. lg, 73%)^H#:i!bT#fCo 




MeO 



'N 
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[0782] 'H-NMR (400MHz, CDC1 ) 8 :3. 98 (3H, s) , 4. 11 (3H, s) , 5. 10 (2H, s) 

3 

, 7. 13-7. 16 (2H, m), 7. 26(1H, s) , 7. 29(1H, dd, J = 8. 6, 2. 9Hz), 7. 
32-7. 36 (1H, m), 7. 36-7. 40(3H, m) , 7. 51 (1H, d, J = 8. 5Hz) , 7. 89- 
7. 91 (1H, m), 8. 16(1H, d, J = 2. 9Hz) . 
EI-MSm/z : 41 7 (M + ) . 

5- (5— <l/*J;Vtti/-2-\?y -1- (6-^h^iX-3-fc 0 yy^^/V) -lH-t°7 

m-emmit^m(3. 9 g , ^»w)^T^/^r^^bT#fc 0 

EI-MSm/z : 403 (M + ) . 
[0783] [###!j88] 5- (5-^^v ? /V^-^-^-2-fc°y v 5 /^) -1- (6-^/V-3-fc°y vW) -1H 
/V-3-#/V^V@| 

[0784] [>ffc97] 




[0785] ##0"!l75CO 1) CD 5- (5-^^v ? /V^i/-2-t°y vVV) -1- 

-lH-fcT^— /V-3-#/l^V^^/l^;*^/k(l. 4g) CD7"h7tKn^7^(25ml 
)i^k(10ml)i§fe, ^-e^^ky^^A-^KfP^(150mg)^P^2^K»#b 
fc 0 KJiSSRiciNlSfiMcjgSRO. 8ml) Srftl*., WfctiSffcfcitEtU £®ffc£^»(l. 
3g, 5tSl$)£#;fc 0 

[0786] 'H-NMR (400MHz, DMSO-d ) 8 :3. 23 (3H, s) , 5. 19 (2H, s) , 7. 24 (1H 

6 

, s), 7. 35-7. 67(9H, m) , 8. 22(1H, s) , 8. 36(1H, s) , 13. 06(1H, s) . 
FAB-MSm/z : 38 7 (M + H) + . 
[0787] [##0!189] 5- (5-^7V-2-t°y vvV) -1- (6-^b3riX-3-fc 0 y^=/V) -1H-1? 
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[0788] Wb98] 




[0789] l)4-(5-^T/-2-t°Uv ? /V)-2 > 

#t#0973<DBfe) <D1) <Dl-(5-^T7-2-try^/V)-l-^y^(5. Og) 
i?^/V(S. 0g)£r3rfflVvC, ##^j85(Dl)^|^|#(D^-C4-(5-iyT/-2-t 0 y^ 
/v)-2, 4-^y^y|^f;i/x^f/K8. o g) Si^lrl^iUife, 

[0790] X H-NMR (400MHz, DMSO-d ) 8 :3. 87 (3H, s) , 7. 47(1/2X1H, br s) 

6 

, 8. 13 (1H, dd, J = 8. 3, 2. 2Hz) , 9. 20-9. 21 (1H, m) . 
EI-MSm/z : 232 (M + ) . 

2) 5-(5-i/Ty-2-fc°y -1- (6-^ h^-S-fcWv 5 — /V) -lH-t°7^^- 

3- ^7/V^V^^/V^^.^/V 

4- (5-^Ty-2-t°y> ? /k)-2, 4-v ? ^-dry^^^^^/V^^^7V(8. 0g)<h3-yn 
n-6-fcK9^yify^^(5. 4g)££rfflWC, ##^!|9(DB&)(D2)^|WI#<D^fe-e 

, 5-(5-i yry-2-t°y^7V) -1- (6-^aa-3-t°yy^— 7V) -m-tw /V-3- 
#/v^V^b^/v^7Vv^#7i 0 r<D^ti/v#:^hy^^b^K(3. 0g)££rfflv> 

#^j9©BS)©3)i^i©Mt\ 5-(5-^7V-2-t°yv7V)-l-(6-y>Hr 
7-3-^!)^'^-^) -lH-t°7y^/V-3-^/V#V^f /Px^t/V (3. 3g, 28% 

[0791] 'H-NMR (400MHz, CDC1 ) 8 :4. 00 (3H, s) , 4. 12 (3H, s) , 7. 19 (1H, d, 

3 

J = 9. 3Hz), 7. 32(1H, s) , 7. 97(1H, dd, J = 9. 3Hz), 8. 02-8. 05(1H, m 
), 8. 66(1H, d, J = 2. 2Hz). 
EI-MSm/z : 336 (M + ) . 

5- (5— >T7-2-t°y -1- (6-7 h^riz-S-^y^^/V) -lH-fc°^yWV-3 
-7J/v#V^^/v^^/v(3. 3g) ty^mtV^J^—y^wm (412mg) ££fflV>T 
,##^H88^|^#0^&-e^S^^l(l. 97g, 61%)Sr@#:^bT#^ 0 
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[0792] 'H-NMR (400MHz, DMSO-d ) 8 :4. 03 (3H, s) , 7. 49-7. 53 (1H, m) , 7 

6 

. 58 (1H, s), 8. 02-8. 07 (2H, m) , 8. 40-8. 43 (1H, m) , 8. 80-8. 82 (1H 

, m), 13. 33 (1H, br s) . 

EI-MSm/z : 322 (M + ) . 
[0793] [##$190] 5- (5-v-7V-2-fc°y vVV) -1- (6-^ hdr^-3-t 0 y vVk) -lH-fcT^ 

— /V-3-^7/V#V^ 
[0794] Mb99] 




[0795] 1 ) 5- (5-S/T/-2-t°y vvk) -1- (6-^h^r^-3-t°y v 5 /^) -lH-fc 0 ^— /V-3- 

###!|73<DBft) (D2) <D4-(5-v-7V-2-t°y>^)-2, 4-v ? ^"^y^^^^^ 
/Vrc^/V(4. 0g)^###'!|2(D5-tK^v ? y-2-yh^t o y> ? ^(2. 6g)<D^/— 

doomi) mm&KM8ox;~e2ommmwi'tc 0 *ftra#&*B'Ju #£> 

ItlL, 5-(5—>T7-2-t 0 yv?/V)-l-(6-^h=3rv^-3-t°y^/V)-lH-t 0 7y^/V 
-3-^/V#V^^-/v^^/v(2. 8g, 43%)^rH#:^LT#7to 
[0796] 'H-NMR (400MHz, CDC1 ) 8 :1. 43 (3H, t, J=7. 1Hz) , 3. 97 (3H, s) , 4. 

3 

46(2H, q, J = 7. 1Hz), 6. 80(1H, d, J = 8. 8Hz), 7. 40(1H, s) , 7. 52(1H 
, d, J = 8. 1Hz), 7. 65 (1H, dd, J = 8. 8, 2. 2Hz), 7. 96 (1H, dd, J = 8. 3, 1 
. 5Hz), 8. 09(1H, d, J = 2. 7Hz), 8. 74(1H, d, J = 2. 2Hz) . 
FAB-MSm/z : 3 50 (M + H) + . 

5- (5— >T/-2-fc°y i//V) -1- (6-^ ^ V-3-try i^/V) -lH-t^y /V-3-^7 
/v^V^^/v^^/vd. 3 g )i:7K^t:y^-y^— ^Kfo^(i72m g )i:^fflv^-c, 
##f?!l88^^)#(D^^M{b^(l. 2g, ^*^))^@#:i!bT#fc 0 
[0797] 'H-NMR (400MHz, DMSO-d ) 6 :3. 91 (3H, s) , 6. 91 (1H, d, J = 8. 8Hz 
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), 7. 56 (1H, s), 7. 73-7. 78 (1H, m) , 7. 94-7. 97 (1H, m) , 8. 19-8. 20 
(1H, m), 8. 38-8. 41 (1H, m) , 8. 85-8. 87 (1H, m) , 13. 00-13. 40 (1H 
, br). 

FAB-MSm/z:322(M + H) + . 
[0798] [##^!l91]5-[5-(tert-7>^^/V^^/VT5:/)-2-t:°^v ; ^/V]-l-(6-^hdf- 

v--3-t°y^v ? ^/V)-lH-t°7^— ;W3-«yi6 
[0799] Mb 100] 



[0800] 1) 4- (5-^/k-2-fc°^vwV) -2, 4-^^y^^^^^/^^^/k 
##f?!l36(D2)(Dl-(5-^/V-2-t:°7v 5 —/V) -1-^7^(7. 24g) x *S 

^•/v(i2. 6g)&rj«y^^tf^(WJ^/i^y/V')T5K(i. oM^h^tK^^^^ 

m, 58. 5ml)£fflV^ ##$|85m) £|^#<D;fr$rC?\ 4- (5-^/^-2-^7^- 
/V)-2, 4-my^^f/^f;K7. 84g, 66%)Sr@^LT#feo 
[0801] 'H-NMR (400MHz, DMSO-d ) 8 :2. 63 (3H, s) , 3. 87 (3H, s) , 7. 41 (1H 

6 

, br s), 8. 73 (1H, s), 9. 13 (1H, s) . 
EI-MSm/z : 222 (M + ) . 

2) l-(6-^nn-3-fc°H^v^vV) -5- (5-^/k- 2-fc°^v ? — /V) -lH-t 0 ^y 
-3-^7/V^V^^/V^^^/k 

4-(5-^/V-2-t°7^=/V)-2, 4-> ? ^y^^^^-/V^^/V(7. 83g)£3 
_^ tra _ 6 _ t ^^y t <'y^^(5 i 09g)££rfflwr, ##$j9£>B?fe) (D2) fclUflS© 
;£t£TC:\ 1- (6-ynn-3-t°U ;V) -5-(5-y^/V—2-t 0 7v ? ^/V) -lH-t°7 
y*— /V-3-^7/V#V^^/V^^/V(6. 60g, 56%)Sr@^LT#feo 
[0802] 'H-NMR (400MHz, DMSO-d ) 8 :2. 53 (3H, s) , 3. 92 (3H, s) , 7. 63 (1H 

6 

, s), 8. 20-8. 29 (2H, m) , 8. 37 (1H, m) , 8. 99 (1H, d, J=l. 5Hz) . 
EI-MSm/z : 330 (M + ) . 

3) 1- (6-7 hde y^/V) -5- (5-^/w2-i?95?~/v) -lH-tr^— 



H 
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T/Vrf>#ffl^T, l-(6-^nn-3-t°U^V^/V) -5- (5-^/V-2-fc°9 v^/V) 
-lH-t°^y— /k-3-^7/^V^^/^^/k(6. 58g)(D^y— /k( 132ml) ^ 
^a-e^-hyr>^h^i/K(3. 22g)^P^.2B#rWl^«bfc 0 * 

(132ml) Srin^ ^a-eiB#^»#b/c 0 ^?ftl!:iNiafibKSSSft(50nil)Sr*n^ 

^m-eio^raaM^u wmbfc@^sr«^u i-(6-^h^-3-t°y^=/v)-5 

-(5-^^-/V-2-t°9v ; ^/V)-lH-t 0 7y^/V-3-^;/V#V^(5. 50g, 89%)£r@ 
[0803] 1 H-NMR(400MHz, DMSO-d ) 8 :2. 51 (3H, s) , 4. 05 (3H, s) , 7. 48-7. 

6 

50(2H, m), 8. 04(1H, d, J = 9. 3Hz), 8. 37(1H, m) , 8. 91 (1H, d, J=l. 
5Hz), 13. 28 (1H, br s) . 
EI-MSm/z : 3 1 2 (M + ) . 

4) l-(6-^h^y-3-^V^^7V) -5- (5-^^/V-2-t°7v ? ^/V) -lH-t 0 7y — 
/V-3-#/V^Vgi^/l^;*7VV 

T/k=f^#B^0°C^£;PT, l-(6-^h^^-3-t°yy^=/V) -5- (5-^^-/V-2-t° 
7i^-/V) -lH-fc 0 ^— /V-3-#/l^V^ (3. 50g) ©^nn^^y (70ml) 
— /V ( 3 5ml) m&MMWi^ (hV^^>VM i/Ty^fls (2. OM(Z)-sdrty^i 
, 6. 72ml) ?riTL, 1. 5^^«#L7t„ Sbfcl, ^^fcfry^/l^y/l^TV' 
^^(2. OMCD^i^igftc, 6. 72ml)^Tb2B#r^«#bfc 0 SJ^^^Sr 
MffT@*b#b^fc^S^y^^V^7A^n^h^7^--(@^^^/v-^nn 
zJWA) -CifitMU l-(6-p<hdrv'-3-t 0 yy> ? ^/V) -5- (5-^^/k-2-t°^v ? ^/k) 
-lH-t^y— ;W3-*/V*Vi^f /^f/K3. 41g, 93%) &mfc£LX&1to 
[0804] 'H-NMR (400MHz, CDC1 ) 8 :2. 59 (3H, s) , 4. 00 (3H, s) , 4. 11 (3H, s) 

3 

, 7. 18 (1H, d, J = 9. 3Hz), 7. 27-7. 29 (1H, m), 7. 98-8. 01 (1H, m) , 8. 
29 (1H, m), 8. 71 (1H, d, J=l. 5Hz) . 
EI-MSm/z : 326 (M + ) . 

5) 5-(5-%A<#**/-2-\?9S?~A') -1- (6-^^>-3-fc°y^v^/V) -lH-fcT9 



WO 2005/063737 



171 



PCT/JP2004/019582 



1- (6-^h=¥v--3-fc°yy v^/V) -5- {5-^ /V-2-\l°7i/^V) -lH-fc 0 ^i/— ;V- 
3-^/V^V^^/V^^/V(3. 40 S )tr.mih J tl-^(4. 62g)£rfflwr, #%#[J5 
7CD1) ^|W|#cD^fe-C\ 5-(5-^7/k^^-2-fc^v ? ^/V)-l-(6-^hdr^-3-fc 0 y 
^^-/k)-lH-t°^y— /k-3-^7/V*V^^/^^/V(2. 57g, 69%) 

[0805] 1 H-NMR(400MHz, DMSO-d ) 6 :3. 92 (3H, s) , 4. 05 (3H, s) , 7. 52 (1H 

6 

, d, J = 9. 3Hz), 7. 77(1H, s) , 8. 10(1H, d,J = 9. 3Hz), 8. 98(1H, d, J = 
1. 5Hz), 9. 21 (1H, d, J=l. 5Hz). 
EI-MSm/z : 356 (M + ) . 

6) 5- (5-tert-^>df-^/V^^/VT^y-2-fc°7v ? -^) -1- (6-;*Hr ^-3-fc°y^ 

- /V) -l H-t°^y — ^3-*/!^^^^ 
5- (5-^/V#^r^-2-t°^> ? ^/V) -1- (6-p<h3rv'-3-fc 0 y^> ? ^/V) -lH-fc 0 ^ 
— /V-3-#/l^>^(2. 56g), ^cn^/V^^y/kT^Kd. 70ml)S.mert-^ 
^7— /Kl. 51ml)i^fflV^-C. 0^m57(D2)tm^(D^mX\ 5-[5-(tert-^> 
^i/^/V^^/VT5/)-2-t 0 7^/V]-l-(6-^h^^-3-t o y^V^/V)-lH-t 0 7 
/-/^-W/iMf/^^lO. 886g, 29%)^@ffc£LT#fc 0 
[0806] 'H-NMR (400MHz, CDC1 ) 5 :1. 54 (9H, s) , 4. 00 (3H, s) , 4. 12 (3H, s) 

3 

, 7. 17(1H, d, J = 9. 3Hz), 7. 24-7. 27(1H, m), 7. 57(1H, s), 7. 95 (1H 
, d, J = 9. 3Hz), 8. 48 (1H, d, J=l. 5Hz), 9. 11 (1H, d, J=l. 5Hz) . 
EI-MSm/z : 427 (M + ) . 

5-[5-(tert-^>^^/V^/VT5y)-2-t 0 7v ? ^/k]-l-(6-yh^rv'-3-l:°y^ 
v?-/V) -iH-t°7y^/V-3-^7/V^>^^-/V^^^/V (0. 880g) CO^h^tKn^ 
7^ (18ml) b**S~A'(18mL)m&1&MtyL\^ ^MrZlTSlTkWtfk-rhyV&Tkm&i 
5. 15ml)^P^4B#r H W#bfc 0 SJS«^lNm^K^(5. 15ml) fctafctpfP^ 
, ^^Htf^Ofc (250ml) ^BX., IfWi^WL, IMMtl(0. 732g, 86 
%)£@#:£LT#fc 0 

[0807] 'H-NMR (400MHz, DMSO-d ) 5 :1. 48 (9H, s) , 4. 05 (3H, m), 7. 44(1 
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H, m), 7. 49(1H, dd, J = 9. 3, 1. OHz), 8. 02(1H, dd, J = 9. 3, 1. OHz) , 8 

. 71 (1H, m), 8. 82(1H, m) , 10. 39(1H, s) . 

EI-MSm/z:413(M + ). 
[0808] LMMM 1 ] N-tert-^^7V-l- (6-^^-3-t°y^V^/V) -5- (2-t°y> ? /k) -1 

H-tr^y— /V-3-^7/V^^ri^5K 
[0809] Mb 101] 



[0810] ###!|9<£>1- y^^/V) -5- (2-fcf U vvV) -lH-tf^y— /V- 

3-#/Vtf=V^(0. 250gh l-3i^/1^3-(3-^^/VT5>^i3lf/V)^/1^^5K 
^^^(0. 177gh l-tKn^^i^/MJT^— /HO. 125g)<DN, N-v^^Vl^ 

(5ml) ^g^ N tert->^^/VT^(0. 0967ml) ^U?M1^^/VT5:^(0. 1 
29ml)^Px.^^-C430#r 3 m#bfc o KJ^fe^^^/^P^^U 

y^VHfS^^b^:^— (o. 
I85g, 63%)^@#:i:bT#fCo 
[0811] 'H-NMR (400MHz, CDC1 ) 6 :1. 48 (9H, s) , 4. 12 (3H, s) , 6. 83 (1H, s) 

3 

, 7. 12(1H, d, J = 9. OHz), 7. 18-7. 21 (1H, m) , 7. 20(1H, s) , 7. 59-7. 
61 (1H, m), 7. 72-7. 76 (2H, m) , 8. 35-8. 37 (1H, m) . 
EI-MSm/z : 352 (M + ) . 
7U*^#f :C H N O tl^X 

18 20 6 2 

Sf&fftrC, 61. 35;H, 5. 72;N, 23. 85. 
Hit:C, 61. 19;H, 5. 48;N, 23. 70. 
[0812] LmMM2lN-tert-y^7V-5-(4-^7V^^4/^-2-^V^7^)-l-(6-^h^-3 




N 



MeO 
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[0813] Mb 102] 




[0814] ###!|20CD5- (4-#/W^-f/V-2-fc°y i?;V) -1- (6-^ h^>-3-t°y i?;V) -1 
H-tT^ — /V-3-#/V^V^^A-:t;*^vV (286mg) hi&WL\\2)^V J^—foWfo ( 
99. 2mg) (D^h^tKn^^ (20ml), /V (20ml), &t^k (20ml) MfflW 

mm ( i . 56mD *mxSzM , fcmmm&mfcrm^s- 

V/v) -1- (6-y h^^-3-t°y v?/v) -iH-t°^y — /v-3-^/^v^y 

ft^c^£r#fc 0 ^(D^/^V^y^^^^l-tKtidriy^^hlJTy^ /V (286m 
g) CON, N-i/^/Vfr/V (20ml) ^m?tert-:/^/VT^(0. 278 

ml) irl-^^/V-O-^^/VT^/^VtW) #/VJtfS^K*g&*g (358mg) 

^#5(255mg, 76%)&mfotL,XmHo 
[0815] 'H-NMR (400MHz, DMSO-d ) 8 : 1. 41 (9H, s) , 3. 89 (3H, s) , 6. 88 (1H 

6 

, dd, J = 8. 8, 0. 5Hz), 7. 37(1H, s) , 7. 39(1H, br s) , 7. 70(1H, dd, J = 
5. 0, 1. 6Hz), 7. 74 (1H, dd, J = 8. 8, 2. 7Hz), 7. 79 (1H, br s) , 8. 15-8 
. 15(1H, m), 8. 19(1H, dd, J = 2. 7, 0. 5Hz) , 8. 30(lH, br s) , 8. 54(1H 
, dd, J = 5. 1, 0. 7Hz). 
ESI-MSm/z : 395 (M + H) + . 
[08 16] !)3] N-tert-^^/V-5- (4-#/W^^7V-2-fc: 0 y vVV) -1- (6-^3^-3 

-fc°y^^/v)-lH-fc°^y— /V-3-#/V#=3rlKK 
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[0817] Mb 103] 




[08 1 8] ###tl 30C04) CO 5- (4-#/W^/f/V-2-t°y v7k) -1- (6-^ h^>-3-fc°y ^ v 5 
-\\\-\fy-/-~)V-2»-^;v^^^-;v^-^T)V (29mg) (D^b^tKn^^ ( 
4ml)£7k(lml)?Ml^§m^ ^U-e7k®Hby^i><— Tk^P^/ (6mg) 5B# 
P^H#L;fc 0 S^^t-1«^^7K^(0. 07ml)^Px.7>^, £jj£*£jK£i£JEE 

^-etlM^^ClOmg, 30%)£#fc o 
[0819] 1 H-NMR(400MHz, CDC1 ) 8 :1. 49 (9H, s) , 4. 11 (3H, s) , 6. 82 (1H, s) 

3 

, 7. 16(1H, d, J = 9. 38Hz), 7. 57(1H, dd, J = 5. 01, 1. 71Hz), 7. 82(1H 

, d, J = 9. 38Hz), 7. 93(1H, d, J=l. 71Hz), 8. 53(1H, d, J = 5. 01Hz). 

FAB-MSm/z : 396 (M + H) + . 
[0820] imi&fiW] N-tert-^/V-5- (4-^^ v^/V-2-fc°y *?;V) -1- (6-*h*ciS 

-S-^y^/^-lH-fc^y— /W3->&/Vstf3rlKK 
[0821] Mb 104] 




[0822] ###!|29(D5- (4-tK^ 3^^/^-2-1^ vVv) -1- (e-^h^rv'-S-fyvVv) - 
lH-t 0 ^y /k-3-^7/V*V^ (232mg) ^tert-^/VT^^ (0. 3ml) £rffl V 
1 £ fSl#^^-&-etlffl^^ ( 1 3mg, 5%) &mftbLX&1t ) 
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[0823] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 3. 95 (3H, s) , 4. 74 (2H, s) 

3 

, 6. 75(1H, d, J = 8. 79Hz), 6. 86(1H, br) , 7. 14(1H, s) , 7. 20(1H, d, J 
= 5. 01Hz), 7. 48(1H, s) , 7. 59(1H, dd, J = 8. 79, 2. 56Hz) , 8. 09(lH, 
d, J = 2. 56Hz), 8. 40(1H, d, J = 5. 01Hz). 
FAB-MSm/z : 38 2 (M + H) + . 
[0824] [H#fe$j5] N-tert-7^/V-l- (5-^h^r^-2-t°y ^/V) -5- (2-fc°y vVk) -1H- 

[0825] [^ 105] 




[0826] ###!|8<D 1- V-2-tfy vVv) -5-(2-t°U^/V) -IH-fy^sV-Z-J] 

/P^>m(0. 250g)i:tert-^/VT^>'(0. 194ml) ^rfflV\ 
•CftUS^^CO. 154g, 51%)^@#:i:b-C#fc 0 

[0827] 'H-NMR (400MHz, CDC1 ) 5 :1. 48 (9H, s) , 3. 89 (3H, s) , 6. 87 (1H, br 

3 

s), 7. 16-7. 20(2H, m) , 7. 31 (1H, dd, J = 8. 8, 3. 2Hz), 7. 43-7. 47(2 
H, m), 7. 67-7. 72(1H, m) , 8. 03 (1H, d, J=2. 9Hz), 8. 41-8. 42(1H, 
m). 

EI-MSm/z : 3 5 1 (M + ) . 
[0828] LMMMQl N-tert-^^7V-5- (5-tKndriX-2-fc 0 !Jv ? 7V) -1- (6-j*h3^-3-fcr 
y vVV) -1 H-fcW— 7V-3-^7/V^=¥^5:K 
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[0829] Mb 106] 




[0830] l)N-tert-^^/V-5-(5-^>'> ? /V^-^^-2-fc 0 y> ? /V)-l-(6-^hdr^-3-t 0 y 
[0831] Wbl07] 




[0832] 14(D5- (5— <^v ? /V^-^^-2-t°y v'/V) -l-(6-^^->-3-lf y vVV) - 

lH-t°7y^/V-3-^7/V^V^ (0. 203g) ttevt-y^/VTV^ (0. 105ml) ^ffi V > 
X , HJfe^J 1 1 m^<D^fmXN-tert-y^/V-5- (5— <^v ? /V^-^^>-2-t°y v>/V) 
-l-(6-^h^i/-3-t°y^/V)-lH-t: 0 7^— /V-3-^7/^dr^^K(0. 195g, 84% 

'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 3. 96 (3H, s) , 5. 10 (2H, s) 

3 

, 6. 75(1H, dd, J = 8. 8, 2. 7Hz), 6. 82(1H, s) , 7. 11-7. 12(lH, m) , 7. 
23-7. 41 (7H, m), 7. 60(1H, dd, J = 8. 8, 2. 7Hz), 8. 12(lH, d, J = 2. 7 
Hz), 8. 23-8. 24 (1H, m) . 
EI-MSm/z : 457 (M + ) . 
[0833] 2) t!IHbl^5 

_h|EN-tert-^^/V-5- (5^<^v ? 7V^-^ri/-2-t: 0 y -1- v--3- 
WiSM-m-V^S— /V-3-^7/V^^iJ-5K(0. 190g)(D^7— /V(3. 8ml)^^ 
10%^7^A-J^i§(50%wet, 0. 19g)^7jP^.7K*#ffl^T^a-e8B#r^it 
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u^yy77^W;~;V-?uu*;VJ*)^mmMmik&m{0. H5g, 75%) 
[0834] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s), 3. 94 (3H, s) , 6. 74 (1H, d, 

3 

J = 8. 8Hz), 6. 96 (1H, br s) , 7. 05 (1H, s) , 7. 16-7. 26 (2H, m) , 7. 58 ( 
1H, dd, J = 8. 8, 2. 7Hz), 8. 11 (2H, m) , 8. 91 (1H, br s) . 
EI-MSm/z : 367 (M + ) . 
7C*^#f :C H N O -0. 25H Oi:UT 

19 21 5 3 2 

StfrfttrC, 61. 36;H, 5. 83;N, 18. 83. 

HIt:C, 61. 35;H, 5. 65;N, 18. 74. 
[0835] [H»!j7] N- , 1-vW/V^/V) -1- (6-^h^^-3-t°y v7k) 

-5- ( 2-t°y v7k) -lH-t^V— /V-3-#/V#=¥lKK 
[0836] Mfcl08] 



[0837] ##{#|4<D 1- (6-;*Hr V-S-fc^/l") -5-(2-fc°U v7V) -lH-tT9>^— /V-3-# 
/V^V^(200mg) , l-rn^/i^3-(3^^/WT^/^nt , /W)^/VaJ?-^>f*K4aH6 
1£(0. 195gh l-fcKndf~;^:o'hyT>'— /K0. 137g)£l, l-v^/V-2-fcKn 
dri/^/kT^(67mg)(O> ? ^t2n^^(10ml)^|R^, HJ^^VVT^CO. 3ml) 

^y*?;vmm?v^Y777j—xmwJmmik&m asomg, 66%) ^h^lt 

[0838] 'H-NMR (400MHz, CDC1 ) 5 :1. 26 (6H, s) , 3. 72 (2H, d, J = 6. 3Hz), 3 

3 

. 96(3H, s), 4. 90(1H, t, J = 6. 1Hz), 6. 77(1H, d, J = 8. 8Hz), 7. 03(1H 
, br s), 7. 21-7. 26 (2H, m), 7. 43 (1H, dd, J = 7. 8, O. 7Hz), 7. 60 (1H, 
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dd, J = 8. 8, 2. 7Hz), 7. 71-7. 74(1H, m) , 8. 12(1H, d, J = 2. 7Hz), 8. 4 

7-8. 50 (1H, m). 

EI-MSm/z : 367 (M + ) . 

7C3fc$MJf :C H N O -0. 25H ObVX 

19 21 5 3 2 

3ffiafrfg:C, 61. 36;H, 5. 83;N, 18. 83. 
UPHfi :C, 61. 52;H, 5. 56;N, 18. 95. 
[0839] immms] N-tert-^^/V-1- 3-t°U v7V) -5- (2-tfU vW) -lH-tf 

[0840] Mb 109] 



[0841] 12<£>1- (6-^^/V-3-t°y v^V) -5- (2-t°U -lH-fcT^ 

%;Vf£^&x. s f-j>Vx.X ! r;V{0. 236g)(D^h^tKn^^(2ml), S— /V(0. 5m 
1) , .Rtfyfc (1ml) (DU&WtfclZ-, ^?&-e*fife>fby^^— *fU*J(40. 7mg)^PX. 

n$raiB#ufco KjiS^idi^^BfoK^co. 070ml) *M?LkM^ BL^mm* 

MJET^Ll- (6-p<^-/V-3-t 0 y^/V) -5- (2-fc°y vvV) -lH-t°7^— /V-3-^7 

&btlft#S>tfls&<D])^VJ>JM£N, N-^f/V^A7^K(4. Oml)^?tft?U 
^a-ei-tKn^ri/^^hUTy— /V(0. 166g), l-xf/l^3- O-v^^/VT^y 
:/ufc7v)#/l^vW$K:^^(0. 229g), m3tQVt-y^/VT^y (0. 241ml) Sr 

APx.3 0 Hflif #Ufco MJSIS^^K^nn^/^-^/— (152*1) m^JSKSrin 

I»ffr8^(0. 137g, 54%)£T^/K7T*£LT#;fc„ 
[0842] 1 H-NMR(400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 60 (3H, s) , 6. 84 (1H, br 
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), 7. 18-7. 30 (3H, m), 7. 47 (1H, d like, J = 7. OHz) , 7. 63 (1H, dd, J = 

8. 1, 2. 7Hz), 7. 72(1H, t like, J = 8. 1Hz) , 8. 40(1H, d, J = 2. 7Hz), 8. 

45-8. 55 (1H, m). 

ESI-MSm/z: 336 (M + H) + . 
[0843] N-tert-^^-7V-5- (5— >T7-2-t 0 y^/V) -l-(6-^b3r^-3-fc°y i? 

/V) -lH-t°7y^/V-3-^7/V^^i^5K 
[0844] Mb 110] 



[0845] 1) hy^/V^-n^^^/V^^^6-[5-tert-7^/V^/W^ ; e^l'/V-2-(6-^h^^-3 

-t°y^/v)-2H-t: 0 ^^— /i^-3->r/v]-3-try^/i'3^^/V' t/^v#h^t, h 

Jfe#!l6<DN-tert-^^/V-5- (5-tKn^v / -2-t°y v7V) -1- (6-^h^>-2-fc°y 
v ? /V)-lH-t°7yWv-3-^7/V#=3ri^-^K(2. 47g) £fc°y vMl. 79ml) O^nn 
^^(49ml)^^, ^a-e^TXhy^/V^-n^^/V^^d. 24ml)£MTUl 

[0846] 'H-NMR (400MHz, CDC1 ) 8 :1. 47 (9H, s) , 3. 97 (3H, s) , 6. 79 (1H, dd 

3 

, J = 8. 8, 0. 7Hz), 6. 81 (1H, br s) , 7. 25-7. 27 (1H, m) , 7. 56-7. 66(3 
H, m), 8. 11-8. 12(1H, m) , 8. 41 (1H, d, J = 2. 4Hz) . 
EI-MSm/z : 499 (M + ) . 

[0847] 2)WM4k^m 

T/l^*V#H^-f^ mU-C^T^tb])-n-y^/V^(5. 62g)^h^^(hy^ 
^^sVfcT^^s^JVMO) (7. 70g)<Dl, 2->^nn;i^/(61ml)S§M^2 




NC 
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*7VV(2. 22g)cDl, 2-v^Pn;^>(50ml)^feM TU Hfc, 22B#^P^3S 

^n^h^^w— (g^^/v-^1^) -eWMU^M^b^ (1 . 50 g , 90%) £r 
[0848] 1 H— NMR (400MHz, CDC1 ) 8 :1. 47 (9H, s) , 3. 97 (3H, s) , 6. 79-6. 81 ( 

3 

2H, m), 7. 33 (1H, s) , 7. 57-7. 60 (2H, m) , 7. 95-7. 97 (1H, m) , 8. 09 ( 
1H, d, J = 2. 9Hz), 8. 68 (1H, d, J = 2. 2Hz) . 
EI-MSm/z : 376 (M + ) . 
yzMfttifiC H N O fLX 

20 20 6 3 



Siraltt:C, 63. 82;H, 5. 36;N, 22. 33. 

MW\iU:C, 63. 76;H, 5. 32;N, 22. 36. 
[0849] [HifefcllO] (5-^7^^^/V-2-fc°y^/V) -l-(6-*Hf^- 

3-t°y vVV) -lH-t°7^- /V-3-#/Vtf^lKK 
[0850] Mb 111] 




[0851] l)6-[5-(N-tert-^/k)^7/V/^^7k-2-(6-^hdr^-3-t 0 yv ? /k)-2H-t 0 7 
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[0852] Mb 11 2] 




[0853] mMM9(DN-tert-y^/P-5-(5-^Ty-2-^Viy/^)-l-(6-^h^-3-\i°V 
i?7V) -lH-t'yy?— /V— 3-#/V*K3rlKK (0. 70g) <D*?S~- fV (14ml) hTY^Y 
n^y^iXAm^Wk^WM^ ^iS.^l^^K^k^hy^(9. 30ml) ^Px.7B#^ 

fcm&*M%m&bvrz&^ ?m*/isj*&un%.&mu mmm^M^mwtrhv^ 

2-(6-^h^-3-fc°yv ? /V)-2H-fc°7:/— /V-3-^|7V]~=^^(0. 572g, 78 
%)£@#:£LT#fc 0 

[0854] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 3. 97 (3H, s) , 6. 80 (1H, d, 

3 

J = 8. 8Hz), 6. 87(1H, s) , 7. 36 (1H, s) , 7. 56 (1H, d, J = 8. 3Hz), 7. 64 ( 
1H, dd, J = 8. 8, 2. 7Hz), 8. 11 (1H, d, J = 2. 7Hz) , 8. 32-8. 35 (1H, m) , 
9. 08 (1H, d, J=l. 5Hz). 
EI-MSm/z : 395 (M + ) . 

[0855] 2)WMik-frm 

_LfB6-[5- (N-tert-^^/V) #/W^^|7V-2-(6-^T>3ri/-3-fc°!J vVV) -2H- 
t°7y^-3-^]^nf (O. 250g)£SfrffcT:^— ?A(0. 169g)^fflV>T, 
«^tlli!l^#O^-e^M^^l(0. 116g, 47%)£@f*£LT#fc 0 

[0856] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 3. 96 (3H, s) , 6. 78 (1H, d, 

3 

J = 8. 8Hz), 6. 85 (1H, br s) , 7. 30 (1H, s) , 7. 52-7. 54 (1H, m) , 7. 59 ( 
1H, dd, J = 8. 8, 2. 7Hz), 8. 10(lH, d, J = 2. 7Hz) , 8. 19-8. 21 (1H, m) , 
8. 90(1H, d, J=l. 7Hz). 
EI-MSm/z : 394 (M + ) . 
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7C*^#f :C H N O tVX 



20 22 6 3 



3ffltfrfg:C, 60. 90;H, 5. 62;N, 21. 31. 
H$!Hfi:C, 60. 74;H, 5. 62;N, 21. 18. 
[0857] 1 1 ] (5-tKndf^f;W 2-tTU i^/V) -1- (6-^h^r 

[0858] Mb 113] 



[0859] T/l"=*V#ia^CT\ Hife^lllO(Dl)(D6-[5-tert-^^/V^/W^^/V-2-(6-^ 
hdri/-3-t 0 IJv ? /V) -2H-t°^y— /V-3--f/V] ~=i^->"g£ (O. 245g) CD^h^tKn 
7^/(4. 9ml) ^&^7>--J»^^/V#£#:(0. 141mDSr«TU2 

m&tt\x.#mu mmm&m*mk*rhvv^-em,mvtc 0 mm. m^rmm^m 
mmvmm^m (94. o mg) 39%)£@#£L-c#;fco 

[0860] X H-NMR (400MHz, CDC1 ) 5 :1. 47 (9H, s) , 3. 94 (3H, s) , 4. 72 (2H, s) 

3 

, 6. 75(1H, d, J = 8. 8Hz), 6. 83(1H, br s), 7. 14(1H, s), 7. 40(1H, d, J 
= 8. 1Hz), 7. 59 (1H, dd, J = 8. 8, 2. 7Hz), 7. 73 (1H, dd, J = 8. 1, 2. 2Hz 
), 8. 09(1H, d, J = 2. 7Hz), 8. 44(1H, d, J = 2. 2Hz) . 
FAB-MSm/z : 38 2 (M + H) + . 
7n^t5>#f :C H N O -0. 5H OtUX 

20 20 6 2 2 

WlmiW.:C, 61. 53;H, 6. 20;N, 17. 94. 
I$IJ||:C, 61. 75;H, 6. 30;N, 17. 79. 
[0861] IMMM 12] N-tert-7^/V-l- (6-^h^riX-3-t: 0 IJ^/V) -5-(3-t 0 U^^=/V) - 
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[0862] Mbll4] 




[0863] 1 3<D 1- (6-^h^i/-3-try vVV) -5-(3-fc°IJ^v^W) -lH-t°^y — /V 

-3-^7/V^V^y^^^(162mg) ttert-^7VT^^(112 ju 1) £fflV Hife 
^!lli:l^#(D^T^M^^I (81mg, 40%) £@ft:i:bT#fc: 0 

[0864] X H-NMR (400MHz, CDC1 ) 5 :1. 50 (9H, s) , 3. 95 (3H, s) , 6. 80 (1H, dd 

3 

, J = 8. 8, 0. 5Hz), 6. 85(1H, br s) , 7. 33(1H, s) , 7. 51 (1H, dd, J = 8. 5 
, 4. 9Hz), 7. 59 (1H, dd, J = 8. 5, 1. 7Hz) , 7. 68 (1H, dd, J = 8. 8, 2. 7Hz 
), 8. 12(1H, dd, J = 2. 7, 0. 5Hz), 9. 12(1H, dd, J = 4. 9, 1. 7Hz) . 
ESI-MSm/z: 353 (M + H) + . 
[0865] IMMM 1 3] N-tert-^/k-l- (6-^Hrv/-3-fc°y V7V) -5- (2-fc p 7i?~/]') -1 

[0866] Mkll5] 




[0867] #=%{?!|22CD 1- (6-^h^^-3-t°y v^/V) -5- (Z-bT^S^W') -lH-t"^— /V-3 
-#/V#V^(0. 232g)^tert-^/VT^>-(0. 148ml) SrfflV>T, HJfe^Jl^lRj^l 
(O^-e^S^^ (141mg, 49%) £rT^K77*£LT#fc„ 

[0868] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 3. 97 (3H, s) , 6. 80 (1H, d, 

3 

J = 8. 8Hz), 6. 82 (1H, br s) , 7. 33 (1H, s) , 7. 61 (1H, dd, J = 8. 8, 2. 7H 
z), 8. 13(1H, d, J = 2. 4Hz), 8. 44 (1H, dd, J = 2. 4, 1. 7Hz) , 8. 49(1H, d 
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, J = 2. 4Hz), 8. 74 (1H, d, J=l. 5Hz). 

ESI-MSm/z: 353 (M + H) + . 
[0869] LMMM 14] N-tert-^^/k-5- (4-i/^/VT^77^/U) -1- (6-^h^r^-3- 

tfyy*V^/V)-lH-t°^yWk-3-#/V^-^K 
[0870] Mb 116] 



[0871] mmMlO<D5- (4-l?^;VT^;-7^~/V) -1- (6-^h=¥v'-3-t o y^v ; ^/V) -1 
H-t°^y — 7V-3-^77V^V|i (203mg) £tert-y^/VT^y (126 /z 1) ££rfflV 
^Ji#!|7i:|^#<D^&-e^M^^ (202mg, 84%) £@#:£lyC#fco 

[0872] 'H-NMR (400MHz, CDC1 ) 5 :1. 47 (9H, s) , 2. 96 (6H, s) , 4. 17 (3H, s) 

3 

, 6. 62(2H, d, J = 8. 8Hz), 6. 89(1H, br s) , 6. 94(1H, s) , 6. 99(1H, d, J 
= 9. 3Hz), 7. 12(2H, d, J = 8. 8Hz) , 7. 35(1H, d, J = 9. 3Hz) . 
ESI-MSm/z : 395 (M + H) + . 
7tMlft%f:C H N O -0. 25H Otl^X 

21 26 6 2 2 

Jgfra'fiirC, 63. 22;H, 6. 69;N, 21. 06. 
MfflM-.C, 63. 33;H, 6. 42;N, 20. 94. 
[0873] [^ife^!|15]N-tert-^/V-l- (5-y*h^>-2-t e 7 /V) -5- (2-fc°y vW) -1 




N 



MeO 
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[0874] Mb 11 7] 




[0875] ###tl 1 1 <D 1- ( 5-p< h^r V-2-tf7 /V) -5- ( 2-t°D vVV) -1 H-fcW 
-#/MFV^(0. 227g)^tert-^/VT5^(0. 160ml) vT, 
O^fe-Ct^M^^(0. 197g, 73%)&mfob\JXWto 

[0876] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 4. 03 (3H, s) , 6. 87 (1H, s) 

3 

, 7. 18-7. 21 (1H, m), 7. 23 (1H, s) , 7. 55-7. 57 (1H, m) , 7. 71-7. 76 ( 
1H, m), 7. 98 (1H, d, J=l. 2Hz), 8. 33 (1H, d, J=l. 2Hz), 8. 37-8. 38 ( 
1H, m) . 

EI-MSm/z : 352 (M + ) . 
7C^^*r:C H N O tVX 

18 20 6 2 

SIMfi :C, 61. 35;H, 5. 72;N, 23. 85. 

MW\iU:C, 61. 27;H, 5. 68;N, 23. 98. 
[0877] IMMM 1 6] N-tert-^^/V-5- (4-v^ ^vVT^/^^/V) -1- (6-^3^-3- 

fc°y^/V)-lH-fcW— /V-3-#/V^1KK 
[0878] Mb 11 8] 



/ 




[0879] 1 7<D5- (4-^f^7^y7x-;k) -1- (6-^h^-3-fc°y -lH-fcf 

/V-3-%/U^m (253mg) ttert-^/V-T^ (126 ,u 1) £rffl V vt\ ^Jfe#!l 
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7tm&<Dj?m"&gm<ik&m (226m g , 76%) &mfotvxmc 0 

[0880] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 2. 96 (6H, s), 3. 95 (3H, s) 

3 

, 6. 62(2H, d, J = 9. 0Hz) , 6. 73(1H, d, J = 8. 8Hz), 6. 83(1H, br s), 6. 
90(lH, s), 7. 06(2H, d, J = 9. 0Hz) , 7. 51(1H, dd, J = 8. 8, 2. 7Hz) , 8. 
19(1H, d, J = 2. 7Hz). 
ESI-MSm/z : 394 (M + H) + . 
7tiMfr$f:C H N O tL-X 

22 27 5 2 

3ffiaSHi£:C, 67. 15;H, 6. 92;N, 17. 80. 

H$!Mtt:C, 66. 96;H, 6. 90;N, 17. 87. 
[0881] imMM 1 7] (3-^^/VT^y^^^/V) -1- (G-*h*is-3- 

t°y >>/V) -lH-t"7y- /V-3-#/l-tf^lKK 
[0882] Wbll9] 



[0883] 1 5<D5- (3-^^/VT^/73i^/W) -1- (6-^h3^>"-3-t 0 y vVV) -lH-t° 

/V-3-^7/V^V^(264mg)i:tert-^^-/VT5^(0. 139ml) £rJ8Vv£\ HJfe 
#i|l£ |R)#<D^«fe-C^jg>fb^ ( 1 94mg, 62%) &T*BA'7TXbLXfflt 0 
'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 87 (6H, s) , 3. 94 (3H, s) 

3 

, 6. 46-6. 49(1H, m) , 6. 56-6. 57(1H, m) , 6. 68(1H, dd, J = 8. 3, 2. 4 
Hz), 6. 73(1H, d, J = 8. 8Hz), 6. 84(1H, br s) , 7. 00(1H, s) , 7. 15(1H 
, dd, J = 8. 3, 7. 6Hz), 7. 51 (1H, dd, J = 8. 8, 2. 9Hz) , 8. 17(1H, d, J = 2 
. 2Hz). 

ESI-MSm/z : 394 (M + H) + . 
[0884] IMMM 18] N-tert-7^/V-l- (6-^h^-3-fc°JJ^V— /V) -5- (4-^/1^-2- 



MeO 




N 
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[0885] Mbl20] 




N 



O 



N 
H 



MeO 



[0886] 1 7CO 1- (e-^h^-S-tWv^ /V) -5- (4-^/k-2-fc:°y >VV) -1H- 

— /V-3-^/V#>^ (560mg) irtert-^^/KT^ (167 n 1) ^fflV vC, MM 

mkmm<D&m-T*mmfc&m (34o mg) 52%) £@#^lt#/c 0 

[0887] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 39 (3H, s) , 4. 12 (3H, s) 

3 

, 6. 85(1H, br), 7. 02(1H, d, J = 5. OOHz) , 7. 12(1H, d, J = 9. 28Hz), 7. 
17(1H, s), 7. 44(1H, s), 7. 74(1H, d, J = 9. 28Hz) , 8. 20(1H, d, J = 5. O 
OHz). 

FAB-MSm/z : 36 7 (M + H) + . 
[0888] IMMffill 9] N-tert-^/k-1- V-3-tfy V7V) -5- (2-fcTJJ V7V) -1H 

-tf7^— /v-3-^7/v#^i^$K 

[0889] Mb 121] 



[0890] m^M4(D 1- (6-^3rv--3-fc°y vVV) -5-(2-fc°y V7V) -lH-tT^ 

/V*V^(880mg) ^tert-^/VT^^(217mg) £fflV>T, HJg^tl7tl^^l<Z)^^ 
-e«IJ®fb-8^ (850mg, 81%) Sr@^ur#^o 

[0891] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 96 (3H, s) , 6. 76 (1H, d, 

3 

J = 8. 8Hz), 6. 84(1H, br s) , 7. 18-7. 24(2H, m), 7. 44(1H, d, J = 7. 8 
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Hz), 7. 60 (1H, dd, J = 6. 8, 1. 9Hz), 7. 70-7. 73 (1H, m) , 8. 12 (1H, d, 
J = 2. 4Hz), 8. 47 (1H, m) . 
EI-MSm/z:351(M + ). 
7C3fc$MJf :C H N O fLX 

19 21 5 2 

mimiM:C, 64. 94;H, 6. 02;N, 19. 93. 

MW\iU:C, 64. 97;H, 6. 06 ;N, 19. 86. 
[0892] IMMM20'] N-tert-^^/V-1- (Q-i/T /S-^y^/V) -5- (2-fc°y vVV) -1H- 

tf^— /V-3-#/l^3rlKK 
[0893] [^122] 




[0894] 1) N-tert-^^/V-1- (6-tKn^>-3-t o y vvV) -5- (2-t°y vVV) -lH-fc°7^ 

— /V-3-#/Vtf^lJ-5K 
[0895] Mb 123] 




[0896] 1 9<7}N-tert-:/^/V-l- (6-^h^>-3-t°y vVV) -5-(2-t°y vVV) -1 

H-t°7y^/V-3-^7/V^dri^5K (4. 71g) CO iWfeMB.-^?/— /^MW (94ml) 

/^pn^M) -C|fMbN-tert-^^/V-l-(6-tKP d r^-3-t:' 5 y v'/k) -5- (2 
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-fc°yiM-)-lH-fc°^— /V-3-#/Vtf^U-5K(4. 17g, 92%)^@#:^LT#fc 0 
[0897] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 6. 54 (1H, d, J = 9. 5Hz), 6 

3 

. 80(1H, br s), 7. 20(1H, s) , 7. 23-7. 26(lH, m) , 7. 46-7. 59(3H, m) 
, 7. 73-7. 78 (1H, m) , 8. 50-8. 52 (1H, m) , 13. 29 (1H, br s) . 
EI-MSm/z : 337 (M + ) . 
[0898] 2) h])7/^v^>^/^^B.5-l3- (N-tert-7^/V) #/l^^|7V-5-(2-fc°y 
-1 H-t°^y — /V-l-^/V] -2-t°y v?/Vrcj*7VV 
±IBN-tert-^^-/V-l- (6-tKndrv--3-t°y v 5 /!/) -5- (2-t°y vvk) -lH-t° 
7y*—/V-3-#/V/^1^K(3. OOg)i;4i^Khy^/V^-n^^^/V7^^(l. 80ml) 
^fflV^, Hife^!j9(Dl) i!|WI#(D^fe-ehy^/V^-n^^^7V*>'li5-[3-(N-ter 

t-y^7v)^/w^^-r/v-5-(2-t o yv ? /v)-iH-t o ^y— 7v-i-/T/k]-2-t°y> ? /v 

oi^/v(3. 29g, 79%)^@#:^bT#f' 0 
[0899] 'H-NMR (400MHz, CDC1 ) 5 :1. 50 (9H, s) , 6. 82 (1H, br s) , 7. 22-7. 

3 

27 (3H, m), 7. 61-7. 63 (1H, m) , 7. 77-7. 82 (1H, m) , 7. 94-7. 97 (1H 
, m), 8. 34-8. 35 (1H, m) , 8. 40-8. 41 (1H, m) . 
EI-MSm/z : 469 (M + ) . 

[0900] 3)mm4t&m 

_hfBhy^/V^-n^^^/V^^^5-[3- (N-tert-^^/V) ^7/W^^/V-5-(2- 

t o yv ? /v)-iH-t°7y^/v-i-^/v]-2-t o yv ; 7vrc^/v(3. 28 g )^ffiv>r, Hife 

#tl9CD2)ir|^#0^-C^M^^(l. 89g, 78%)£@flc£LT#;fco 
[0901] 'H-NMR (400MHz, CDC1 ) 6 :1. 50 (9H, s) , 6. 80 (1H, br s) , 7. 26-7. 

3 

30 (2H, m), 7. 63-7. 65 (1H, m) , 7. 75 (1H, dd, J = 8. 3, 0. 7Hz) , 7. 79- 
7. 84 (1H, m), 7. 89-7. 91 (1H, m) , 8. 40-8. 42 (1H, m) , 8. 62 (1H, dd 
, J = 2. 4, 0. 7Hz). 
EI-MSm/z : 346 (M + ) . 
7C*^#f :C H N OtVX 

19 18 6 

aSfrfgrC, 65. 88;H, 5. 24;N, 24. 26. 
MWM:C, 65. 93;H, 5. 32;N, 24. 15. 
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[0902] ] N-tert-v/^VV- 1- (6-#/V^^f7V-3-fc°y v7V) -5- (2-t°y vvk) 

-lH-tW— /V-3-7J/^3rlKK 
[0903] Wkl24] 



[0904] |lii0"!l2OCON-tert-7^/V-l- (6-i/T/-3-t°y ^/V) -5- (2-fc°y vVV) -1H 
-t°7yWV-3-^7/V^dri?-5:K(0. 50g)(D^/— /V(10ml) ^7"h7tKn^7^(10 

77^- (y^y-/Wnn^A) tiSUIIft^fe (O. 323g, 60%)£@ft:£L 

T#fc 0 

[0905] 'H-NMR (400MHz, DMSO-d ) 6 :1. 40(9H, s) , 7. 33 (1H, s) , 7. 35-7. 

6 

39 (1H, m), 7. 46 (1H, br s) , 7. 72 (1H, br s), 7. 79-7. 81 (1H, m) , 7. 
89-7. 94 (1H, m), 7. 97-8. 00 (1H, m) , 8. 09-8. 11 (1H, m) , 8. 13 (1H 
, br s), 8. 39-8. 41 (1H, m), 8. 56 (1H, m) . 
FAB-MSm/z : 365 (M + H) + . 
[0906] [Hife0!|22] N-tert-v/^/V- 5- (5-fcKn3f~>-2-fcr9 vVV) -1- (3-tf U vVV) -1 
H-t°^y— /V-3-7J/V#3rlKK 




O 
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[0907] Mfcl25] 



HO 




o 



(J 



N 
H 



[0908] 1) N-tert-7^/V-5- (5-^^^/V^^^-2-t°!J iz/V) -1- (3-t°!J v^/V) -1H- 
[0909] [^ 126] 



[0910] 1 8<D5- (5^^/V;^^-2-t o y vVV) -l-(3-tfy it/V) -lH-fc 0 ^ 

— /V-3-#/l^>^(4. 60g)^tert-^^/VT5^(2. 58ml) vT, MMM^l 
trnm^m-CN-tert-y^/VS- (5— <^v > /V^-drv^-2-t°y i^/V) -l-(3-bTU 
v ? /V)-lH-t°7y^/V-3-^7/V#=3ri^^K(4. 64g, 73%) £@ft:£l/C#fc 0 

[0911] X H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 5. 09 (2H, s) , 6. 84 (1H, s) 

3 

, 7. 13 (1H, s), 7. 26-7. 43 (8H, m) , 7. 73-7. 75 (1H, m) , 8. 19 (1H, d, 

J = 2. 9Hz), 8. 53 (1H, d, J = 2. 4Hz), 8. 58 (1H, dd, J = 4. 9, 1. 5Hz) . 

EI-MSm/z : 427 (M + ) . 
[0912] 2)MM4k&® 

_h!EN-tert-:/^VV-5- (5-^<^l?/^tt*y-2-K°})i?M -l-(3-fc°y i?M -1 

H-tf^— /V-3-#/V^lKK(4. 63 g )£rfflVvt, HJfe#ij6<D2) kn&HDjjWrZ 

*S®ffrg4&(3. 55g, 96%)^rH#:^LT#/c 0 
[0913] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 6. 86 (1H, s) , 7. 13 (1H, s) 

3 

, 7. 20-7. 23 (1H, m), 7. 44-7. 50 (2H, m) , 7. 91 (1H, d, J=2. 9Hz), 7. 
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99-8. 02(1H, m), 8. 42 (1H, d, J = 2. 4Hz), 8. 50(1H, dd, J = 4. 9, 1. 5 

Hz), 10. 84 (1H, br s) . 

EI-MSm/z : 337 (M + ) . 

7C3fc$MJf :C H N O -0. 25H ObVX 

18 19 5 2 2 

3ffiafrli£:C, 63. 24;H, 5. 75;N, 20. 48. 

UPHfi :C, 63. 16;H, 5. 47;N, 20. 22. 
[0914] S23] (5-^T/-2-fc°y vVV) -1- (3-fc°y vVV) -1H- 

tf^— /V-3-#/l^drlKK 
[0915] Wkl27] 



[0916] 1) hVy/^^^>^/P^^6-l5- (N-tert-^^/V) %/W<^/\^-2-(3-}?}) 
i?;V) -2H-fcW ;V-Z-4;V\ -3-fc°y ^/Knx^yv 

Hli0'!l22CON-tert-7^/V-5- (5-tKn^V-2-bTy vVV) -l-(3-t°!J^/V) - 
lH-t'7/- /V-3-^7/V^i7-5K(2. 42g)<SrfflVvC, !UfeW©l)£E)fl!©;£Sfc 
-trhy^/v^-n^^^/v*^^6-[5-(N-tert-^^/v)^7/w^^e^r/v-2-(3-t°y 
v ? /V)-2H-t 0 7y^/V-3-^/V]-3-t 0 yv ; /V^^/V(2. 92g, 88%)£r@flc£L 

[0917] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 6. 82 (1H, s) , 7. 30 (1H, s) 

3 

, 7. 39 (1H, dd, J = 8. 2, 4. 8Hz), 7. 63-7. 74(3H, m) , 8. 36 (1H, d, J = 2 
. 7Hz), 8. 57(1H, d, J = 2. 4Hz) , 8. 64(1H, dd, J = 4. 8, 1. 6Hz) . 
EI-MSm/z : 469 (M + ) . 

[0918] 2)mmit^m 

_h|EMJ7/V^-np«^^^7^^^6-[5- (N-tert-^^vV) ?J/V/<^/V-2-(3- 
t°yv ? /V)-2H-t 0 7y^/V-3-^/V]-3-t°yv ; /V^^/V(2. 51g)£ffll>T, MM 



NC 
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m9(D2)tmm(D^mxmm^m(i. 53 g , 83%)^@#:y^r#*: 0 

[0919] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 6. 82 (1H, s), 7. 36 (1H, s) 

3 

, 7. 39-7. 43(1H, m) , 7. 66(1H, dd, J = 8. 3, 1. OHz) , 7. 72-7. 75(1H, 
m), 7. 99-8. 02(1H, m) , 8. 55(1H, d, J = 2. 4Hz), 8. 63(1H, m) , 8. 66( 
1H, dd, J = 4. 9, 1. 5Hz). 
FAB-MSm/z : 347 (M + H) + . 
7U9^#f:C H N ObLX 



MWaW.:C, 65. 88;H, 5. 24;N, 24. 26. 
MBM-.C, 65. 70;H, 5. 17;N, 24. 09. 
[0920] N-tert-^^/V-5- (5-^77W^^^/V-2-t°y v 5 /^) -l-(3-fc°y vVk) 

[0921] Mkl28] 



[0922] Hife^!l23(DN-tert-^^/V-5-(5->^Ty-2-t 0 IJ> ? /V) -1- (3-fc°U vW) -1H 

-fc°5c/— /v-3-;M^r1KK(0. 40g)&fflW"C, mg^J21i:III#(D^-e^ffi 

ffrS^KKO. 216g, 51%)Sr@^bT#feo 
[0923] 'H-NMR (400MHz, DMSO-d ) 8 :1. 39 (9H, s) , 7. 39 (1H, s) , 7. 43 (1H 

6 

, br s), 7. 48-7. 51 (1H, m) , 7. 61 (1H, br s) , 7. 81-7. 87 (2H, m) , 8. 
13 (1H, br s), 8. 26-8. 28 (1H, m) , 8. 57-8. 61 (2H, m) , 8. 79-8. 80(1 
H, m). 

FAB-MSm/z : 365 (M + H) + . 
7C*^ff :C H N O -0. 25H Otl^X 

19 20 6 2 2 

SfrafrC, 61. 86;H, 5. 60;N, 22. 78. 
MfflM-.C, 61. 57;H, 5. 33;N, 22. 58. 



19 



18 



o 
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[0924] N-tert-v/^VV- 5- (5-^^-2-1^ V7V) -1- (3-t°U vyV) -1H 

[0925] Mkl29] 



[0926] T/l^iV#H^C~f^ Hifef^22(DN-tert-^^/k-5-(5-l:Kci :a rv / -2-t°yv ? 7k) 
-l-(3-fc 0 U> ? /V)-lH-t 0 7>^— /V-3-^7/V#^i7-5:K(0. 30g) (DTY^V^y^ 
(6ml) ^M-C2. OM-Chy^/Vv/y/^^TyV^^^^ih^lRCO. 

489ml) ^mr^U^O^mmW'LfCo RmmKhV^^T^iO. 136ml) 
Mx.lOftmWtW&, MfcU ^nn^^CGmD^Px., 2. OM-(by^fvl->y/V) 

^y-/v(3mi) ^px.^?u-e20#r 3 m#bfc o Kmmm^WL^rm^mhfvkm 
&m(o. i45 g) 45%)&mf$tvxmtc 0 

[0927] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 85 (3H, s) , 6. 84 (1H, br 

3 

s), 7. 14(1H, s), 7. 20-7. 23(lH, m) , 7. 33-7. 37(1H, m) , 7. 42-7. 
44 (1H, m), 7. 73-7. 76 (1H, m) , 8. 12 (1H, m) , 8. 57-8. 58 (1H, m) . 
FAB-MSm/z : 35 2 (M + H) + . 
[0928] [^JfeF!)26] N-tert-^^/V-5- (5-tKn^r^^-/V-2-t°y ^/V) -1- (3-fc°y v 5 
/V) -lH-fc°^y /V-3-^7/V^dr^K 



MeO 
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[0929] Mb 130] 



HO 




[0930] i)wm\&m 

v7V)-lH-fc°^y— ;v-2,-^i ;v^^Y (o. 929g) (D^h^tKny^d 

9ml) 0°C-ei. 01M-^K^^v ? -ry^/VT/V^^^^<75h/V^^^(4 

. 25ml)£r$gTL70#H^#Ufco Hl^ 1. 01M-*?!f>fbiW^/VT/l^!7 
^(Dh/V^>^^(4. 25ml)^MTb80^ra«#bfc o SJS*fc4&^Bfekai8£ 

, t/v=?v#h^;t^ ^m^fcifrfbfc^^w^.Mo. 223 g )^px.^a-ei3B# 

0. 152g, 16%)&mitkLXfflto 
[0931] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 4. 71-4. 72 (2H, m) , 6. 85 

3 

(1H, br s), 7. 18 (1H, d, J = 0. 7Hz) , 7. 34-7. 37(1H, m) , 7. 48 (1H, d, 
J = 8. 1Hz), 7. 73-7. 78 (2H, m) , 8. 39-8. 40 (1H, m) , 8. 51 (1H, d, J = 
2. 7Hz), 8. 57 (1H, d, J = 4. 2Hz) . 
FAB-MSm/z : 35 2 (M + H) + . 
7C*^*f :C H N O -0. 25H O^LT 

19 21 5 2 2 

3ffi^H[:C, 64. 12;H, 6. 09;N, 19. 68. 
MWM:C, 64. 23;H, 6. 10;N, 19. 68. 
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[0932] 2) N-tert-v/^/V- 1- (3-fcf U v7V) -5- (5-tert-^>df-^/V^^/VT^y^^/V 

-2-t°y^/v)-iH-fc°yy*— /w3-#/v^iKK 

[0933] Mkl31] 



[0934] _hfBt?#7h[A^] ^l^.^^^MJ^A^k^^(60ml) ^pp^Sriflt^ 

f^S©^^y-;v(6. 3mi) ^e^, ^a-ehy^/vT5^(o. 601ml) ^-tert 

tx^/V-^pp*;^) "C|tMbN-tert-^^-/V-l- (3-t°y v^/V) -5- (5-tert- 

:/>^#/v4wvT5/y-^/v-2-fc°y vvv) -m-tfyy— /v-3-#/v^i^K (8 

4. Omg, 10%)^T^/K7r^£L-C#7t o 
[0935] 'H-NMR (400MHz, CDC1 ) 5 :1. 45 (9H, s) , 1. 49 (9H, s) , 4. 31-4. 32 ( 

3 

2H, m), 4. 91 (1H, br s), 6. 84 (1H, br s) , 7. 21 (1H, s) , 7. 34-7. 37(1 
H, m), 7. 47(1H, d, J = 8. 1Hz), 7. 67-7. 69 (1H, m) , 7. 72-7. 75 (1H, 
m), 8. 33-8. 34(1H, m) , 8. 54(1H, d, J = 2. 4Hz), 8. 58-8. 60(1H, m) 

FAB-MSm/z : 45 1 (M + H) + . 
[0936] N-tert-y^/V-5- (5-T57^^-/V-2-l: 0 y i^/V) -1- (3-tTU vvV) - 




WO 2005/063737 



197 



PCT/JP2004/019582 



[0937] Mb 132] 




o 



N 
H 



■HCI 



[0938] MMM26CD2) t?#£> fbttN-tert-^^/V-l- ( 3-fc°y v>/V) -5- ( 5-tert-^>^ 
iy^;V^^;VT^/^;V-2-^) i^/V-) -lH-fcW — /V-3-#/V#=arlKK (74. 0 
mg) ^im^^-^^7-/V^(6ml)^P^60°C-e4B#^Jt#b^: o S 

ffiT©*U^M^^(55. lmg, 77%)*mfctVXm^ 
[0939] 'H-NMR (400MHz, DMSO-d ) 8 :1. 39 (9H, s) , 7. 33 (1H, s) , 7. 41 (1H 

6 

, s), 7. 51-7. 55 (1H, m), 7. 83 (1H, d, J = 8. 1Hz) , 7. 88-7. 90(1H, m) 
, 8. 00-8. 03 (1H, m), 8. 40(2H, br s) , 8. 45 (1H, s) , 8. 55 (1H, d, J = 2 
. 2Hz), 8. 61 (1H, d, J=4. 9Hz) . 
FAB-MSm/z : 3 5 1 (M + H) + . 
[0940] LMMM281 N-tert-^/V-5- (5-^tm-2-fc°y i?/V) -l-(3-t°!J vVv) -1H- 

[0941] Dfbl33] 



[0942] 2 5 CO 5- ( u-2-fc°y i^/V) -1- ( 3-fc°y vVV) -1 H-t°7yWV-3-# 

(348mg) ttert-^/VT^ ( 1 95 u 1) V vt\ 1 £ IH^O^fe 

-ZMMik&m (173mg, 42%) £@ffc£LT#7i 0 
[0943] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 6. 84 (1H, br) , 7. 27 (1H, s 



ci 
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), 7. 38(1H, dd, J = 8. 18, 4. 76Hz), 7. 49(1H, d, J = 8. 18Hz), 7. 74(2 
H, m), 8. 36(1H, d, J = 2. 08Hz), 8. 54(1H, d, J = 2. 08Hz) , 8. 62(1H, d 
d, J =4. 76, 1. 47Hz). 
FAB-MSm/z : 356 (M + H) + . 
[0944] N-tert-7^/V-5- (4-#/W^-f /K7 a— /V) -1- (3-fc°iJ vVV) -1 

H-t°7^— /v-3-#/i^^1KK 

[0945] Mb 134] 



o 




[0946] 1 ) (4-v-T/^^/V) -1- ( 3-fc°U v7V) -1 H-t°7/-/V-3 

###i|2405- (4— S/TV^zvV) -1- (3-tf U v7V) -lH-t^/- 
*V^(0. 374g)^tert-^/VT$^(0. 269ml) SrfflVvC. HJfe^Jl^l^filO^fe 
-CN-tert-^^/V-5- (4->777x^) -l-(3-t°y vVV) -lH-t^/-/^- 
#/V#3rlKK(0. 413g, 93%)&mfctUXWt, 
[0947] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 6. 82 (1H, br s) , 7. 12 (1H 

3 

, s), 7. 31-7. 33 (2H, m) , 7. 38 (1H, dd, J = 8. 1, 4. 9Hz) , 7. 61-7. 65(3 
H, m), 8. 58(1H, d, J = 2. 4Hz), 8. 65(1H, dd, J = 4. 9, 1. 5Hz) . 
EI-MSm/z : 345 (M + ) . 
7C*^fr:C H N Obl-X 

20 19 5 

SfrafCrC, 69. 55;H, 5. 54;N, 20. 28. 
MfflM:C, 69. 53;H, 5. 53;N, 20. 17. 
[0948] 2)WMit^ 

_h|BN-tert-^^/V-5- (A-i^T /7 x~=^/V) -1- ( 3-t°U -lH-t°^i/— /V 
-3-#/Vtf^r1^K(0. 314g)2rffll^C, ^»!l21i:^I#(D^-etlM^^(0. 
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[0949] 



[0950] 
[0951] 

[0952] 



[0953] 
[0954] 



191g, 57%)^@#:^LT#fCo 

1 H-NMR(400MHz, DMSO-d ) 8 :1. 40 (9H, s) , 7. 08 (1H, s) , 7. 33-7. 

6 

43 (4H, m), 7. 50 (1H, dd, J = 8. 2, 4. 8Hz), 7. 79-7. 86 (3H, m) , 8. 01 ( 
1H, br s), 8. 57(1H, d, J = 2. 7Hz) , 8. 61 (1H, dd, J=4. 8, 1. 3Hz) . 
EI-MSm/z : 363 (M + ) . 
tu^5>W:C H N O -0. 25H Oi:LT 

20 21 5 2 2 

fflfro'ffi :C, 65. 29;H, 5. 89;N, 19. 03. 
H$!Ktt :C, 65. 45;H, 5. 77;N, 18. 91. 

[^Ji^!|30]N-tert-^/V-l-(5-^hdr^-l, 3, 4-f7^7/- ;W2-^)- 

5- (2-fc°y VVV) -lH-tf^y — /V-3-^7/V#=3r^5K 

Wbl35] 



1) N-tert-^^/V-l-(5-^^-/V^-^--l, 3, 4-f7^7/-;W2-^) -5- (2 
-fc>:W-lH-fcW— /V-3-#/V^1KK 

##0Ul9Ol-(5-^/V^^--l, 3, 4-f7^7y^-2-^/V) -5- (2-fc°U 
v?/V)-lH-fc°^i/— /V-3-#/l^V^(0. 919g)^tert-^^/VT 5:^(0. 576ml) 
^fflV^, HMMl^|W|#»^&"eN-tert-^/k-l-(5-^^/^^--l, 3, 4- 
f7W-/l^-2-^) -5-(2-t°!J> ? /V) -lH-fcT^ — /V-3-#/V#3rlKK ( 1 
. 05g, 98%)^T^e/V^T^^L-C#fc 0 

1 H-NMR(400MHz, CDC1 ) 8 :1. 44-1. 48 (3H, m), 1. 48 (9H, s) , 3. 30 

3 

-3. 36 (2H, m), 6. 75 (1H, br s) , 7. 16 (1H, s) , 7. 28-7. 31 (1H, m) , 7. 
61 (1H, d, J = 7. 8Hz), 7. 75-7. 80(1H, m) , 8. 54-8. 55(1H, m) . 
EI-MSm/z : 388 (M + ) . 

2) N-tert-^^/V- l-(5-^^/V^7V7-r^/V-l, 3, 4-f7^7/- /V-2-^|7V 
)-5-(2-fc°yvW-lH-fc°5c/— A-3-*/l^W T/Vrf>#ffl^T, _hfE 
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N-tert-^/V-l-(5-^7V^^--l, 3, 4-^7^7^-/^-2-^ )V) — 5— (2— 
t°y^)-lH-fc°^y— /V-3-#/l^drlKK(l. 04g) (Dv ? ^nn^^(21ml)^ 

^ta-e3-^naii^a#^(o. 508g)^n;t30^«#Uh o s^t-ta 

^/Vi^)-e|fS^UN-tert-^^-/V-l-(5-^^-/V^/V^^^/V-l, 3, 4-f7^7/ 
— /V-2-^r/V)-5-(2-t°yv ? /V)-lH-t°9y'— /I^-3-^/^t^*(0. 860g, 8 

[0955] 'H-NMR (400MHz, CDC1 ) 5 :1. 38-1. 41 (3H, m), 1. 49 (9H, s), 3. 20 

3 

-3. 38 (2H, m), 6. 76 (1H, br s) , 7. 20 (1H, s), 7. 31-7. 35 (1H, m) , 7. 
63(1H, d, J = 7. 8Hz), 7. 79-7. 83(1H, m) , 8. 53-8. 54(lH, m) . 
EI-MSm/z : 404 (M + ) . 
[0956] 3)mMfc&® 

_hfBN-tert-^^-/V-l-(5-^^/V^/V7^^/V-l, 3, 4-f 7^7/^-^-2- 
-5-(2-t°y *J/l>) -lH-fc 0 ^— /V-3-#/Mtf3rlKK (0. 850g) <D^y—/U 
(17ml) ^h^tKn^7>-(l 7ml) m&Wfo\^ mUX-lM'&T^mit^'bV^MS. 5 

«^hy>^-e^b7t 0 «jfL ^ffiT^^*L#fetifcas^y^y/v 

^A^n^hT^:^— (^ixf^np^A) -e**MbtI«^^ (0. 379g, 
50%)£@ft:tbT#fc o 
[0957] 'H-NMR (400MHz, CDC1 ) 6 :1. 48 (9H, s) , 4. 21 (3H, s) , 6. 76 (1H, br 

3 

s), 7. 16 (1H, s), 7. 27-7. 30 (1H, m) , 7. 60-7. 62 (1H, m) , 7. 75-7. 
79 (1H, m), 8. 54-8. 56 (1H, m) . 
EI-MSm/z : 358 (M + ) . 
7C*^#f :C H N O StLT 

16 18 6 2 

aSfrfgrC, 53. 62;H, 5. 06;N, 23. 45;S, 8. 95. 
MWM:C, 53. 53;H, 4. 90;N, 23. 45;S, 8. 94. 
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[0958] 
[0959] 

[0960] 
[0961] 



[0962] 
[0963] 

[0964] 



(6-^h^-3-\l°V *?/V) -5- ( l-^f^-lH-t° 

Wbl36] 



#%f?!l23C0 1- (6-^h^ri/-3-t°y-^/V) -5-( l-p^/WlH-fn— /k-2--f/V) 
-lH-t o 9y^/V-3-^7/V^V^(0. 232g)^tert-^/VT5^(0. 148ml) Srffl 
WC, ^»!)l^lD#<Z)^-etlM^^(147mg ( 53%)Sr@^LT#fe, 
'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 40 (3H, s) , 3. 95 (3H, s) 

3 

, 6. 01 (1H, dd, J = 3. 7, 1. 7Hz), 6. 12 (1H, dd, J = 3. 7, 2. 7Hz), 6. 69- 
6. 73(2H, m), 6. 85(1H, br s) , 6. 96(lH, s) , 7. 44(lH, dd, J = 8. 8, 2. 
7Hz), 8. 12(1H, d, J = 2. 7Hz) . 
ESI-MSm/z : 354 (M + H) + . 



fflemffirC, 64. 57;H, 6. 56;N, 19. 82. 
MM&:C, 64. 57;H, 6. 55;N, 19. 71. 

[^Ji^!|32] N- (cis-2-T^y^n^ 0 titVV) -1- (6-^h^r ^-3-t°y ^/V) -5-7 

^^/v-iH-t^y— /V-3-#/V#3r1*"5;K 

Wbl37] 



###!|5<D1- (6-^h^V-3-try i^/W) -5-7i^;V-lH-t°7/-/V-3-*^# 
=¥1KK (295mg) ^N-fcKn^=a^|ft^K (1 15mg) . .R. tTO ^/KT^ (44 
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6/z l)<Di??vvi*?XlOml)mWl^ l-^/V-3-(3-i/^;VT^/Zfv\i°)J]SV 

$y^^n^n/^y-MS (290mg) bbV^/^TV^ (557 u 1) 0^tm^y(2 
Oml)!!K«^55^t-C?KT^ ^^131^11 #Uc Q S^^^P^^tK^ 

9xixrtivVJ*-*ZS—;V) ^mm^WMit-^m (157mg, 44%) £$m^LT#fc 



[0965] 1 H-NMR(400MHz, CDC1 ) 6 :0. 44-0. 51 (1H, m) , 1. 04-1. 12(1H, m 

3 

), 2. 59-2. 66 (1H, m) , 2. 97-3. 06 (1H, m) , 3. 94(3H, s) , 6. 71 (1H, d 
, J = 8. 8Hz), 7. 04 (1H, s) , 7. 18-7. 25 (2H, m) , 7. 28-7. 37 (3H, m) , 7 
. 37-7. 43 (1H, br), 7. 48(1H, dd, J = 8. 8, 2. 7Hz), 8. 12(lH, d, J = 2. 7 
Hz). 

ESI-MSm/z : 350 (M + H) + . 
[0966] [Hi£0!l33] N- {cis-2-iy^/VT^/^ny p vi M°/V) -1- (6-p*h^^-3-t°U 

)-5-^^^/V-lH-t°7y^/V-3-^7/V^dri7-5:K^^^ 
[0967] Mbl38] 



[0968] Hife^!|32(DN- (cis-2-T5/v^n:7 0 t2fc7v) -1- (6-^h^rv--3-t°U v 5 /^) -5- 
^^^/V-lH-t^y — /V-3-^77V^^-^5K (92mg) b35%^/VJ*T/V*f tK/*C^ 

(208 m 1) , .RtJ^fift ( 1 50 u 1) <D^#S— /V (10ml) Sg^lCS/T/Tk^f bfc*^ 
hy^i. (66mg) Sr*PxL^ia-C2^ffi^#L^o S^^ISfP^^TK^^hy^A^ 
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otVv) -1- (6-^3rv'-3-fc 0 !Jv ? /V) -5-^^— /V-lH-fc°7V — ;^3-*/^ 
It-^K (93mg) ^^^bT#fc 0 ^<Z)^77^dri^^K#:(D^y— 7V (10ml) 
, lMSi-x^y-;i,M(0. 25ml)^P;Ul#Wh 0 KJ£i§8££^JEET@ife£S 
M^1^(97mg, 82%)£@#^LT#fc 0 
[0969] 'H-NMR (400MHz, DMSO-d ) 8 :1. 28-1. 38(1H, m) , 1. 43-1. 52(1H 

6 

, m), 2. 83 (3H, br s) , 2. 92 (3H, br s) , 2. 99-3. 11 (1H, m) , 3. 87 (3H 
, s), 6. 91 (1H, d, J = 8. 8Hz), 7. 16 (1H, s) , 7. 26-7. 33 (2H, m) , 7. 36- 

7. 45(3H, m), 7. 72(1H, dd, J = 8. 8, 2. 7Hz), 8. 18(1H, d, J = 2. 7Hz) , 

8. 60-8. 69 (1H, br), 9. 72-9. 88 (1H, br) . 
ESI-MSm/z: 378 (M + H) + . 

[0970] mMM34l N- (tTny v^-3-^fVV) -1- (6-^ Mr v--3-fc°y vVV) -5-^^-7^-1 

[0971] Mfcl39] 



[0972] l)N-(N'-^^/V^^/V^/Vt°ny^^-3-^/V)-l-(6-^hdri/-3-t°y 
v ? /V)-5-^^^/V-lH-t°7y^/V-3-^7/V^=3r^5:K 

#%f?!l5C0-l- (6-^h^rv'-3-t 0 y >VV) -5-7x^;l/-lH-t°7/-/l'-3-^;V 
sFVgt (443mg) ^#%^(J27(D3-T$7 ^ny^^-l-^/V^V^^^/Vrn^/v 
hy:7/^ng^(501mg)£rfflvvr, ^^^^^^^"^^-(N'-^^v 5 /^ 
^#/V^/Vfc°ny vV-3-^ f/V) -1- (6-^h=3ri/-3-t°y v^/V) -5-7x-;V-lH 
-tT^y A^-3-*;VJi?W (633mg, 84%) £$ft#^tbT#fco 

[0973] 'H-NMR (400MHz, CDC1 ) 8 :1. 93-2. 08 (1H, br m) , 2. 21-2. 32 (1H 

3 

, br m), 3. 36-3. 47 (1H, m) , 3. 50-3. 64 (2H, m) , 3. 76-3. 84 (1H, m) 
, 3. 95(3H, s), 4. 65-4. 73(1H, m) , 5. 14(2H, s) , 6. 74(1H, d, J = 8. 8 




•HCI 
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Hz), 7. 00(1H, d, J = 7. 3Hz), 7. 03 (1H, s) , 7. 18-7. 27(2H, m) , 7. 28 
-7. 41 (8H, m), 7. 50(1H, dd, J = 8. 8, 2. 7Hz), 8. 11(1H, d, J = 2. 7Hz) 

ESI-MSm/z : 498 (M + H) + . 
[0974] 2)fi|®fb-a^ 

_h|EN- (N ' -^^/V^^/V#=/Vt°ay^^-3-^/V) -l-(6-*Hf^-3- 
t 0 U^7V) -5-7^^/V-lH-t°7y^/V-3-^7/V^^^^K (622mg) (D^?S— ;V ( 
25ml)S80fc lMtt-x^y-/«(l. 25ml)£lO%^7v ?I ^-^^i(50% 
wet, 124mg)^Px.^*#H^T, ^^Ml^lfajt^Ut, ft&$ft£r**U 

KURJB^^ (388mg, 73%) £@f*£LT#fc 0 
[0975] 'H-NMR (400MHz, DMSO-d ) 8 :1. 96-2. 07(1H, m) , 2. 15-2. 26 (1H 

6 

, m), 3. 16-3. 28 (2H, m) , 3. 32-3. 45 (2H, m) , 3. 87 (3H, s) , 4. 57-4. 
65(1H, m), 6. 90(1H, d, J = 8. 8Hz) , 7. 05(1H, d, J = 2. 7Hz) , 7. 24-7. 
31 (2H, m), 7. 35-7. 42 (3H, m) , 7. 68-7. 75 (1H, m) , 8. 16 (1H, d, J = 
2. 4Hz), 8. 66 (1H, d, J = 7. 1Hz), 8. 92-9. 16 (2H, br) . 
ESI-MSm/z : 364 (M + H) + . 
[0976] [^»!|35] N- (N ' -^/V\i a xi^>-3-^;V) -1- (6-y h=3r^-3-t°y i?;V) -5- 

[0977] Mbl40] 



[0978] |lifef?!|34(DN-(fc 0 ny^-3-^/k)-l-(6-7<h= 3 r^-3-t 0 y> ? /V)-5-^^^/V- 
lH-t 0 ^y— /k-3-^/^^5K^^^(222mg) „ 35%^;VJ^T ;V^MYi^WW. 
(220 ju 1) , RUmm ( 1 59 n 1) (D^^y— 7V (10ml) ^-fe^T/^^^JSt^h 

y -7^ (70m g ) ^nx.^M-e2R#ram#bfc 0 S^i-IMfP^^*^-hy^A^ 
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(^np^A-y^/-/V) •Cfif3KUN-(N'-^/V'trny^-3->f/l')-l 

mg) &myttb£lXfflZo Z*Vfr , J^A>x.—TA'k**S—A' (M) L 
, lM«i-x^/-/«(0. 55ml)^P^.il#L. 
(197mg, 84%)£#fc„ 
[0979] 'H-NMR (400MHz, DMSO-d ) 8 :1. 97-3. 92 (6H, m) , 2. 83^2. 84 (3H 

6 

, s), 3. 87 (3H, s), 4. 59-4. 69^4. 71-4. 81 (1H, m), 6. 90 (1H, d, J = 8 
. 8Hz), 7. 07 (1H, d, J = 2. 4Hz), 7. 23-7. 31 (2H, m) , 7. 35-7. 44 (3H, 
m), 7. 69-7. 78 (1H, m) , 8. 17(1H, d, J = 2. 7Hz), 8. 74^8. 83(1H, d, J 
= 7. 5Hz), 10. 57-10. 73^10. 79-10. 95 (1H, br) . 
ESI-MSm/z : 3 78 (M + H) + . 
[0980] [^ife^j36]N-(2-^^/KT^/-l, l-^^/K^-/V)-l-(6-^h^>-3-t°y 

^j=.;v) -5- ( 2-bry vvv) -l H-tr^y — /W3-#/W2j^MKK 

[0981] Mbl41] 



[0982] N-^yv>;^^^^#^/V-2-^f^77xy(2. 16g) £2. OM^f^T^y 
(D^h^tKn^7^^(9. 09ml)<SrfflWC, 

/V%;Vs^^/V-l-^;V^/V)%/Vs^sm^l/V/V^^/V(2. 33g, 96%) 
Sr@#:^L-C#7to ^<D^^vvl^;*7vHfc(2. 33g)(D^y— /V(50ml)^^H 
Jfe^!j6(D2)^|WI#cD^Sx-e^aL2-T^y-2, N, N-hy^/V^ntr^fifeT^KSr 
#fco icOT^W^h^tKn^^ (100ml) ^^L7K*^T/V^'7^y^'7^( 
454mg)^Px.l60#F^*P|^M»fEL/c o S^^*^^^?-^ 
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-Wf^-l, 2-7visOi?T^l/(0. 600g, 58%)^m^ti,Xmt'o ZJOztn 
sOi?T^fo(0. 600g) ^##^!|9(Dl-(6-^h^-3-t 0 y^v ? ^/k)-5-(2-t 0 
!)^/V)-lH-t°r/- /V-3-^7/V^V^(0. 232g)£ffll^-C, MMMltm&<Dj? 

m-cmm^m (io2m g , 33%) zmifctLrxntco 

[0983] 1 H-NMR(400MHz, CDC1 ) 8 :1. 47 (6H, s) , 2. 36 (6H, s) , 2. 60 (2H, s) 

3 

, 4. 11(3H, s), 7. 14(1H, d, J = 9. 3Hz) , 7. 18-7. 22(2H, m), 7. 29 (1H 
, br s), 7. 60(1H, d, J = 7. 8Hz), 7. 73-7. 77(1H, m) , 7. 80(1H, d, J = 9 
. 3Hz), 8. 37-8. 39 (1H, m) . 
ESI-MSm/z: 396 (M + H) + . 
tc^^W :C H N O £LT 

20 25 7 2 

3fflffrfE:C, 60. 74;H, 6. 37;N, 24. 79. 

H$!HE:C, 60. 55;H, 6. 25;N, 24. 55. 
[0984] [^^^!l37]N-(l-^^/VT5/^^/V-l-^n^<^/V)-l-(6-^h^rv'-3- 

t°y v7V) -5- (2-t°U V7V) -lH-t 0 7y — /V-3-#/W^1^R 
[0985] Mb 142] 




[0986] 1-(N— <^/V^-drv-^7/V7K^/V) T^/v^P^^^/V/pV^ (2. 63g) t2. 

0M.iy ^;VTV^(D'rYy\iVti'7yly (10ml) ^ffl V MMM 1 £l^$lcE>;fr$reN- 
( l-^^/V^/W^^/V-l-^^n^O-^-zV) ^/W^^^^O'^/V^^/v (2. 0 
Og, 68%)^@#:^bT#fc 0 ZJtF>^^Sfrx^^Asqm^9S~ /K50ml) JSSRSr 
fflwr, HJfe^!l6cD2)i:|^#cD^'^fe-e*njabl-T^7-N, N-vW/kv^a^^ 
/V#/V#3rlKK£#fco r-O^/l^^r^K^^^-^tKn^^^ (75ml) ®$S#ei^ 
7km^T/V^^y^^^(355mg)^P^14B#ra^M»Lfc 0 SStK 
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mm. mm%m±Tm^i-(v^^T*;^;v)^?v^^;vT*i/(i. 14 
g , fem&mvKi&t^xm'o r©r^(o. 47o g )^##^4cD-i-(6-^h^ 

-3-t°y v ? /V)-5-(2-t°yv ? /V)-lH-t°7y— /V-3-^J7U^m(0. 231g) £rffiV^ 
T\ ^»(Jl^l^l#(D^&-eilM^^(104mg ) 31%)^@^b-C#fCo 
[0987] 1 H-NMR(400MHz, CDC1 ) 6 :1. 62-1. 69 (2H, m), 1. 78-1. 86 (4H, m 

3 

), 2. 12-2. 19 (2H, m), 2. 34 (6H, s) , 2. 74 (2H, br s) , 3. 96 (3H, s) , 6. 
76(1H, dd, J = 8. 8, O. 5Hz) , 7. 20(1H, s), 7. 20-7. 24(2H, m) , 7. 42(1 
H, ddd, J = 7. 8, 1. 0, 1. OHz) , 7. 60(1H, dd, J = 8. 8, 2. 7Hz), 7. 70(1H 
, ddd, J=7. 8, 7. 8, 2. OHz), 8. 12(1H, d, J=2. 2Hz), 8. 48-8. 50(1H, 
m) . 

ESI-MSm/z : 42 1 (M + H) + . 
7C*^-*f:C H N O fLX 

23 28 6 2 



SiralE:C, 65. 69;H, 6. 71 ;N, 19. 99. 

MW\iU:C, 65. 71 ;H, 6. 73 ;N, 20. 12. 
[0988] [^Jfe#!)38]N— ( 1 , 3-^^/V\fvi])^-3-4M ~1~ (6-^h^ri/-3-fc°Uy^ 

/V) -5- (2-t°U> ? /V) -lH-fc°^yWV-3-#/1^3rlKK 
[0989] [^ 143] 




MeO 



[0990] 2-^;VT^/m^. (2. OOg) , /^WAT/l^tK (2. OOg) &tJ ? 2-p^Vl'T^y 
/Viyf/Vx^r/Kl. 07ml) (D^^ifV (250ml) !S^^Sr3^KinfSft3SiiU7^o 
KJ£«fcSfltiflU at«^KSr«£ET#*bl, 3-i^^/v-3-fc°nyv^;2; 
/V^V^^/V^^/k(0. 770g, 21%)^^MtVXW^o r©^f/^f/V 
#(0. 770g)(D^y— /Kl5ml)^$:^ l^*Bfe^MJ^A*J8E?ft(15. 0ml 
)^Px.^a-ei9B#^m#L7c 0 ^*fcl&j££lfcKi8$S(15. 0ml) ^MfLltM 
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x&jVTSXl. 02ml)^.TJ ? v ? 7^7V*^lJ/VTv ? K(l. 58ml) &M7L17X$m¥- 

^h^rv'-3-fc 0 i;y v^/V) -5- (2-t°y v^/V) -lH-fc 0 ^^— A^-3-^JA^>Wt (0. 2 
32g)£fflV>T, HJ6^|l^|^^0^-e^JS^^(169mg, 17%)£r@#£LT 

[0991] 'H-NMR (400MHz, CDC1 ) 8 :1. 63 (3H, s), 1. 99-2. 06 (1H, m) , 2. 24 

3 

-2. 32 (1H, m), 2. 37 (3H, s) , 2. 58-2. 67 (2H, m) , 2. 74-2. 80 (1H, m) 
, 2. 98(1H, d, J = 9. 8Hz), 4. 12(3H, s) , 7. 08(lH, br s) , 7. 13(1H, d, J 
= 9. 3Hz), 7. 19-7. 22(2H, m) , 7. 60(1H, d, J = 7. 8Hz) , 7. 73-7. 77(2 
H, m), 8. 36-8. 38 (1H, m) . 
ESI-MSm/z : 394 (M + H) + . 

[0992] N- (2-tKn^-l , 1-vW/Vrc^vV) -1- (e-^h^iy-S-^y^v 5 

~/V) -5- (2-fc°y V7V) -lH-t 0 ^i/— /V-3-^7/V*^i^5K 

[0993] [^144] 



[0994] ###!|10<D1- (6-^h^riX-3-fc 0 lJ^^=/V) -5- (2-t°U vVV) -lH-fc^— ^ 
-3-^7/V^V^ (300mg) i2-7V-2-^/Wl-yp/V- /Kl 15 ju 1) ^fflV 
, Hife^ll7^|^#(D^-e^S^^l(293mg > 79%) £@#:£LT#fc 0 

[0995] 1 H-NMR(400MHz, CDC1 ) 6 :1. 42 (6H, s) , 3. 71 (2H, d, J = 6. 23Hz) , 




WO 2005/063737 



209 



PCT/JP2004/019582 



4. 13(3H, s), 4. 80(1H, t, J = 6. 23Hz), 7. 06(1H, br) , 7. 13(1H, d, J = 

9. 16Hz), 7. 22(2H, m), 7. 60(1H, d,J = 7. 81Hz), 7. 73(1H, d, J = 9. 1 

6Hz), 7. 76 (1H, m), 8. 36 (1H, d, J=4. 03Hz) . 

FAB-MSm/z : 369 (M + H) + . 
[0996] [Hife#!l40] N- , 1-v^^M^^/V) -l-(6-^h^-3-fc°y^^ 

/V) -5- (2— try -lH-bT^— /V— 
[0997] Mb 145] 



[0998] 60%^K*^^-hy , 7^(7mg)(D^h^tK^^^(lml)^^^^ N H»!j39<Z) 
N- (2-tKn=¥v--l , l-v^/V^/V) -1- (6-t<^ -5- (2 
-try^)-lH-tT9)/— /V-3-#/1^3rlKK(50mg) ^fi^fem#Lfc 0 

Sffi^^(40mg, 70%)^@#:i!LT#7t o 
[0999] X H-NMR (400MHz, CDC13) 5:1. 48 (6H, s), 3. 41 (3H, s), 3. 52 (2H, s) 

, 4. 12 (3H, s), 7. 04 (1H, br) , 7. 12 (1H, d, J = 9. 28Hz) , 7. 20 (2H, m) , 

7. 73(1H, dd, J = 7. 81, 1. 47Hz), 7. 78(1H, d, J = 9. 16Hz), 7. 76(lH, 

m), 8. 36 (1H, d, J = 4. 52Hz) . 

FAB-MSm/z : 383 (M + H) + . 
[1000] [^»!l41]N-[(3R)-3-^h7tKn^9^/V]-l-(6-^h^>-3-t:°y> ? /V)-5- 

( 2-t°y vvV) -1 H-tT^V^ — /V-3-^7/V^^i^5K 
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[1001] Mb 146] 




[1002] B^M4(D 1- (6-^h^-3-\l 0 V vVV) -5-(2-t°U^/V) -lH-fc^— /V-3-# 
/V^V^ (296mg) £ (R) - ( + ) -S-T^/^h^tKn^^^p-h/V^^/^^^ (3 
llmg)£ffl^T, ^»!H^^il^^-e^M{b^(l44m g , 39%)^@#:i:b 

[1003] 'H-NMR (400MHz, CDC1 ) 8 :1. 96-1. 97 (1H, m) , 2. 33-2. 37 (1H, m 

3 

), 3. 78-3. 88 (2H, m), 3. 96-4. 01 (5H, m) , 4. 73-4. 76 (1H, m) , 6. 78 
(1H, dd, J = 8. 8, 0. 5Hz), 7. 11 (1H, d, J = 7. 6Hz), 7. 21-7. 24(1H, m) 
, 7. 62(1H, dd, J = 8. 8, 2. 7Hz) , 7. 71 (1H, td, J = 7. 7, 1. 8Hz) , 8. 11(1 
H, dd, J = 2. 7, 0. 5Hz), 8. 49(1H, dq, J = 4. 9, 0. 9Hz) . 
ESI-MSm/z : 366 (M + H) + . 
jtM-fttfx-.C H N O bVX 

19 19 5 3 

aftrafgrC, 62. 46;H, 5. 24;N, 19. 17. 
MfflM:C, 62. 44;H, 5. 25;N, 18. 95. 
[1004] [^ife^!)42] N- (4-T^h^tKn ;V) -1- (6-^b^-3-\i°V -5- (2-t°U 

[1005] [^147] 




[1006] #%f?!l4C0-l- (6-^h=3r^-3-t°U -5- (2-t°y i^/V) -lH-fcW^- /1—3- 
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m^m-cmm^m (i84m S , 48%) zmw-tuxm-o 

[1007] 'H-NMR (400MHz, CDC1 ) 8 :1. 99-2. 05 (2H, m) , 3. 96 (3H, s) , 4. 00 

3 

-4. 02 (1H, m), 3. 54 (2H, td, J=ll. 8, 2. 2Hz) , 4. 19-4. 24 (1H, m) , 6 
. 78(1H, dd, J = 8. 7, 0. 6Hz) , 6. 87(1H, d, J = 8. 1Hz), 7. 22-7. 24(1H 
, m), 7. 44(1H, dt, J = 7. 9, 1. OHz) , 7. 62(1H, dd, J = 8. 7, 2. 8Hz), 7. 
70-7. 72 (1H, m), 8. 13-8. 15 (1H, m) , 8. 48-8. 50 (1H, m) . 
ESI-MSm/z : 380 (M + H) + . 

[1008] [^Ji^!|43]N-(l-tKndr^^7V-l-^n^^7V)-l-(6-^hdr^-3-t°yy 
*?^/V) -5-(2-fcry$W -lH-tr^ ;W3-*;^t^K 

[1009] Wbl48] 



[1010] l-(tert-^>dr^/V^/VT57) i/^a^^^/l^V^ (3. 12g) (Dxh^tK 
n^7^(20ml)^^^, -10°C^PThy^/VT5^(l. 90ml) i^np^i^ 
^/Kl. 77ml)^P^10^1it#brt o S^^*^^^hy^(l. 55g) 
(DTK (15ml) ^^n£30^ti#Lfc o S^^f-*^^^i^/V^PX.^b, 

M^^y^^/^^^^^-^h^^— (g^^^/V-— ^ri^-^) ^MMbN-(l-t 
Kcidri/^/k-l-v/^n^^/k)^7/W^5;>^tert-^^/^^/V(0. 750g, 2 
5%)^@#:^L-C#/Co Z.<DZf s ?;Vtt s r;Vfc(0. 750g) ^^ife^-v^^l^ 

^«(iomi) &MxMm^mfR¥W¥uto R^mm^mf±r^^vi-^^y 

3-t°y ?l?^;v) -5- (2-t°y *?/V) -lH-if^S— /V-3-#/V*V^ (0. 696g) ^ffl 
V^T, HJfe^»|l^|^#<D^-e^JS>fb^(592mg, 43%) &T*eA''7TXkLX& 
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[1011] 'H-NMR (400MHz, CDC1 ) 8 :1. 67-1. 94 (6H, m) , 1. 98-2. 05 (2H, m 

3 

), 3. 78 (2H, d, J = 5. 9Hz), 4. 13 (3H, s) , 4. 63 (1H, t, J = 6. 0Hz) , 7. 14 
(1H, d, J = 9. 3Hz), 7. 15(1H, br s) , 7. 19-7. 23(lH, m) , 7. 23(1H, s) 
, 7. 60-7. 62(1H, m), 7. 73(1H, d, J = 9. 3Hz) , 7. 75(lH, ddd, J = 7. 8, 
7. 6, 1. 7Hz), 8. 36-8. 38 (1H, m) . 
ESI-MSm/z : 395 (M + H) + . 
7tiMfr$f:C H N O £LT 

20 22 6 3 

3ffiaSHi£:C, 60. 90;H, 5. 62;N, 21. 31. 

H$!Mtt:C, 60. 80;H, 5. 53;N, 21. 31. 
[1012] [HJg$J44]N-C7^fcKn-2-:7^ /V^^/V)-l-(6-^h=¥>'-3-fc 0 !;> ? /V)-5- 

( 2-fc°y vVk) -1 H-t 0 9y /l^-3-^/VaJ?^5K 
[1013] Mfcl49] 




[1014] ##^!I4(D 1- (6-^h^ri/-3-t°I)^/V) -5-(2-t°I)^/V) -m-fc^— /V-3-# 
/V^V^(0. 231g)^h7tKn-2-^7— ^^/^^(O. 121ml)<SrJHVvC\ H 
JS^!Il^lHl#CD^&-e^@^^ (250mg, 84%) £r@#:£LT#fc 0 

[1015] 'H-NMR (400MHz, CDC1 ) 5 :1. 60-1. 69 (1H, m), 1. 87-1. 95 (2H, m 

3 

), 1. 99-2. 07 (1H, m), 3. 39-3. 45 (1H, m) , 3. 71-3. 80 (2H, m) , 3. 87 
-3. 93(1H, m), 3. 96(3H, s) , 4. 06-4. 12(lH, m) , 6. 77(1H, d, J = 8. 8 
Hz), 7. 21-7. 28(3H, m) , 7. 43(lH, d, J = 8. 1Hz), 7. 62(1H, dd, J = 8. 
8, 2. 7Hz), 7. 71 (1H, ddd, J = 7. 8, 7. 6, 1. 7Hz) , 8. 11 (1H, d, J = 2. 9H 
z), 8. 49-8. 50 (1H, m) . 
ESI-MSm/z : 380 (M + H) + . 
[1016] [Hife$|45]N-[ (1R, 2S)-2-^/V^-n^n^ntW]-l-(6-^h= 3 rv / -3-t°y i? 
;V) -5- (2-t°y vVk) -lH-t 0 ^y— /V-3-#/MK=Sr1KK 
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[1017] Mfcl50] 




N 



MeO 



[1018] 1- (e-^h^^-S-t 0 !; ^/V) -5- (2-t°<J v7k) -lH-fc^y — 

/V^V^ (250mg) £ (1R, 2S)-2-y ;V^rxi-y^xi'^xi\£ ;VTVy(DY-y;vmM. (250 
mg)^^T, ^W(J7^^|#(D^^M^^(80mg, 27%) £r@f££LT# 

[1019] X H-NMR (400MHz, CDC1 ) 8 :1. 03(0. 5H, m), 1. 10(0. 5H, m) , 1. 26 ( 

3 

1H, m), 3. 05(1H, q, J = 5. 62Hz), 3. 96(3H, s) , 4. 66(0. 5H, dt, J = 5. 
62, 3. 05Hz), 4. 82(0. 5H, dt, J = 5. 62, 3. 05Hz) , 6. 77(1H, dd, J = 8. 7 
9, 0. 49Hz), 7. 15(1H, br) , 7. 23(lH, m) , 7. 27(1H, s) , 7. 43(1H, d, J 
= 7. 94Hz), 7. 61 (1H, dd, J = 8. 79, 2. 69Hz), 7. 71 (1H, dt, J = 7. 94, 1 
. 71Hz), 8. 11 (1H, d, J = 2. 21Hz), 8. 49(1H, d, J = 4. 76Hz) . 
7U3^#f:C H N O FiU 



fflemffirC, 61. 18;H, 4. 56;N, 19. 82. 

H$!MK:C, 61. 12;H, 4. 63;N, 19. 68. 
[1020] N- ( l-^/W^^/V-l-^^/krc^/k) -1- (6-^b^rv^-3-t°y vW) 

-5- ( 2-fc°y V7V) -1 H-t°^y — 7V-3-^7/V^^^5K 
[1021] [^151] 



[1022] 1) N-[ 1- (6-?ih^y-3-\l°V -5- (2-t°y^/V) -lH-t°7y^^-3-*;V# 
05%$]4(D 1- (e-^h^f-^-S-^y^/V) -5- -lH-fc°7 y— /V-3-^7 



18 



16 



5 2 
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7V^V^(3. 0 S )t2, 2-i/^/V?y^>^/V^7sTSVmBM(,l. 9g)^Jll^-C, 

mmmt mm<D^m^\ N-[i-(6-^=¥v'-3-t o y -5- (2-trysw -ih 

-fc°5c/— /K3-*^-A']-l 1 l-v^^/^y^V^/^^^O. 8g, 91. 6 
[1023] 'H-NMR (400MHz, CDC1 ) 6 :1. 29 (3H, t, J=7. 1Hz) , 1. 68 (6H, s) , 3. 

3 

93(3H, s), 4. 24(2H, q, J = 7. 1Hz), 6. 77(1H, d, J = 8. 8Hz), 7. 20-7. 
26(1H, m), 7. 22(1H, s) , 7. 41-7. 45(1H, m) , 7. 63(1H, dd, J = 8. 8, 2 
. 9Hz), 7. 69-7. 73(1H, m) , 8. 12(1H, d, J = 2. 7Hz) , 8. 48-8. 50(1H, 
m) . 

EI-MSm/z : 409 (M + ) . 
[1024] 2) N-[ 1- (6-p^3r>-3-fc°y -5- (2-t°y vvV) -1 H-fcf 5^ /V-3-#/Vtf? 
^/V]-l, l-v^Vl^yv^ 
±fBN-[l-(6-^h^^-3-t°yv ? /V)-5-(2-t°yv ? /V)-lH-fc°7^— /V-3-^7 
l-v?^^-/V^y^^^^-/V^^/V(2. 0g)(D^h7tKn^7^(95m 
Dtafc(25ml)igjftfc, *fifcfby^*.&— 7KfP^(410mg)^PX.^a-e24NF^it 

-try vVv) -5-(2-tfy -m-tw— /v-3-#/m}^/v]-i, 1-vW/i^y 

v-^(l. 8g, 95%)£#fc 0 
[1025] 'H-NMR (400MHz, CDC1 ) 8 :1. 71 (3H, s) , 3. 96 (3H, s) , 6. 77 (1H, d, 

3 

J = 9. OHz), 7. 36(1H, brs) , 7. 42(lH, d, J = 7. 8Hz), 7. 61 (1H, dd, J = 8 
. 8, 2. 7Hz), 8. 13 (1H, d, J = 2. 7Hz) , 8. 51 (1H, d, J = 4. 6Hz) . 
EI-MSm/z : 38 1 (M + ) . 

[1026] 3)mM4t&m 

±fBN-[l-(6-^hdr^-3-t°yv ? /V)-5-(2-t 0 yv ? /V)-lH-t 0 7y^/V-3-^7 
l-vW/V^>>>-(350mg)£28%T^^^Tzk(0. 6ml)^fflV^T 
, ^»!l7^^#(D^-e^M^^(220mg, 62%) £{S#:£LT#*: 0 
[1027] 'H-NMR (400MHz, CDC1 ) 8 :1. 70 (6H, s) , 3. 97 (3H, s) , 6. 78 (1H, d, 
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J = 8. 8Hz), 7. 22-7. 29(2H, m) , 7. 42(1H, d, J = 7. 8Hz), 7. 62 (1H, dd 

, J = 8. 8, 2. 4Hz), 7. 69-7. 73(1H, m) , 8. 12(1H, d, J = 2. 7Hz), 8. 50 ( 

1H, d, J=4. 9Hz). 

EI-MSm/z : 380 (M + ) . 
[1028] N-^7/W^^/V^^/V-N-tert-^^/V-l- (6-^h=¥i/-3-t°y vVV 

) -5- (2-try vW) -lH-t°7y^/V-3-^7/V^dr^5K 
[1029] Mbl52] 



[1030] 03$M4(D 1- (6-p<Hr V-a-fc^A-) -5- (2-fc 0 U> ? /V) -lH-t°^y*— /V-3-^7 
/VtftV^ (230mg) £###!|28m-tert-:/^/VT5/Ti?^K (lOOmg) ^fflV >T 
, H»!l7^^#(D^-etlM^^(190mg, 60%) £@#:£LT#fco 

[1031] 'H-NMR (400MHz, CDC1 ) 8 :1. 57 (9H, s) , 3. 94 (3H, s) , 6. 73-6. 75 ( 

3 

1H, m), 7. 08-7. 28 (2H, m) , 7. 41-7. 76 (3H, m) , 8. 05-8. 52 (1H, m) 

EI-MSm/z : 408 (M + ) . 

t£*5>W:C H N O -0. 25H ObL-X 

21 24 6 3 2 

JSf&'figrC, 61. 08;H, 5. 98;N, 20. 35. 
H$!Mfi:C, 60. 96;H, 5. 86;N, 20. 63. 
[1032] [^*^48]N-(l-^7/V/^^/k-l-^n^^^/k)-l-(6-^h^-^-3-t 0 yv ? /V 
) -5- (2-t°y> ? /V) -lH-bW /V-3-^7/k^^i^^K 




WO 2005/063737 



216 



PCT/JP2004/019582 



[1033] Mfcl53] 




/> — "-N^V^ 



N 



CONH, 



[1034] m^>M4(D 1- (6-^h^r^-3-fc°y V/V) -5-(2-t°U^/V) -lH-tT^ /V-3-# 

3h3@imt£(250m g )£fflV^ ^W!j7i:^|#O^-e^ffi^^(390m g , 92 
[1035] 'H-NMR (400MHz, CDC1 ) 5 :1. 75-1. 90 (4H, m) , 2. 15-2. 20 (2H, m 

3 

), 2. 40-2. 50 (2H, m), 3. 97 (3H, s) , 5. 35 (1H, br s), 6. 78 (1H, dd, J 

= 8. 8, 0. 5Hz), 7. 01 (1H, br) , 7. 17-7. 26 (3H, m) , 7. 41-7. 43 (1H, 

m), 7. 59-7. 61 (1H, m) , 7. 69-7. 74 (1H, m) , 8. 12-8. 13 (1H, m) , 8. 

48-8. 51 (1H, m). 

EI-MSm/z : 406 (M + ) . 

7C*5>#f :C H N O -0. 25H ObVX 

21 22 6 3 2 

MWb{M:C, 61. 38;H, 5. 52;N, 20. 45. 
MWM:C, 61. 12;H, 5. 38;N, 20. 18. 
[1036] [HJfe#!|49] N-#/W^-f/V^/k-N- (tert-^^/V) -1- (5-^h^r v--2-t°y v 5 

/v)-5-:7a^/v-iH-t°9y*— /v-3-#/v#3riKK 

[1037] [^154] 



[1038] ##{#|7<D 1- (5-^hdf-^-2-fc°y v?7V) ;V-lH-\?^/— /V-3-%/V>y$ 

^(230mg) ^#%f?!|28(Dl-tert-^/VT^yTir^5K (lOOmg) ^fflV M 
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[1039] 'H-NMR (400MHz, CDC1 ) 8 :1. 57(9H, s) , 3. 87(3H, s) , 4. 27(1. 5H, 

3 

br s), 6. 88(1H, s) , 7. 18-7. 37(7H, m) , 8. 00(1H, d, J = 2. 9Hz) . 

EI-MSm/z : 407 (M + ) . 
[1040] [^igF!)50]N-(cis-2-^7/W^^/V-l-i/^n^^/V)-l-(6-^h d riX-3-t o y 

vVV) -5- (2-t°y -lH-t°7y^/V-3-^7/V^df-i^5K 
[1041] Dfbl55] 



[1042] #%#i|4CD 1- (e-^h^^-S-^U^/V) -5- (2-fc°y *J/V) -lH-fc°^y — 

/V#V^(296mg) i:(±)-cis-2-T^/->'^n^>'^^7V/K^$K(153. 8mg) 
^V>T, ^WJli:^l#(D^-e^ffi^^(137m g> 34%)^@f*^b-C#7t 0 

[1043] 'H-NMR (400MHz, CDC1 ) 8 :1. 83-2. 17(6H, m) , 3. 09(1H, q, J = 7. 5 

3 

Hz), 3. 95 (3H, s), 4. 62-4. 64 (1H, m) , 5. 26 (1H, br s) , 5. 80 (1H, br 
s), 6. 77 (1H, d, J = 8. 8Hz), 7. 23-7. 25 (1H, m) , 7. 37-7. 39 (2H, m) 
, 7. 62-7. 67(1H, m) , 7. 65-7. 72(1H, m) , 8. 08(1H, d, J = 3. 4Hz) , 8. 
50-8. 52 (1H, m), 
ESI-MSm/z : 406 (M + H) + . 
[1044] ] (6-^h=3f-^-3-t°y vVk) -5- (2-fc°y >VV-) -1H 

-fcW— /v-3-#/i^=¥1KK 
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[1045] Wbl56] 




[1046] mmM4(D 1- (6-p*HfV-3-trysW -5-(2-fc°y> ? /V) -lH-tf ^J/— /V-3-# 
/l^V^(296mg)£^n:/^/VT^(85. 3mg)^fflV>T, MMMltmU<D^ 
Wf^WMik'&m (230mg, 65%) £@#:£l/t#fc„ 

[1047] 'H-NMR (400MHz, CDC1 ) 8 :1. 74-1. 77 (2H, m), 1. 97-2. 07 (2H, m 

3 

), 2. 39-2. 46 (2H, m) , 3. 96 (3H, s) , 4. 59-4. 63 (1H, m) , 6. 78 (1H, d 
, J = 8. 8Hz), 7. 09 (1H, d, J = 8. 1Hz), 7. 21-7. 26 (1H, m) , 7. 43-7. 45 
(1H, m), 7. 62(1H, dd, J = 8. 8, 2. 7Hz), 7. 71 (1H, td, J = 7. 7, 1. 8Hz) 
, 8. 13 (1H, d, J = 2. 7Hz), 8. 48-8. 49 (1H, m) . 
ESI-MSm/z : 350 (M + H) + . 
[1048] [HJfe^952]N-(exo-2-br^n[2. 2. 1]— ^/V)-l-(6-^h^-3-t°y ^ 
) -5- (2-t°y vW) -lH-tf^y /k-3-#/M}^lKK 

[1049] 




[1050] m^M4(D l- v-3-try vvv) -5- (2-try smo -m-tr^— /v-3-# 

/k^^(296mg)^exo-2-T^yif^ci[2. 2. l]^^^^^(177mg) £ 
ffiV^T, H»!jli:^l#^&-e^M^#»(145mg, 37%)^r@#:i:L-C#fCo 
[1051] 'H-NMR (400MHz, CDC1 ) 8 :0. 89-0. 93(1H, m), 1. 30-1. 67(11H, 

3 

m), 2. 19-2. 24 (2H, m) , 2. 56-2. 58 (1H, m) , 3. 96 (3H, d, J = 2. OHz) 
, 6. 78 (1H, d, J = 8. 8Hz), 7. 01 (1H, d, J = 7. 4Hz), 7. 20-7. 26 (1H, m) 
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, 7. 43-7. 45 (1H, m) , 7. 62 (1H, dd, J = 8. 8, 2. 9Hz), 7. 70-7. 72 (1H, 
m), 8. 15 (1H, d, J = 2. OHz) , 8. 48-8. 49 (1H, m) . 
ESI-MSm/z : 390 (M + H) + . 
[1052] N-is?vi^3ri//V^/V-l- (6-^h^-3-fc°y^/V) -5-(2-t°U^ 

[1053] Mbl58] 



[1054] B3iM4(D 1- (6-^H¥V-3-try -5-(2-t°U^/V) -lH-lf^— /V-3-^7 
/V*V^(296mg) ^>^n^rvvl^^vVT^(156 /z 1) MWC, HJfe^Jl £1*1411 
(O^fe-CgJH'fk^lfc (188mg, 48%) £@f*£bT#fc 0 

[1055] 'H-NMR (400MHz, CDC1 ) 5 :0. 96-1. 04 (2H, m), 1. 12-1. 30 (4H, m 

3 

), 1. 61-1. 76 (5H, m), 3. 30 (2H, t, J = 6. 6Hz), 3. 94 (3H, s) , 6. 77 (1H 
, d, J = 8. 8Hz), 7. 01-7. 02 (1H, m) , 7. 21-7. 31 (1H, m) , 7. 44-7. 45 ( 
1H, m), 7. 61 (1H, dd, J = 8. 8, 2. 5Hz), 7. 71 (1H, td, J = 7. 7, 1. 8Hz), 
8. 13 (1H, d, J = 2. 5Hz), 8. 48-8. 49 (1H, m) . 
ESI-MSm/z : 392 (M + H) + . 
[1056] [^^F!l54]N-^^/V-N-tert-^/V-l-(6-^h : ¥^-3-t o y^v ? ^/V)-5-(2 

-trysMO-iH-fcr^— /v-3-#/i^=ariKK 

[1057] Wbl59] 



[1058] 0^W9(Dl- (6-^h=ar^-3-fc 0 yy v^/V) -5- (2-fc°U i^/V) -lH-fc?^/— /V- 
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(300mg) tN-tert-y^U^^UT^ (145 n 1) ^fflV MMffl7 

tmm^mxmm^m (2oom g , 54%) ^mw-t\^xnt-o 

[1059] 'H-NMR (400MHz, CDC1 ) 8 :1. 54 (9H, s) , 1. 62 (3H, s) , 3. 19 (3H, s) 

3 

, 4. 10(3H, s), 6. 99(1H, s) , 7. 12(lH, d, J = 9. 03Hz) , 7. 2l(lH, dd, J 
= 7. 81, 4. 64Hz), 7. 55(1H, d),J = 8. 06Hz) , 7. 74(1H, dt, J = 7. 81, 1 
. 71Hz), 7. 83 (1H, d, J = 9. 03Hz) , 8. 41 (1H, d, J = 4. 64Hz) . 
FAB-MSm/z : 36 7 (M + H) + . 

[1060] [H»!|55] N-^yf^l- (6-^h=arv--3-fc 0 U ?i?^/V) -5- (2-fc°y vW) 
-lH-t°^y— /V-3-^7/V^^rf-$K 

[1061] Wkl60] 




[1062] m^M9(Dl- (6-*h^-3-t°V^^-^) -5- (2-t°y v 5 /^) -lU-t'^J /V- 
3-^7/V^V^ (200mg) ^^^^/VT^ (59mg) ^fflV^, ^lJfe#!j7£|*l#<D 
^■fe-C^M^^ (155mg, 58%) ^@f*i:L-C#7i 0 

[1063] 1 H-NMR(400MHz, CDC1 ) 6 :0. 99(9H, s) , 3. 27(2H, d, J = 6. 6Hz) , 4 

3 

. 128U/2X3H, s), 4. 130(l/2X3H, s) , 7. 04-7. 09 (1H, m) , 7. 14(1 
H, dd, J = 9. 3, 0. 5Hz), 7. 19-7. 30(1H, m) , 7. 62(1H, d, J = 7. 8Hz) , 7 
. 73-7. 78 (2H, m) , 8. 37-8. 38 (1H, m) . 
EI-MSm/z : 366 (M + ) . 
[1064] [H»!|56] N-^n^f/M- ( 6-^ 1^^-3-1^^ v^/V) -5- (2-fc°y v7k 
) -lH-t°7>^^-/V- 3-#/V#3r1^K 
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[1065] Mb 161] 




[1066] m^M9(Dl- (6-^Hr^-3-fcWv^/k) -5- (2-fcTJ $W -lU-^y^—zP- 
3-^7/V^V^(297mg)^>^n^^/VT5:^(109jul)^fflV^, HKS0!l7£lnHil 
(D^-etlM^^#J (274mg, 75%) Sr@^i:L"C#^o 

[1067] 1 H-NMR(400MHz, CDC1 ) 6 :1. 50-1. 75 (6H, m) , 2. 05-2. 13(2H, m 

3 

), 4. 13(3H, s), 4. 42(1H, q, J = 7. 2Hz) , 6. 90(1H, d, J=10. OHz) , 7. 1 
3(1H, d, J = 9. 3Hz), 7. 20-7. 21 (1H, m) , 7. 26 (1H, s) , 7. 61 (1H, d, J 
= 7. 8Hz), 7. 74-7. 76 (2H, m) , 8. 37 (1H, d, J = 3. 9Hz) . 
ESI-MSm/z: 365 (M + H) + . 
[1068] lMMffl57]N-Z7^~ 7V-l-(6-^hdrv/-3-t <> yv ? /V)-5-(2-t 0 yv ? /V)-lH-fc 0 ^ 

[1069] Wbl62] 




[1070] #=%{?!|4CD 1- -5-(2-t°U^/V) -lH-fc*^— /V~3-# 

/l^V^(296mg)£T~y^(311mg)£fflV^ H^l^lH^^tr^M^ 
#3(158mg, 43%)^@^br#fc 0 

[1071] 'H-NMR (400MHz, CDC1 ) 8 :3. 98 (3H, s) , 6. 80 (1H, d, J = 8. 6Hz), 7 

3 

. 12-7. 16 (1H, m), 7. 22-7. 30 (1H, m) , 7. 36-7. 39 (3H, m) , 7. 46-7 
. 52 (1H, m), 7. 65 (1H, dd, J = 8. 8, 2. 7Hz), 7. 70-7. 76 (3H, m) , 8. 17 
(1H, d, J = 2. 7Hz), 8. 51-8. 52(lH, m) , 8. 77(1H, s) . 
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ESI-MSm/z: 372 (M + H) . 
[1072] [HJg^j58]N-(2-fc°i; -1- (6-^h^-3-fc°y >>/V) -5- (2-fc°y v>/V) -1H 

[1073] Mkl63] 




[1074] ##{#|4<D 1- (6-^h^r^-3-t°!J *?;V) -5- (2-t°U iz/k) -lH-t°^y — /k- 3-# 
/V#V^(296mg)^2-T^yt:°y> ? ^(311mg)^fflV^-C, ^Jfefm^#<^$rC 
^ffi{t:^(178m g) 48%)&mfct^Xmc 0 

[1075] 'H-NMR (400MHz, CDC1 ) 8 :3. 96 (3H, s) , 6. 80 (1H, d, J = 8. 8Hz) , 7 

3 

. 07(1H, ddd, J = 7. 4, 4. 9, 1. 0Hz) , 7. 24-7. 29 (1H, m) , 7. 35 (1H, s) 
, 7. 44-7. 46 (1H, m) , 7. 69-7. 75 (3H, m) , 8. 11 (1H, d, J = 2. 9Hz), 8. 
33-8. 34(1H, m), 8. 38-8. 40(1H, m) , 8. 53-8. 54(1H, m) , 9. 42(1H 
, s). 

ESI-MSm/z: 373 (M + H) + . 
[1076] [^^^59]N-^ci^^^/V-5-(5-^rir2-2-t: 0 yv ? /V)-l-(3-t°y> ? /V)-lH 

-teW— /V-3-#/V#3rlKK 
[1077] [>fbl64] 




[1078] ##f?!|25(D5-(5-^nn-2-fc 0 yv > /V)-l-(3-t 0 y> ? /V)-lH-t 0 7y^/V-3-^7 
/V^V^ ( 300mg) £ v^n^O^/VT^ ( 1 50 n 1) £3rffl V >T , MMM 1 £ 
m^mmi^m (127mg, 35%) £@#^LT#fc 0 



WO 2005/063737 223 PCT/JP2004/019582 

[1079] 'H-NMR (400MHz, CDC1 ) 8 :1. 53-1. 75 (6H, m) , 2. 09 (2H, m), 4. 4 

3 

2(1H, q, J = 7. 57Hz), 6. 89(1H, d, J = 7. 57Hz), 7. 28(1H, s) , 7. 39(1 

H, dd, J = 8. 18, 4. 76Hz), 7. 48(lH, dd, J = 8. 42, 0. 61Hz), 7. 72(lH, 
dd, J = 8. 42, 2. 44Hz), 7. 75 (1H, dd, J = 8. 18, 2. 44Hz) , 8. 37(lH, dd 
, J = 2. 56, 0. 61Hz), 8. 56(1H, d, J = 2. 56Hz), 8. 63(1H, dd, J=4. 76, 

I. 47Hz). 

FAB-MSm/z : 368 (M + H) + . 
[1080] [H»!|60] N-tert-^^/V-1- (6-^^-3-^])^/^) -5- ( lH-fc°P— /V-2.- 

[1081] Wkl65] 




[1082] ###!|46(D 1- (6-^h^r^-3-t°y i^/V) -5- ( lH-fn- /W2-^) -lH-fcT9 
j/— /V-3-#/l^V0|(O. 222g)£tert-:/^/kT^(0. 148ml) ^fflV^T, HJfe 
^£|IJ#<D^fc-C&®ffr^ (220mg, 83%) 2r@ft:£LT#7i 0 

[1083] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 4. 00 (3H, s) , 5. 80-5. 82 ( 

3 

1H, m), 6. 13-6. 15 (1H, m) , 6. 83 (1H, d, J = 8. 8Hz) , 6. 84-6. 86 (2H 
, m), 7. 13(1H, s), 7. 60(1H, dd, J = 8. 8, 2. 4Hz), 8. 28(1H, d, J = 2. 7 
Hz), 9. 01 (1H, br s) . 
ESI-MSm/z : 340 (M + H) + . 
[1084] ] N- (2, 2-v^/V;7 P nt7v) -5- (5-^Ty-2-fc°y> ? /V) -1- (3-fc°U 

-lH-fc 0 9y*— A--3-#/i^3flKK 
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[1085] Mfcl66] 



NC 




N H 



[1086] ##f?!|73(D5- (5-^Ty-2-fc°y v 5 /^) -1- (3-t°>J v^/k) -1 H-t°^y — 

/V*V^(0. 350g)^^"-<^/VT^(0. 212ml) ^fflV^T, mfe$|l£I^UH<D 

^■fe-eM^^(o. 395 g) 9i%)&mfctL,xmc 0 

[1087] 'H-NMR (400MHz, CDC1 ) 8 :0. 99 (9H, s) , 3. 28 (2H, d, J = 6. 6Hz) , 7 

3 

. 04 (1H, t, J = 6. 6Hz), 7. 40-7. 44 (2H, m), 7. 68 (1H, dd, J = 8. 3, 1. 0 
Hz), 7. 74-7. 77 (1H, m) , 8. 01 (1H, dd, J = 8. 3, 2. 2Hz) , 8. 57 (1H, m) 
, 8. 64-8. 65 (1H, m) , 8. 67(1H, dd, J = 4. 9, 1. 5Hz) . 
EI-MSm/z : 360 (M + ) . 

[1088] [H»!J62] N- (2, 2-vW/K7 B P t°;V) -5-(5-#/W^^7V-2-fc°y vW) -1- ( 
3-fcW/V)-lH-fc°yV— /V-3-#/V#3rlKK 

[1089] Wbl67] 



[1090] mfe$|61£)N-(2, 2-^^/V^ P nfc°/V)-5-(5-iyTy-2-t 0 y^/V)-l-(3-fc 0 
y^/^-lH-t 0 ^— /V-3-^7/V^i^5K(0. 333g)£fflV>T, ^»!l21i:^|# 
<Djfmx*mMfc&m(0. 250 g , 71%)£r@#£LT#fCo 

[1091] 'H-NMR (400MHz, DMSO-d ) 8 :0. 91 (9H, s) , 3. 13 (2H, d, J = 6. 6Hz 

6 

), 7. 45(1H, s), 7. 52(1H, dd, J = 8. 1, 4. 9Hz) , 7. 63(1H, br s) , 7. 84- 
7. 89 (2H, m), 8. 15 (1H, br s), 8. 19 (1H, t, J = 6. 6Hz), 8. 28-8. 30(1 
H, m), 8. 61-8. 63 (2H, m) , 8. 81 (1H, d, J = 2. 2Hz) . 



o 
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EI-MSm/z : 378 (M + ) . 
[1092] [HJg#U63] (5-^^7V-2-t°U -1- (2-t°U v7V) -1H- 

[1093] Mkl68] 




[1094] ##^!|35(D5- (5-^^/V-2-t°U v^/V) ~1~ (2-fc°U vVV) -lH-t°7/- /V-3- 
#/l^V®Kl. 17g)£tert-:/^/kT^(0. 9ml)^fflV^-C, H^!j7^|W|#(D^ 

fe-efUM^i^ (5oim g , 36%) zmfcti^xm-o 

[1095] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 33 (3H, s) , 6. 89 (1H, br 

3 

), 7. 16 (1H, s), 7. 28 (1H, m) , 7. 38 (1H, d, J = 7. 94Hz), 7. 53 (2H, m) 
, 7. 81 (1H, dt, J = 7. 94, 1. 83Hz), 8. 24(1H, s), 8. 35(1H, ddd, J=4. 7 
6, 1. 83, 0. 73Hz). 
FAB-MSm/z : 336 (M + H) + . 
[1096] imMM642 N- ( \-MYn^y^)Vly^xi^^-\-^;V) -1- (6-^h^r^-3- 

t o yyv-/v) -5- (2-t°y v'/v) -lH-t^y — ^-3-^7/v^^i7-5K 

[1097] Wkl69] 




[1098] l-[ (tert-^h^f^/V^/V) ^riT-^/V^V^ (2. 43g) (D7"h7 

tKn^^(20ml)^m^, -10°C^T, hy^/VT^^(l. 40ml) ^nn^gg 
-ry^/V^^/Kl. 30ml)^Px.205>^^t#bfc o SJ^^t-, TK^^y^h 
y«^(l. 14g)(D7K(15ml)^^nx.l. 5B#r^#b/c 0 S^^*^S^^^ 

/p&Mx.$rmu rnmm&MTkmm^y^v^nf&Lito mm. mmrmm 
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1. 50g, 65%)^@#:^bT#f' 0 ^©^/W^VBftfrCl. 50g) £4N±&g|-l, 4-v 5 

U#<btl^caS^ ###!19<£> 1- (6-^hdr^--3-t°yy^-7V) -5- (2-t°y v 5 /^) - 
lH-t 0 7y— /V-3-^7/V#V^(l. 30g)i:l-tKPdr>-<^y>yTy*— /^(O. 803 
gh N, N-^y^/V^/V^T5K(30ml)^n;i, ^<MM^m:\ hy^/VT5 
y (1. 83ml) tl-{3-^^;VT^/^n}f;V)-3-^;V^;V^M^V^mM.(l. 
01g)^Px., 18. 5^ra«#bfdo KJ^^^ffiT^*b#^/caS^^^ 

M^^(991mg, 36%)£@{*£lyC#fc 0 
[1099] 'H-NMR (400MHz, CDC1 ) 8 :1. 38-1. 66 (8H, m), 1. 96-2. 02 (2H, m 

3 

), 3. 79(2H, d, J = 6. 1Hz), 4. 13(3H, s) , 4. 84(1H, t, J = 6. 3Hz), 7. 07 
(1H, br s), 7. 15 (1H, d, J = 9. 3Hz) , 7. 20-7. 23 (2H, m) , 7. 61 (1H, d, 
J = 7. 6Hz), 7. 74-7. 78 (2H, m) , 8. 36-8. 38 (1H, m) . 
ESI-MSm/z : 409 (M + H) + . 

[1 100] N-tert-y^/V-5- (5-y^/V-2-fc°y v^/V) -1- (3-fc°y vVV) -1 

H-fc°yy*— /V-3-#/y#=3rlKK 

[1101] [^170] 



[1 102] ##{#|36<D5- (5-y^7V-2-t°y v^/V) -l-(3-try^) -lH-t°y y— /V-3 
-#/Vtf;V^(0. 250g)^tert-y^/VT^y(0. 186ml) b&fft\^X, MMimtm 

m<D^mxmm^m(o. i98 g , 65%)£@#:£iyc#fc 0 




N 
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[1103] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 57 (3H, s) , 6. 83 (1H, br 

3 

s), 7. 30 (1H, s), 7. 37-7. 41 (1H, m) , 7. 75-7. 78 (1H, m) , 8. 27-8. 
28 (1H, m), 8. 56 (1H, d, J = 2. 7Hz), 8. 63 (1H, dd, J = 4. 9, 1. 5Hz), 8. 
67 (1H, d, J=l. 5Hz). 
EI-MSm/z : 336 (M + ) . 
[1 104] N-tert-7^/V-5- (5-^nn-2-t°y v'/V) -l-(2-t°U v^/V) -1H- 

[1105] Mb 171] 



[1 106] ##$|38<£>5- (G-9m-2-*n)S?/l') -l-(2-fc°y -lH-tT^ — 

/V^V^(939mg)^tert-^/VT^^(0. 65ml) ££fflV vC, HJfe#!jl£|lf|$l<D^ 
fe-dRM^b-a^ (288mg, 26%) =Sri^iLt#fc„ 

[1107] 'H-NMR (400MHz, CDC1 ) 6 :1. 49 (9H, s) , 6. 87 (1H, br) , 7. 18 (1H, s 

3 

), 7. 29(1H, m), 7. 45(1H, d, J = 8. 42Hz) , 7. 62(1H, dd, J = 8. 06, 0. 9 
8Hz), 7. 70(1H, dd, J = 8. 42, 2. 44Hz) , 7. 85(1H, dt, J = 8. 06, 1. 83H 
z), 8. 32 (1H, td, J =4. 76, 0. 98Hz) , 8. 35 (1H, d, J = 2. 44Hz) . 
FAB-MSm/z : 356 (M + H) + . 
[1 108] [^*^!)67] N-tert-^^/V-5- (5-^^/V-2-t°y v^/V) -l-(3-fc°y v7V) -1H- 

[1109] Mbl72] 



[1110] ##^|37(D5-(5-^^-7V-2-t°y^/V) -1- (3-tTy >VV) -lH-t 0 ^y /V-3- 



ci 





N 
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#/V#V^(665mg)£tert-:/^VKr5^(0. 5ml) &SrfflVvC, HJfe^|l^l^#<D^ 
«fe-e«JB^^(110mg, 14%)^@#:i:LT#fCo 
[1111] 'H-NMR (400MHz, CDC1 ) 6 :1. 49(9H, s) , 2. 33(3H, s) , 6. 84(1H, br 

3 

), 7. 19(1H, s), 7. 36(1H, ddd, J = 8. 18, 4. 76, 0. 73Hz) , 7. 39(1H, d, 
J = 7. 93Hz), 7. 53(1H, ddd, J = 7. 93, 2. 20, 0. 73Hz) , 7. 76(1H, ddd, J 
= 8. 18, 2. 56, 1. 47Hz), 8. 27(1H, d, J = 2. 20Hz), 8. 53(1H, d, J = 2. 5 
6Hz), 8. 58 (1H, dd, J =4. 76, 1. 47Hz) . 
FAB-MSm/z : 336 (M + H) + . 
[1112] N-tert-^^/V-5- (5-v^T7-2-t: 0 !Jv ? /V) -1- (2-t°U vVk) -1H- 

[1113] Mbl73] 




[1 1 14] ##$|39£>5- (5-^T/-2-t°U^/V) -l-(2-fc°JJ^/V) -lH-tf^y*— /V-3-# 
/V#V^(339mg)^tert-^/VT5^(0. 135ml) ^ffll ^C. ^W(J 7 
#^IS®fb^ (203mg, 50%) £r@#£LT#fCo 

[1115] X H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 6. 86 (1H, s) , 7. 27 (1H, s) 

3 

, 7. 32(1H, t, J = 6. 2Hz), 7. 62(1H, dd, J = 8. 2, 0. 9Hz), 7. 72(1H, d, J 
= 8. 1Hz), 7. 88-7. 92 (1H, m) , 7. 99 (1H, dd, J = 8. 2, 2. 1Hz), 8. 24- 
8. 27(1H, m), 8. 65(1H, d, J=l. 2Hz) . 
ESI-MSm/z : 347 (M + H) + . 
[1116] N-tert-y^/V-5- (5-^T/-2-t 0 U v^/V) -l-^^/V-lH-fc^)/ 

— /v-3-^;/v^^i7-5K 
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[1117] Mkl74] 




O 



N 
H 



[1118] ###!|40<D5- (5— S/TV-2-fcTy *?/V) -1-7 ^^/V-IH-^V /U-3-%/Vtf 
^(940mg)^tert-^/VT$^(0. 374ml) &£rfflVv<\ mMW 'kW&fnjfWi 
•Vmmit&M (629mg, 56%) &mfcbLX&tCo 

[1119] X H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 6. 84 (1H, s) , 7. 30-7. 45 ( 

3 

7H, m), 7. 90(1H, dd, J = 8. 2, 2. 1Hz), 8. 73 (1H, s) . 

ESI-MSm/z : 346 (M + H) + . 
[1120] IMMffl 70] N-tert-^^/V-5- [ 5- (tert-v/ vCfr/V^/VT^yO -2-t°U 

]-l-(3-t 0 yv ? 7V)-lH-t°^y— /V-3-#/MK3rlKK 
[1121] Wbl75] 



[1122] # #$J4 l<D5-[5- (tert-7>^r v^/Mi^/VT^/) -2-f U vVV] -1- (3-t°U v 5 
/V)-lH-t°7y^/V-3-^7/V^V^ (250mg) ttert-y^/VT^> (138 ju 1) „ 1-fc 
Kn^>-<^y>yTy^/V (88mg) , S.t^hy^/VT^^ (365 » 1) O^DP^y ( 
10ml) WMt-, mu.Xl-^/v- s-O-^^/VT^y^ntW) ^/i^v^K*^ 
^(251mg)^Px.40B#^it#bfc o SJ£?&^v^tm^^(10ml) . N, N-vW 
/V7}vKkT^K(6ml) , hy^7VT^^(365 1) % tert-y^/KT^(138 n 1) Sril 




N 
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V 'A— (^/-;Wnn*;^) "eltlLllj^i (273mg, 95%) 
[1123] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 1. 52 (9H, s) , 6. 56 (1H, br 

3 

s), 6. 83(1H, br s) , 7. 17(1H, s) , 7. 34(1H, ddd, J = 8. 3, 4. 6, 0. 7Hz 
), 7. 43(1H, d, J = 8. 5Hz), 7. 72(1H, ddd, J = 8. 3, 2. 4, 1. 7Hz) , 7. 99 
-8. 05 (1H, m), 8. 25 (1H, d, J = 2. 4Hz) , 8. 56 (1H, d, J = 2. 4Hz), 8. 58 
(1H, dd, J = 4. 9, 1. 5Hz). 
ESI-MSm/z : 437 (M + H) + . 
[1 124] LM1MM71 ] N-tert-^^/V-5- (5-T^7-2-t°y S^/V) -l-(3-fc°y vVV) -1H- 

/v-3-#/mK^1KK 

[1125] [^176] 



H 2 N 




[1 126] Hii^'!l70(Z)N-tert-7^/V-5-[5- (tert-7>^r^/V#^/VT5;y) 

/V]-l-(3-t°y^/V)-lH-t°9y^/V-3-^/V#^5K(273m g )(Dv ; ^i3i3^ 
^(5ml)?gfe, ^?&-C4N^-l, 4-v ; ^-dri?-^^(5ml)^Px.20#r 3 m#b 

^PJiOv^^/v^ W0i@^i«lfrUf^bl^(212mg, 75 
%)3r#fc„ 

[1127] 'H-NMR (400MHz, CD OD) 8 : 1. 49 (9H, s) , 7. 31 (1H, s) , 7. 55-7. 57 

3 

(2H, m), 7. 90-7. 95 (1H, m) , 8. 05-8. 07 (1H, m) , 8. 30-8. 35 (1H, m 
), 8. 80-8. 85 (1H, m), 9. 01-9. 07 (1H, m) . 
ESI-MSm/z:337(M + H) + . 
[1 128] N-tert-^^/V-5- (5-^/V-2-t°7v^ >V) -1- (6-^/V-3-t° 

]) i?/l>) -lH-bT^— /V-3-#A-^=arlKK 
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[1129] Mfcl77] 




N 
H 



N 



[1 130] #%^!|42<D5-(5-^^-/V-2-t°7v > — -l-(6-^/V-3-fc°y vW) -lH-fcT 
7y-;W-3-*;V#Vi(0. 228g)^tert-^/VT^(0. 161ml) ^ffll H 

mmitmm^m^mm^mio. i65 g , 6i%)^@^LT#fc 0 

[1131] 1 H-NMR(400MHz, CDC1 ) 5 :1. 50 (9H, s) , 2. 57 (3H, s), 2. 62 (3H, s) 

3 

, 6. 83 (1H, br s) , 7. 24 (1H, d, J = 8. 3Hz), 7. 29 (1H, s) , 7. 63-7. 66 ( 
1H, m), 8. 31 (1H, m), 8. 42 (1H, d, J = 2. 7Hz) , 8. 62 (1H, d, J=l. 5Hz 
). 

EI-MSm/z : 350 (M + ) . 
[1132] [^ife^73]N-(2-tK^ d rv / -l, 1-^f ^xf /v)-5-(5-^nn-2-t°!j^) 

-1- ( 3-t°y v7v) -1 H-t 0 ^y — ;W3-*;^W 
[1133] Wbl78] 



[1 134] ##0"!l25CO5- (5-^nn-2-t°U v'/V) -l-(3-fc°y vVV) -lH-fcW WV—3-# 
/V*V^(0. 269g)^2-T^y-2-^^-/V-l-7°n/^7— /V(0. 170ml) £3rfflVvT 

, mmm7tmm<D^mx-mm^m(o. 3i2 g , 94%)^@#:^bT#/c 0 

[1135] 'H-NMR (400MHz, CDC1 ) 8 :1. 42 (6H, s) , 3. 72 (2H, d, J = 6. 4Hz), 4 

3 

. 68 (1H, t, J = 6. 4Hz), 7. 02 (1H, br s) , 7. 20-7. 30 (1H, m) , 7. 39 (1H 
, dd, J = 8. 3, 4. 7Hz), 7. 46 (1H, d, J = 8. 3Hz) , 7. 70-7. 78 (2H, m) , 8. 
37(1H, d like, J = 2. 4Hz) , 8. 55(1H, d like, J = 2. 4Hz), 8. 62-8. 67(1 
H, m). 



ci 




N 
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ESI-MSm/z: 372 (M + H) . 
[1 136] (5-T5;y^^/V-2-t°y ^/V) -l~7 ^/V-1U- 

[1137] Mfcl79] 




[1 138] 7K^ (8atm) #BMT^ ^Jfe^69(Z)N-tert-^/k-5- y-2-H°V v7v) 
-l-y^/V-m-^^J /V-3-^7/V#^r^5K (221mg) ^^/V-v^U^/V 
/T/l^ (—65%, lOOmg) 02M7y ; e-T-x^/-;l/^ (30ml) fWfg^l 

ft(81mg, 36%)^@^LT#^l 0 
[1139] 'H-NMR (400MHz, DMSO-d ) 8 :1. 40 (9H, s), 1. 90 (2H, s), 3. 72 (2H 

6 

, s), 7. 13 (1H, s), 7. 32-7. 35 (3H, m) , 7. 42-7. 43 (4H, m) , 7. 77 (1H 
, d, J = 8. 1Hz) , 8. 41 (1H, s) . 
ESI-MSm/z : 350 (M + H) + . 
[1 140] lMMffl75~] N-tert-^^/V-1- (6-^h^riy-3-^V vVV) -5- ^-t'U^v^/V) - 

[1141] Dfbl80] 




[1 142] #%#!|44CD 1- (6-^h^r^-3-t°y i^/V) -5-(4-fc°U^ v^/V) -lH-t 0 7y^/V- 
3-^7/V^V^ (50mg) irtert-^/VT^ (27 n 1) i:Srffl V ^T, Wfafrtf tm^^ 
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[1143] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 99 (3H, s) , 6. 81 (1H, br 

3 

s), 6. 82(1H, d, J = 8. 8Hz), 7. 40(1H, s) , 7. 41 (1H, dd, J = 5. 1, 1. 2 

Hz), 7. 62(1H, dd, J = 8. 8, 2. 7Hz), 8. 15(lH, d, J = 2. 7Hz), 8. 75(1H 

, d, J = 5. 1Hz), 9. 05 (1H, d, J=l. 2Hz) . 

ESI-MSm/z: 353 (M + H) + . 
[1 144] N-tert-7^/V-5- (5-^/V-2-H°V -l-{2-M°=7^=-7V) -1 

H-tT^— /V-3-#/V^lKK 
[1145] Mb 181] 



[1 146] ##^!I45C05- (5-^^-/V-2-t°y v'/V) -1- (2-fc°^^/V) -lH-fc 0 ^— /V-3 
-#/V#V^(0. 253g)ttert-^/VT^^(0. 190ml) fcSrfflWC HJfe0!l7i:|nJ 
tl<D;££re^®fb^(0. 145g, 48%)£@#:£LT#fc 0 

[1147] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 33 (3H, s) , 6. 87 (1H, br 

3 

s), 7. 19(1H, s), 7. 49(1H, d, J = 8. 1Hz) , 7. 56(1H, dd, J = 8. 1, 1. O 

Hz), 8. 18(1H, d, J=l. OHz), 8. 32-8. 37(1H, m) , 8. 55(1H, d, J = 2. 7 

Hz), 8. 85 (1H, d, J=l. 4Hz). 

ESI-MSm/z:337(M + H) + . 
[1 148] [HW!l77] N-(7"h7tKci-2H-t: 0 7^-4— i/V) -l-(6-^r-dr>-3-fc°y v7V) - 

5- ( lH-fn- /V-2-^|7V) -lH-fc°^— /V-3-#/1^3rlKK 
[1149] Mb 182] 



[1 150] ###!|46CD 1- (6-^h^riX-3-t 0 y^/V) -5-( lH-bTn— /V-2-^/V) -lH-tT9 




N 
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/V-3-#/l^V^(0. 222g)^h^hKn-2H-t°^^-4-^/VT5>-(0. 142g 
[1151] 'H-NMR (400MHz, CDC1 ) 5 :1. 58-1. 68 (2H, m), 1. 97-2. 02 (2H, m 

3 

), 3. 54(2H, ddd, J=ll. 7, 11. 7, 2. 2Hz) , 3. 98-4. 03(2H, m) , 4. 01(3 
H, s), 4. 16-4. 25 (1H, m) , 5. 80-5. 82 (1H, m) , 6. 14-6. 16 (1H, m) , 
6. 83-6. 86(2H, m) , 6. 89(1H, d, J = 8. 1Hz), 7. 21 (1H, s), 7. 61 (1H, 
dd, J = 8. 8, 2. 7Hz), 8. 28 (1H, dd, J = 2. 7, 0. 5Hz), 9. 18 (1H, br s) . 
ESI-MSm/z : 368 (M + H) + . 

[1 152] [Hife^!)78] N-tert-^^/V-5- (5-^^-/V-2-t°y ^/V) -l-(3-tTy^^/V) -1 
H-tT^— /V-3-^7/V#=3ri7-^K 

[1153] Wbl83] 




[1 154] #%#!|47<£>5- (5-^/V-2-fc°!J vW) -1- (3-fc°y^ V-/V) -\YL-\f^/—;V- 
3-#/MFV^(0. 223g)^tert-^/VT^^(0. 250ml) ir^fflV^, HJ(S0!I7£|I] 
#(D^fe-C^M^^(0. 202g, 77%)Sr@^UT#^o 

[1155] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 31 (3H, s) , 6. 84 (1H, br 

3 

s), 7. 19 (1H, s), 7. 50-7. 60 (2H, m) , 7. 64 (1H, dd, J = 8. 6, 4. 9H) , 
7. 91 (1H, dd, J = 8. 6, 1. 5Hz) , 8. 12-8. 23(1H, m) , 9. 14(1H, dd, J = 4 
. 9, 1. 5Hz). 

ESI-MSm / / z:337(M + H) + . 
[1156] [||*^!)79]N-(l-^/W^^/V-l-iyyci^^^/V)-l-(6-^h^-^-3-t 0 yv ? /P- 

) -5- (lH-fc°n— -m-M'y^— /vs-jj/v^y-^Y 
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[1157] Mb; 184] 




[1 158] ###i|46<£>l- (Q-*Y3ci/-3-\i°W-/V) —5— ( 1H— t°n — A — 2—^ />) -lH-tT9 
/V-3-#/l^V^(0. 222g) i:##^!l26(Dl-T5:y-l-v'^n^^^^/V/K 

^(253mg, 82%)^@^bT#fCo 
[1159] 'H-NMR (400MHz, CDC1 ) 8 :1. 75-1. 88 (4H, m) , 2. 09-2. 16 (2H, m 

3 

), 2. 41-2. 49 (2H, m) , 4. 02 (3H, s) , 5. 33 (1H, br s) , 5. 77-5. 79 (1H 
, m), 6. 12-6. 14(1H, m) , 6. 77(1H, br s) , 6. 85(1H, d, J = 8. 8Hz), 6 
. 96-6. 98 (1H, m), 7. 22(1H, br s) , 7. 23(1H, s) , 7. 60(1H, dd, J = 8. 
8, 2. 9Hz), 8. 28 (1H, d, J = 2. 7Hz), 9. 21 (1H, br s) . 
ESI-MSm/z: 395 (M + H) + . 

[1 160] (6-^^>-3-fc°y vVV) -5- (lH-fc°n— /V-l- 

-T/k) -lH-t°^y— /k-3-^7/V^^-i7-5K 

[1161] Mfcl85] 




[1 162] 0^M48<D1- (6-^h^rv/-3-t 0 y v 5 /^) -5-( lH-tfn— /k-l-^/k) -lH-tT9 
/V-3-^7/V#V^(0. 221g)^tert-y^/VT5y(0. 148ml) ££fflwr, MM 

mitmmojjm-emmik&vo (222m g , 83%) £@#;£L/r#;fc„ 

[1163] X H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 95 (3H, s) , 6. 28-6. 29 ( 

3 

2H, m), 6. 63-6. 64 (2H, m) , 6. 72 (1H, d, J = 9. OHz) , 6. 82 (1H, br s) 
, 6. 89 (1H, s), 7. 29 (1H, dd, J = 8. 9, 2. 8Hz), 8. 03 (1H, d, J = 2. 7Hz) 
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ESI-MSm/z : 340 (M + H) + . 
[1 164] LMMM8 1 ] N-tert-^^/k-5- (5-^h^r^-2-t°<J v 5 /^) -1- (6-^^/V-3-t 0 U 

[1165] Mkl86] 




[1 166] ##f?!l49(D5- v--2-t°y ^/V) -l-(6-^^-/V-3-t°y v'/V) -lH-tT9 

^-/I^-3-«i#(0. 143g)^tert-^/VT5^(96. 3 1) ^|V^, ^gj£ 
^!lli:l^#(D^T^S^^(0. 130 g> 76%)Sr@^b-C#fCo 

[1167] X H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 2. 60 (3H, s) , 3. 86 (3H, s) 

3 

, 6. 84(1H, br s) , 7. 13(1H, m) , 7. 19-7. 22(2H, m) , 7. 40(1H, d, J = 
8. 5Hz), 7. 63 (1H, dd, J = 8. 3, 2. 7Hz), 8. 15 (1H, d, J = 2. 9Hz), 8. 40 
(1H, d, J = 2. 7Hz). 
FAB-MSm/z : 366 (M + H) + . 
[1 168] [Hifg^j82]N-tert-^^/V-5-(5-^^/V—2-fc 0 y^7V) -l-(2-t°y^^/V) -1 

H-tr^— /v-3-#/i^=¥1t-5;k 

[1169] Mbl87] 




[1 170] ##f?!l50C05- (5-^/V-2-fc°y vVV) -1- (2-fc°y ^v 5 — /V) -lH-t°^yWV- 
3-#/V#V^(0. 250g)^tert-^/VT^>-(0. 186ml) fcSrfflVvC, HWlll^l^ 
#(D^^S^^(0. 245g, 81%)^@#:^L-C#fc 0 

[1171] 1 H-NMR(400MHz, CDC1 ) 5 :1. 48 (9H, s) , 2. 33 (3H, s) , 6. 96 (1H, s) 
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, 7. 18 (1H, s), 7. 29-7. 31 (1H, m) , 7. 49 (1H, d, J = 7. 8Hz), 7. 55-7. 
57 (1H, m), 8. 18 (1H, m) , 8. 72 (2H, d, J=4. 9Hz) . 
EI-MSm/z : 336 (M + ) . 
[1 1 72] [Hit$|83] N-tert-^^/V-1- (6-^h^-3-fc°IJ^:^VV) -5- (2-tT9 v^/V 

) -ltt-t'yy? /v-3-^;/v^^i^^K 

[1173] Mbl88] 



[1 174] ##$|5101- (6-^h^-3-fc 0 !Jy v^/V) -5-(2-t°^v ? ^/V) -lH-fc°5^— 
/V-3-#/MFV^(0. 232g)^tert-^^/VT^(0. 148ml) ^rfflV^T, HJfe^Jl 
^IH#(D^-etIM^^ (210mg, 75%) £:@#:£LT#fc 0 

[1175] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (9H, s) , 4. 12 (3H, s) , 6. 81 (1H, br 

3 

s), 7. 18(1H, d, J = 9. 3Hz), 7. 30(1H, s) , 7. 86(1H, d, J = 9. 3Hz), 8. 
39(1H, dd, J = 2. 3, 1. 8Hz) , 8. 51 (1H, d, J = 2. 7Hz) , 8. 85(1H, d, J=l 
. 5Hz). 

ESI-MSm/z : 354 (M + H) + . 
[1 176] N- (2, 2-v^^vK/nfcVV) -1- (6-^h^rv'-3-t: 0 yy> ? ^/V) -5- (2 

-t^^/^-lH-t 0 ^^— ;i^3-*;^t^K 
[1177] Wbl89] 



[1 178] ##$151 60 1- ^/V-) -5-(2-tT9^/V) -lH-t°^y— 

/V-3-^7/V^V^(0. 232g)^^-^^/VT^^(0. 166ml) £:£rffllvt\ 
lirl^l#^^-e^ffi^^(223m g , 77%)£@#r£LT#fc 0 
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[1179] 'H-NMR (400MHz, CDC1 ) 8 :1. 00 (9H, s) , 3. 29 (2H, d, J = 6. 6Hz), 4 

3 

. 13(3H, s), 7. 00-7. 04(1H, m) , 7. 19(1H, d, J = 9. 3Hz), 7. 35(1H, s) 
, 7. 87(1H, d, J = 9. 0Hz), 8. 40(1H, dd, J = 2. 4, 1. 5Hz) , 8. 52(1H, d, 
J = 2. 7Hz), 8. 87(1H, d, J=l. 5Hz) . 
ESI-MSm/z : 368 (M + H) + . 
[1 180] IM1MM85~] N-tert-7^/V-5- (5-7/V^-n-2-t°y v'/V) -l-(3-fcTy i//V) -1H 

/v-3-#/i^3riKK 

[1181] Mb 190] 




[1 182] ##^!|52(D5- (5-^/V^-n-2-t°U v 5 /^) -l-(3-fc°y vVk) -lH-fc?^ — /V-3 
-#/l^V^(150mg) ttert-^/VT^Ul 1 ju 1) ^fflV ^C, HJfeW^IU^Itf) 
#*fc-C«J®ffra^& (56mg, 31%) Sr@^bT#fe, 

[1183] 'H-NMR (400MHz, CDC1 ) 6 :1. 49 (9H, s) , 6. 84 (1H, br s) , 7. 21 (1H 

3 

, s), 7. 37(1H, ddd, J = 8. 1, 4. 9, 0. 7Hz) , 7. 46 (1H, ddd, J = 8. 8, 7. 8, 
2. 9Hz), 7. 54(1H, ddd, J = 8. 8, 4. 4, 0. 5Hz) , 7. 74(1H, ddd, J = 8. 1, 
2. 4, 1. 5Hz), 8. 28 (1H, d, J = 2. 9Hz), 8. 54(1H, dd, J = 2. 4, 0. 5Hz) , 
8. 61 (1H, dd, J = 4. 9, 1. 5Hz). 
ESI-MSm/z : 340 (M + H) + . 
[1184] [HJg^l86]N-(2-7/V^-n-l, l-^^/V^/V)-l- (6-^^-3^^^ 

— /v) -5- ( 2-tf y vvv) -lH-tr^ — A—3-#/v#3riKK 
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[1185] Wbl91] 




[1 186] ##$|9<D1- (6-^h^r^-3-t°IJ^^/V) -5- (2-fc°U v7V) -lH-fc^— 

(297mg) £#%{?m<^2-T^/-l-^/V:^n-2-^/K^P^^i& 
^i£(128mg)££rfflV^ ^»!l7^|H#<7)^^M^'a'^(207mg ( 56%) £ 

[1187] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (6H, d, J = 2. 0Hz) , 4. 13 (3H, s) , 4 

3 

. 59(2H, d, J = 47. 4Hz), 6. 89(1H, s) , 7. 14(1H, d, J = 9. 3Hz), 7. 18- 
7. 22 (2H, m), 7. 58-7. 62 (1H, m) , 7. 73-7. 77 (2H, m) , 8. 36-8. 38(1 
H, m). 

ESI-MSm/z : 37 1 (M + H) + . 
[1188] [H#tE#!|87]N- (2-^/^0-1, l-v > ^^/V^/V)-5-(5-^nn-2-t°yv ; /V)- 

1- O-fcfUvVV) -lH-fc°5^ — /V-3-^7/V^^rf-5K 
[1189] [^192] 




[1 190] ###!|25CD5- (5-^nn-2-t°y i^/V) -l-(3-fc°JJ i?;V) -lH-t°^y — /V-3-^7 
/V*V^(301mg) ^##F!l7KD2-T^y-l-7/V^-n-2-^^-/V7°ny^^^^( 
128mg)££rfflVvr, l^»!l7^^lil(D^-e^M^^(186mg, 50%) 

[1191] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (6H, d, J = 2. 2Hz) , 4. 59 (2H, d, J = 

3 

47. 6Hz), 6. 88 (1H, s) , 7. 23 (1H, s) , 7. 39 (1H, dd, J = 4. 2, 2. 1Hz), 7 
. 46(1H, d, J = 8. 5Hz), 7. 70-7. 77 (2H, m) , 8. 37(1H, d, J = 2. 0Hz) , 8 
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. 54(1H, d, J = 2. 4Hz), 8. 63 (1H, dd, J = 4. 9, 1. 5Hz). 
ESI-MSm/z : 374 (M + H) + . 
[1192] lMW\88]N-(2-7/V$-vi-l, l-^^/k^/k)-5-(5-^vk-2-fc°y vvk) 

[1193] Mkl93] 



[1 194] m^M47<D5- (5-^^/V-2-fc°y V7V) -1- O-fcWv^/V) -lH-t°^y — 7V- 
3-^7/k^V^ (I67mg) £##{?m»2-T^y-l-:7/^i3-2-^/K7 0 n^^ 
Bfe&(75. 7mg)i£ffll^C, ^ife^7^|H^(D^fe-e^M^^(102mg, 48%) 

[1195] 'H-NMR (400MHz, CDC1 ) 8 :1. 53 (6H, d, J = 2. 2Hz) , 2. 32 (3H, s) , 4 

3 

. 59 (2H, d, J = 47. 4Hz), 6. 90 (1H, s) , 7. 19 (1H, s) , 7. 52-7. 58 (2H, 

m), 7. 66(1H, dd, J = 8. 5, 4. 9Hz), 7. 94(1H, dd, J = 8. 7, 1. 3Hz), 8. 1 

7(1H, s), 9. 15(1H, dd, J = 4. 9, 1. 5Hz) . 

ESI-MSm/z: 355 (M + H) + . 
[1196] [HJg^tl89]N-(2-^/V^-n-l, l-^^/V^/V)-5-(5-^Vk-2-fc°y vVv) 

-1- ( 3-fc°y v7V) -1 H-fcW — ;W3-*;^^f^ 
[1197] Mfcl94] 



[1 198] ##0ij37<Z>5-(5-^/V-2-fc°y V7V) -1- (3-fc°y vVV) -lH-fc 0 ^i/— /V-3- 
#/Vtf;V^(102mg) t##^!l71(D2-T^y-l-7/V^-n-2-^^/V7 P n^^^^ 
±&(46. 4mg)&SrfflVvr, IIW!j7^^)#(7)^fe-eM^^ (36mg, 28%) £@ 





N 
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[1199] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (6H, d, J = 2. 2Hz), 2. 31 (3H, d, J = 

3 

6. 1Hz), 4. 58 (2H, dd, J = 47. 5, 6. 2Hz), 6. 89 (1H, s) , 7. 18 (1H, d, J 
= 6. 6Hz), 7. 24 (1H, s) , 7. 50-7. 58 (2H, dd, J=18. 1, 7. 3Hz) , 7. 65 ( 
1H, dt, J=10. 5, 4. 3Hz), 7. 91-7. 95 (1H, m) , 8. 16 (1H, d, J=3. 9Hz) 
, 9. 13-9. 16 (1H, m). 
ESI-MSm/z : 354 (M + H) + . 

[1200] [H»!|90] N-tert-^^/V-1- (6-^^-3-^])^/^) -5- (4-^h^^-2-t°U 
vvV) -lH-t°7yWv-3-#/Vtf^lKK 

[1201] Wkl95] 



[1202] ##{#|53<D 1- (6-^hdrv/-3-fc°y vVv) -5-(4-^h^i/-2-t°y i^/V) -1H-If 9 
/-;W3-»/S ( 300mg) irtert-^/VT^ ( 1 44 ix 1) V vt\ H»!J 
7ir|^|#(D^-e^S>fb^ (152mg, 43%) ^T^/V^T^i!bT#7t 0 

[1203] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 84 (3H, s) , 3. 96 (3H, s) 

3 

, 6. 74(1H, dd, J = 5. 74, 2. 44Hz) , 6. 75(1H, d, J = 8. 79Hz), 6. 82(1H 
, br), 6. 97(1H, d, J = 2. 44Hz) , 7. 18 (1H, s) , 7. 61 (1H, dd, J = 8. 79, 2 
. 69Hz), 8. 12 (1H, d, J = 2. 69Hz), 8. 29 (1H, d, J = 5. 74Hz) . 
FAB-MSm/z : 38 2 (M + H) + . 
[1204] LMM^\9 1 ] N-tert-^^/k-1- V-3-tTU vVV) -5- (4-^/V-2-fc°y 

*J/v) -lH-fcW— /v-3-#/v#3r1KK 



a 




MeO 
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[1205] Wbl96] 




[1206] ##{?!|54<D 1- (6-^h^V-3-try -5-(4-^/V-2-t: 0 y vvV) -1H-If 9 
y /W3-My|6 (300mg) irtert-^A-T^ ( 1 52 /z 1) irSrffl V vt\ HJfe^tl 
7£|1^<D#&^®ffr^(315m g , 89%)£0#:H.T#fc o 

[1207] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s) , 2. 36 (3H, s) , 3. 95 (3H, s) 

3 

, 6. 75 (1H, d, J = 8. 79Hz), 6. 83 (1H, br) , 7. 03 (1H, d, J=5. 01Hz), 7. 

17(1H, s), 7. 29(1H, s), 7. 60(1H, dd, J = 8. 79, 2. 69Hz), 8. 11 (1H, d 

, J = 2. 69Hz), 8. 31 (1H, d, J = 5. 01Hz). 

FAB-MSm/z: 366 (M + H) + . 
[1208] [^Jfe^ij92] N-tert-^7V-5- (6-p«h^-3-lf y^/V) -l-(3-t°U^/V) -1H 

-t°^y— /V-3-^/V^df-i^5K 
[1209] Mbl97] 




[1210] ###|55<£>5- (6-^h^rv'-3-fc 0 i;v ; /V) -l-(3-fc°IJv7V) -lH-t°^y — /V-3- 
#/l^V^KO. 255g)i!tert-^/VT^(0. 275ml) £«rfflVvC. HJfeW^I^I 
©^«fe-C«RjH^-a^»(0. 164g, 54%)&mfctLXffl£o 

[1211] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 93 (3H, s) , 6. 70 (1H, d, 

3 

J = 8. 8Hz), 6. 83 (1H, br) , 7. 01 (1H, s) , 7. 32-7. 40 (2H, m) , 7. 62-7. 
68 (1H, m), 8. 07 (1H, d, J = 2. 5Hz) , 8. 61 (1H, d like, J = 2. 9Hz) . 
ESI-MSm/z : 352 (M + H) + . 



WO 2005/063737 



243 



PCT/JP2004/019582 



[1212] [||^^!)93]N-tert-^/V-5-(6-^hdriy-3-fc 0 IJ> ? /V)-l-(2-t 0 IJv ? /V)-lH 
[1213] Mkl98] 



[1214] ##F!l56(D5-(6-^h^v^-3-t°yv ; /V)-l-(2-t 0 y^/V)-lH-t 0 7y^/V-3- 
#/V#V^(0. 132g)ttert-^/VT^>-(0. 150ml) ^SrJBV^T, ^SJfeW^tl 
(D^-et^S^^(0. 117g, 75%)^0ft:^LT#7t o 

[1215] X H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 3. 94 (3H, s) , 6. 69 (1H, d, 

3 

J = 8. 8Hz), 6. 87 (1H, br s) , 6. 99 (1H, s) , 7. 25-7. 34 (1H, m), 7. 42 ( 
1H, dd, J = 8. 8, 2. 4Hz), 7. 52(lH, d, J = 8. 1Hz), 7. 79-7. 86(1H, m) , 
8. 09 (1H, d, J = 2. 4Hz), 8. 41 (1H, dd, J=4. 9, 2. OHz) . 
ESI-MSm/z: 352 (M + H) + . 

[1216] LM1MM94']N-(2-y/V^rvi-l, l-i?*^-/V^/V)-5-(5-^/V-2-\l°7l?~/l' 
) -1- (3-t°y V7V) -lH-t°7^- /V-3-#/Vtf?3rlKK 

[1217] Dfbl99] 



[1218] ##f?!|36(D5-(5-7<^/V-2-t 0 9^— /^-l-CS-^y^/^-lH-t^y— /k-3 
-#/k/^V^(0. 250g) ^##^!|7K02-T^y-l-^/^ci-2-^^/V7°t2/N^ 
Sfe£(0. 125g)^fflWT, HW!jl^lKl#(D^-e^M^^(0. 281g, 89%) 

[1219] X H-NMR (400MHz, CDC1 ) 8 :1. 50(6H, m) , 2. 57(3H, s) , 4. 54(1H, s 

3 

), 4. 66(1H, s), 6. 89(1H, s) , 7. 30(1H, s), 7. 40(1H, dd, J = 8. 2, 4. 8 



MeO 





N 
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Hz), 7. 76-7. 79 (1H, m), 8. 28 (1H, m) , 8. 56 (1H, d, J=2. 4Hz), 8. 63 
-8. 65 (1H, m), 8. 66 (1H, d, J = l. 5Hz) . 
EI-MSm/z : 354 (M + ) . 
[1220] [^Jfe^ij95] N-tert-7^7V-5- (5-T^y-2-t°7v ? ^7V) -1- (3-fc°y vvV") -1H 

[1221] Dfb200] 



[1222] l)N-tert-^/V-5-[5-(tert-^>dr^7V#^/VT^y)-2-t°7v ; — /V]-l-( 

3-t°y vvv) -lH-tr — /v-3-^7/v#^i^5;K 

#%#!|57<7)5-[5- (tert-^h^v-^/V^^/VT^y) -2-fc^v 5 — ;V~\-1- (3-fc°U 
v ? /V)-lH-t°7y^/V—3-^/V^V^(0. 279g)^tert-^/VT^^(0. 152ml) 
<k£ffl V v"C\ ||Jfe#ai^lll#(D^^N-tert-^/V-5-[5-(tert-^>=3riy^7V# 

— /vr^y) -2-fc 0 ^— /v]-i- (3-t°y vvv) -iH-t°7y — /v-3-^7/v^^i^5K ( 

O. 236g, 74%)3r@#:£LT#fc 0 

[1223] X H-NMR (400MHz, CDC1 ) 5 :1. 50 (9H, s), 1. 53 (9H, s) , 6. 83 (1H, s) 

3 

, 7. 24 (1H, m), 7. 36-7. 39 (2H, m) , 7. 74-7. 77 (1H, m), 8. 40 (1H, d 
, J=l. OHz), 8. 58(1H, d, J = 2. 4Hz), 8. 63(1H, dd, J = 4. 9, 1. OHz) , 9 
. 09-9. 10 (1H, m). 
EI-MSm/z : 437 (M + ) . 
[1224] 2)WMtt&m 

N-tert-y ? ^-/V-5-[5-(tert-^>^^/V#— /VT57)-2-l:°^v ? ^/k]-l-(3 
-try^/^-lH-fcT^— /W3-*MWK(0. 230g)£)> ? y£my^(4. 6ml) 
Ot^Thy7;kto^i(2. 3ml)^Ox.90^^it#^, ^.^90^ 
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[1225] 

[1226] 
[1227] 

[1228] 



[1229] 
[1230] 



. 160g, 89%)^@f*^bT#fc 0 

'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 4. 78 (2H, s) , 6. 83 (1H, s) 

3 

, 7. 14 (1H, m), 7. 37 (1H, dd, J = 8. 2, 4. 8Hz), 7. 75-7. 80 (2H, m) , 8. 
19 (1H, d, J=l. 2Hz), 8. 58-8. 61 (2H, m) . 
EI-MSm/z : 337 (M + ) . 

[H»!|96] N-tert-^^/V-5- (5-i^^VVT^/-2-fc°!J vVV) -1- (3-t°y ^/V) 

-lH-fc^/- /V-3-#/l^3rlKK 

Mb201] 



|llfe^71<DN--tert-^^/W5-(5-T^/-2-try^^)-l-(3-tfy^yV)-lH- 
fcT^y ;W3-*;^t^ (95mg) <Dx.#y— /V(10ml) ^etc, IN^^tK^IR 
(127 1), 37%*/Wy^7K^(361/il), &t*fifcfb6£(lV) (32mg) ^JPx.* 
5*1(3. 5atm)#H^T. S^lB#F^L<ig£5Uc: 0 SJ&$£tf>teg£&«*U M 

'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 99 (6H, s) , 6. 84 (1H, br 

3 

s), 6. 94(1H, dd, J = 8. 8, 3. 2Hz), 7. 08(1H, s) , 7. 31(1H, d, J = 8. 8 
Hz), 7. 34(1H, ddd, J = 8. 1, 4. 9, 0. 7Hz), 7. 77(1H, ddd, J = 8. 1, 2. 4 
, 1. 5Hz), 7. 93 (1H, d, J = 2. 9Hz) , 8. 55-8. 58 (2H, m) . 
ESI-MSm/z : 365 (M + H) + . 

[H«!|97] N-tert-^^/V-5- (4-^/V-2-t°y i//V) -1- (3-t°y vVk) -1H- 
t°7)/- /V-3-#/V^3rlKK 
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[1231] [>fb202] 




N 



[1232] ###!|58cD5- (4-^/V-2-fc°y -1- (3-t°U vVV) -lH-lf^ — /V~3- 
#/V#V^(280mg) ttert-^/VT^^(209ju 1) ^|V^T, MMffl7bm&<Dj? 

m^mmit^-miQA. 7m g , i9%)^r^/^T^^b-c#^ 0 

[1233] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (9H, s) , 2. 38 (3H, s) , 6. 85 (1H, br 

3 

), 7. 05(1H, d, J = 5. 01Hz), 7. 20(1H, s) , 7. 34(1H, s) , 7. 35(1H, dd, J 
= 8. 18, 4. 76Hz), 7. 75 (1H, ddd, J = 8. 18, 2. 56, 1. 47Hz) , 8. 28 (1H, 
d, J = 5. 01Hz), 8. 53(1H, d, J = 2. 56Hz), 8. 58(1H, dd, J=4. 76, 1. 47 
Hz). 

FAB-MSra/z: 336 (M + H) + . 
[1234] N- (2-7/V^-n-l , l-v^/V^/V) -5- (5-T5/-2-fc°y vW) - 

1- (3-tTU -lH-fc^y ;W3-*;^t^K 
[1235] Mb203] 



[1236] 1) N-(2-7/V^-n-l, l-^p«^/^^-/V)-5-[5-(tert-^>^iy^/V#=/VT^ 

y)-2-t o y^/v]-i-(3-t°y^/v)-iH-t°7y^/v-3-^/v^i^^K 

##f?!l4 1 <D 5- [ 5- (tert-^W v-#/V^/VT^7) -2-fcTU v7V] -1- ( 3-fcTU *J 
/V) -lH-t°7^— /V-3-^7/V#V^ (250mg) i:##^!|71(D2-T^y-l-77V^-n 
-2-^°n/-?^^^(l00mg) £«rJBV vf. HJfef?!j7^|ll#(D^?i-t?N-(2-^/V^-n 
-1 , l-v^/V^/V) -5-[5- (tert-^h^r^/V^— /VT^J) -2-tTy vW]-! 
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-(3-fcry^/V-) -lH-fcT^— /^-3-iJ/Vtf*("9<V (21 7mg, 73%) £@#:£LT# 

fee 

[1237] 'H-NMR (400MHz, CDC1 ) 8 :1. 52-1. 60(15H, m) , 4. 60(2H, d, J = 47 

3 

. 6Hz), 6. 66 (1H, s), 6. 89 (1H, s) , 7. 17 (1H, s) , 7. 33-7. 43 (2H, m) , 
7. 72-7. 76(1H, m) , 8. 04(1H, s) , 8. 26(1H, d, J = 2. 0Hz) , 8. 55-8. 6 
0(2H, m). 

[1238] 2)£SJ®fb^ 

N- (2-7/V^-n-l , -5-[5- (tert-^^v'^/Vjfc/VT^y 

)-2-t°y^/V]-l-(3-t°y> ? /V)-lH-t 0 7y^ /V-3-^7/V^i^^K(212mg)^ 
JBWC, ^J6^|71^|^#(D^-e^Jg>ft:^(113mg, 68%) ^@^LT#rc 0 

[1239] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (6H, d, J=10. OHz) , 3. 85 (2H, s) , 

3 

4. 60(2H, d, J = 47. 4Hz), 6. 89(1H, s) , 6. 97(1H, dd, J = 8. 5, 2. 9Hz) 
, 7. 08 (1H, s), 7. 26 (1H, s) , 7. 35 (1H, dd, J = 8. 3, 4. 9Hz) , 7. 73-7. 7 
7(1H, m), 7. 89-7. 90 (1H, m) , 8. 54-8. 58 (2H, m) . 
ESI-MSm/z : 355 (M + H) + . 

[1240] [H#tS#!|99] N-tert-^^/V-5- (5-T5/-2-t 0 y i^/V) -l-(2-t*9S*=- /V) -1H 
-fc°7^- /V—3-;*7/l^3rlKK 

[1241] Mb204] 



[1242] 1 ) N-tert-y^/k-5- [ 5- (tert-^ h^v^/V^/VT^y) -2-tTJJ -1- (2- 
fc^v^/V) -1 H-tr^ /V-3-#/V#3rlKK 

5905- [5- (tert-^h^^/V^^/VT^y) -2-tTU >W] -1- ( 2-fcW 
— /V) -lH-t°yy — /V-3-^7/V#V^ (280mg) irtert-^^VV-T^ (307 ,u 1) 
ffl V 1 1 |Rl#C0^|fe-eN-tert-y^/V-5-[5- (tert-y>3r>#/Vtf^ 

/VT^y) -2-fc°y v7V]-l-(2-fc: 0 y v^/V) -lH-fc°yy*— /V-3-#/V^3rlKK (3 




N 
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14mg, 98%)&mtfckL,Xnti 0 
[1243] 1 H-NMR(400MHz, CDC1 ) 5 :1. 49 (9H, s), 1. 52 (9H, s), 6. 57 (1H, br 

3 

s), 6. 87(1H, br s) , 7. 18(1H, s) , 7. 53(1H, d, J = 8. 5Hz), 7. 98-8. O 
4(1H, m), 8. 21 (1H, dd, J = 2. 7, 0. 7Hz) , 8. 34(1H, dd, J = 2. 4, 1. 5Hz 
), 8. 55(1H, d, J = 2. 4Hz), 8. 86(1H, d, J=l. 5Hz) . 
ESI-MSm/z : 438 (M + H) + . 
[1244] 2)^|®fb^ 

N-tert-^^/V-5- [ 5- (tert-^h^^/V^A-T^ /) -2-tfy vVk] -1- (2- 
t^v^/V) -lH-t°9^— /V-3-#/MK3rlKK (305mg) ^ffi V ^T, HJg#!|95^ 
»©^«feT?«JB^-a^» (220mg, 91%) ^|^i:Lt#fc, 
[1245] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (9H, s), 3. 74-3. 96 (1H, br), 6. 88 

3 

(1H, br s), 7. 00(1H, dd, J = 8. 5, 2. 7Hz), 7. 10(lH, s) , 7. 38(lH, dd 
, J = 8. 5, 0. 5Hz), 7. 81 (1H, dd, J = 2. 7, 0. 5Hz) , 8. 38(1H, dd, J = 2. 4 
, 1. 5Hz), 8. 54(1H, d, J = 2. 4Hz) , 8. 78(1H, d, J=l. 5Hz) . 
ESI-MSm/z : 338 (M + H) + . 

[1246] lMMMioo']N-(2-y/v^rvi-i, i-i^^/VJ^/v)-5-(5-T5y-2-fc°y^/v) 

-l-(2-t°7> ? — /V)-lH-t°7y^/V-3-^7/V^df-i^5K 
[1247] Mb205] 



[1248] 1) N- , 1-vW/k^/k) -5-[5- (tert-^h^v^/l^Jw^T^ 

A -2-try >Vv] -i-(2-t°7^;v) -m-if^y — /v-3-#/vtf;driKK 

##^!|590-5-[5-(tert-^>^^/V^/VT^y)-2-fc 0 IJ^7V]-l-(2-t 0 7 
v?-/V) -iH-fc°^y*— /W3-*;l^y|| (80mg) b^^Wl 7KD2-yMn-l , 1- 

, 1-v^^vl^^vV) -5-[5- (tert-7>dr^/V^^/VT^y) -2-*?V 9 J 




N 
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/V]-l-(2-t°7> ? — ;V)-lH-t°7y ;W3-*;^t?K (89mg, 93%) 
[1249] 'H-NMR (400MHz, CDC1 ) 5 :1. 50 (6H, d, J = 2. 0Hz) , 1. 52 (9H, s) , 4 

3 

. 60(2H, d, J = 47. 6Hz), 6. 54(lH, br s) , 6. 91 (1H, br s) , 7. 17(1H, s 
), 7. 53 (1H, d, J = 8. 5Hz), 7. 99-8. 05 (1H, m) , 8. 21 (1H, d, J = 2. 7Hz 
), 8. 33(1H, dd, J = 2. 4, 1. 5Hz), 8. 56(1H, d, J = 2. 4Hz), 8. 88(1H, d 
, J=l. 5Hz). 

ESI-MSm/z : 456 (M + H) + . 

[1250] 2)mM4\&m 

N- (2-^/V^-n-l , 1-vW/V^/V) -5-[5- {tert-7Y*i/%/M$~J>VT5J 
) -2-fc°U *?;V\ -l-(2-t°T^) -lH-tT^ — (88mg) £ 
fflW-C, H^!j95^|K)#(D^fe-e^a^^(67mg, 93%) ^@^UT#fc 0 
[1251] 'H-NMR (400MHz, CDC1 ) 5 :1. 49 (6H, d, J = 2. OHz) , 3. 71-4. 00 (2H 

3 

, br), 4. 60(2H, d, J = 47. 6Hz) , 6. 92(1H, br s) , 7. 00(1H, dd, J = 8. 5 
, 2. 7Hz), 7. 10(1H, s), 7. 37(1H, d, J = 8. 5Hz) , 7. 81 (1H, d, J = 2. 7H 
z), 8. 38 (1H, dd, J = 2. 4, 1. 5Hz) , 8. 55(1H, d, J = 2. 4Hz), 8. 80(1H, d 
, J=l. 5Hz). 

ESI-MSm/z: 356 (M + H) + . 
[1252] [HJg$l 10 1 ] N-tert-^/V-l- (6-p« r-3rv'-3-fc o y vVk) -5- ( lH-fcW — /V 

-3---f7V)-lH-fc°7V^ /V-3-^7/V#=3r^K 
[1253] Wb206] 



MeO N 

[1254] ###"!|60C0 1- (6-^ i?/V>) -5-( lH-tT^ — /V-3-^/V) -lH-fc° 

7y-/V-3-^MVi(0. 222g)^tert-^/VT5:^(0. 148ml) ^V^t, H 
*fe^U 1 £ m#©^«fe^JH>fk^» ( 1 24mg, 46%) &mftkLXfflto 



H 
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[1255] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 99 (3H, s) , 6. 08 (1H, d, 

3 

J = 2. 4Hz), 6. 81 (1H, d, J = 8. 8Hz), 6. 86 (1H, br s) , 7. 49 (1H, s) , 7. 
53 (1H, d, J = 2. 4Hz), 7. 65 (1H, dd, J = 8. 8, 2. 7Hz) , 8. 25 (1H, d, J = 2 
. 7Hz). 

ESI-MSm/z : 34 1 (M + H) + . 
[1256] immrn 102] (6-^b=arV-3-t°y^^/V) -5-(2-t°7> ? 

^/V) -lH-fcW— /V-3-#/V^dr1KK 
[1257] Dfb207] 




[1258] ###!|5 1(D 1- (6-^h^f %/-Z-\?WVz=->V) -5-(2-t°7i?~/V) -1U~^J — 
/V-3-#/^V^(0. 232g)^^in^^^T^>(0. 139ml) ^fflV^T, llife 
^!ll^^)#^^fe-e^a^^ (247mg, 86%) &mfa£LXWZo 

[1259] 'H-NMR (400MHz, CDC1 ) 8 :1. 49-1. 58 (2H, m), 1. 63-1. 78 (4H, m 

3 

), 2. 06-2. 15 (2H, m), 4. 12 (3H, s) , 4. 39-4. 48 (1H, m) , 6. 86 (1H, d 
, J = 7. 6Hz), 7. 18(1H, d, J = 9. 3Hz) , 7. 34(1H, s) , 7. 85(1H, d, J = 9. 
0Hz), 8. 39 (1H, dd, J = 2. 4, 1. 5Hz), 8. 51 (1H, d, J = 2. 4Hz) , 8. 86(1 
H, d, J=l. 5Hz). 
ESI-MSm/z: 366 (M + H) + . 
[1260] imtfcM 103] N- ( l-#/W^-r/V-l-v^n^^/V-) -5- (5-^/V-2-fc°y i? 
;V) -l-(3-t°U V7V) -lH-lf 9>^— 7V-3-^7/V#dr^5:K 
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[1261] Wb208] 




I U -N-V-' 

N h cor 



[1262] ##$|37£>5-(5-p<^VV-2-fc 0 !J^/V) -1- (3-fc°U^7V) -lH-tf^ /V— 3- 
yfr/W^MKO. 253g) ^##^!l26(Dl-T5:y-l-^i3^>'^^/V#dr^3:Khy7 
/l^ng^ig(0. 335g)£<£rfflwr. ^W!)7i:^(D^'CtlS^^(0. 180g 
, 51%)^@ft:i:b-C#fc 0 

[1263] 'H-NMR (400MHz, DMSO-d ) 5 :1. 60-1. 75 (4H, m), 1. 98-2. 09 (2H 

6 

, m), 2. 10-2. 20 (2H, m) , 2. 29 (3H, s), 6. 84 (1H, br) , 7. 08 (1H, br) , 
7. 28(1H, s), 7. 50(1H, dd, J = 8. 1, 4. 6Hz), 7. 62 (1H, d, J = 8. 1Hz) , 
7. 69-7. 75 (1H, m) , 7. 79-7. 83 (1H, m) , 8. 06 (1H, s) , 8. 25 (1H, d li 
ke, J=l. 5Hz), 8. 55(lH, d, J = 2. 4Hz), 8. 60(lH, dd, J = 4. 6, 1. 5Hz) 

ESI-MSm/z : 39 1 (M + H) + . 
[1264] [MMm 104] N-tert-^^/V-5- (6-^/V-3-fc°y ^v^/V) -1- (3-bTU vVV) - 

lH-t^/- /l^3-*/Hj?^^K 
[1265] Df^209] 



[1266] ##{#|6 1<D5- (6-^^VV-3-fc°y^v^VV) -1- (3-fcfy vVV) -lU-M et 7^—;V- 
3-^7/V#V^(0. 247g)^tert-^/VT5^(0. 280ml) &SrfflVvC, H»!J1^[r) 
#^^-etlffi^^(0. 148g, 50%)Sr@^bT#fCo 

[1267] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 71 (3H, s) , 6. 84 (1H, br 

3 

s), 7. 30 (1H, s), 7. 36-7. 42 (2H, m) , 7. 53 (1H, d, J = 8. 6Hz) , 7. 80- 
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7. 87(1H, m), 8. 55(1H, d, J = 2. 5Hz), 8. 62(1H, dd, J = 4. 8, 1. 5Hz) . 

ESI-MSm/z:337(M + H) + . 
[1268] N-tert-^^/V-5- (l-p^Vl^lH-fcfn— /V-3-"|7V) -l-(3-t°U 

i^/V) -lH-t°7/- /V-3-^7/V^^ri7-5K 
[1269] Mfc210] 



[1270] #%f?!l62C05-(l-^^-/V-lH-t°n— /V-3-^/V)-l-(3-t°>J v7V)-lH-fc°7 
y-;V-3-^/V#>txf;Vx^T/V (lOOmg) (D^h^tKn^^^ (3. Oml) 

^a-etert-^/VT5^(71. Ojul), l-(^^/VT^y:^ntf/k)-3-^/V;*;/V 
#^5Kiftfifefi(97. Omg)X<^l-tKndr>/-<^y>yTy— /K68. 5mg)^Px. 

M1k^-m(67. Omg, 25%)£@f*£LT#fc 0 
[1271] 'H-NMR (400MHz, CDC1 ) 8 :1. 47 (9H, s) , 3. 60 (3H, s) , 5. 83-5. 84 ( 

3 

1H, m), 6. 47(1H, t, J=l. 8Hz), 6. 50(1H, t, J = 2. 4Hz), 6. 80(1H, s) 
, 6. 87(1H, s), 7. 37(1H, dd, J = 8. 2, 4. 9Hz) , 7. 79(1H, dt, J = 8. 2, 1. 
8Hz), 8. 63(1H, dd, J = 4. 9, 1. 1Hz), 8. 72(1H, d, J = 2. 4Hz) . 
EI-MSm/z : 323 (M + ) . 
[1272] N-tert-^^/V-1- (6-^/V-3-fc°y ?*J^;V) -5- (5-^A-2 




(7 
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[1273] Wb211] 




[1274] 0m$\64CD 1- (6-^/V-3-fc°y ?i?~A') -5- (5-^/V-2-t°y v7V) -1H- 
t°7y^/V-3-^7/V^V^ (0. 230g) irtert-^^vVT^ (0. 163ml) ^ffiV^T, 
^»!ll^^)#^^-et^b^(0. 196g, 72%)Sr@^LT#^o 

[1275] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 32 (3H, s) , 2. 75 (3H, s) 

3 

, 6. 84(1H, s), 7. 17(1H, s), 7. 47-7. 56(3H, m) , 7. 80(1H, d, J = 8. 8 

Hz), 8. 18-8. 19 (1H, m). 

EI-MSm/z : 350 (M + ) . 
[1276] imtfcm 107] N-tert-^^/V-5- (6-^h3r^-3-fc°y^V~/V) -1- (3-tTU i?A>) 

-lH-lf^— /V-3-^7/V#=ari7-^K 
[1277] Mb212] 



MeO 




[1278] ##f?!|65(D5- (6-^3rv'-3-fc 0 y^v ; ^VV) -l-(3-fc°y vW) -lH-bT^— 

-3-^7/V^V^(0. 303g)^tert-^/VT5^(0. 321ml) &£rfflVvC, Hlfe^lli: 
IWI#(D^fe-e^S^^(0. 185g, 52%)«r@^i:L-C#fCo 

[1279] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 4. 11 (3H, s) , 6. 84 (1H, br 

3 

s), 7. 01 (1H, d, J = 9. OHz), 7. 24(1H, s) , 7. 39(1H, dd, J = 8. 0, 4. 8 
Hz), 7. 49(1H, d, J = 9. OHz), 7. 78-7. 84(1H, m) , 8. 56(1H, d, J = 2. 5 
Hz), 8. 62(1H, dd, J=4. 8, 1. 5Hz) . 
ESI-MSm/z: 353 (M + H) + . 
[1280] [MMM 108] N-tert-^^/V-1- (6-^ Mr y vVV) -5-(lH-tTn— /V-3 
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[1281] Mb213] 




[1282] ##0!|66^[^#(D^^l:Wcl-(6-^h^-3-fc o yv ? /V)-5-(lH-t o n— /V-3 
-^T/V) -lH-t°7y^/V-3-^7/V#V^^^/v^^^/v (I48mg) ©^h^tKn^ 
^(2. Oml) ^a-C*(3. Oml) , *9S— /V(2. Oml) , RXl^m^J^ 
i^TkfP^ (40. Omg) ^Bx.«^#Lfc 0 S^^lN^7K^m(948 n 1) £r 

3. OmDitert-^/VT^^dSOMD^ l-(^^/VT^/:/nfc7v)-3-^^VV# 
/V/^-f5Kifi8l±&(182mg) , ^LtFl-tKi3= 3 rv'-<^y>yTy-/Kl30mg)^Px. 

»MU ^M^^(125mg, 78%)^@^LT#fCo 
[1283] 'H-NMR (400MHz, CDC1 ) 5 :1. 48 (9H, s) , 3. 99 (3H, s) , 5. 98-6. 06 ( 

3 

1H, m), 6. 62 (1H, d, J=l. 7Hz), 6. 70-6. 75 (1H, m) , 6. 79 (1H, s) , 6. 
81 (1H, s), 6. 90(1H, d, J = 0. 7Hz) , 7. 62(lH, ddd, J = 8. 8, 2. 7, 0. 7H 
z), 8. 26 (1H, d, J = 2. 7Hz), 8. 44(1H, br s) . 
EI-MSm/z : 339 (M + ) . 
[1284] IMMM 109] N-^h^v^-N-^^/V-1- (6-^h^-3-t°>J ^v^/V) -5- (5-^ 
^•/V-2-t°yv ? /V)-lH-fc°7y^/V-3-^/V^dri^^K 
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[1285] Mfc214] 




N 



N 



p — 



MeO 



[1286] #%$|67<D 1- (6-^h=3ri/-3-t°yy v 5 ^/^) -5- (5-7^/V-2-t°y v7V) -1H- 
\£^S— /V-3-#/l^V@t (250mg) £N, O-^^/VtKn^VT^^^ig (117 

[1287] X H-NMR (400MHz, CDC1 ) 8 :2. 33 (3H, s), 3. 49 (3H, br) , 3. 82 (3H, s 

3 

), 4. 11(3H, s), 7. 14(1H, d,J = 8. 91Hz), 7. 15(1H, s) , 7. 46(1H, d, J 

= 7. 94Hz), 7. 54(1H, dd, J = 7. 94, 2. 20Hz) , 7. 90(1H, d, J = 8. 91Hz) 

, 8. 25(1H, s). 

FAB-MSm/z : 355 (M + H) + . 
[1288] IMMM 1 1 0] N, N^fA^l- (6-^hdriX-3-fc 0 y Pit^/V) -5- (5-^/1^-2 

-t 0 Uv ? /V)-lH-t: 0 7y ? — /V-S-^/Vtf^lKK 
[1289] Wk215] 



[1290] ##{#|67<D 1- (6-^^-3-^^$*=^) -5-(5-^/V-2-fc°y vW) -1H- 
^-3-*^S (349mg) ki?*'?A'T$ls&BI&& (183mg) irSrfflV vC, 
H»!l7i:^I#(D^-etlM^^ (183mg, 47%) &@#£Ur#fc 0 
[1291] X H-NMR (400MHz, CDC1 ) 8 :2. 33 (3H, s) , 3. 15 (3H, s) , 3. 40 (3H, s) 

3 

, 4. 11(3H, s), 7. 07(1H, s) , 7. 12(1H, d, J = 9. 28Hz) , 7. 47(1H, d, J = 

7. 94Hz), 7. 54 (1H, dd, J = 7. 94, 2. 20Hz) , 7. 80 (1H, d, J = 9. 28Hz) , 

8. 24 (1H, s). 
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FAB-MSm/z : 339 (M + H) + . 

[1292] imtfoMii i]n-[ te-y/v^m-i-y/v^m^/v-i-^/V) :^vv]-5-(5-^ 

^-7V-2-t°7 v 5 — /V) -1- ( 3-t°y VVV) -1 H-t 0 ^y — /k-3-#/^drlKK 
[1293] Mk216] 




[1294] ^^dSecOS-CS-^^/V^-t^v 5 — /V)-l-(3-tfy^/V)-lH-fcW— A--3 
-#/V#V^ (281mg) ^##f?!j70(D2-T^y-l-^/V^-n-2-(^/V^-n^^/V) ^ 
n/-?>-M^(146mg)^^fflV>T, Hitf?!l7^^#(D^-e^M^^ (171mg, 
46%)£r@#:^LT#fc 0 

[1295] 'H-NMR (400MHz, CDC1 ) 8 :1. 58 (3H, s) , 2. 57 (3H, s) , 4. 59-4. 83 ( 

3 

4H, m), 7. 04 (1H, s) , 7. 29 (1H, s) , 7. 38-7. 42 (1H, m) , 7. 76-7. 79 ( 

1H, m), 8. 29(1H, s) , 8. 55(1H, d, J = 2. 4Hz) , 8. 64-8. 66(2H, m) . 

ESI-MSm/z : 373 (M + H) + . 
[1296] [^ii0"!)112]N-(l-^7/W^^/V-l-^^n^^/V)-l-(6-^^/V-3-t°yv ; 

/V) -5- ( l-^/V-lH-fc°n— /V-3-^T/V) -lH-t 0 ^/- /V-3-#/1^3rl7-5K 
[1297] Dfb217] 




[1298] ###!|43<D 1- (6-^/k- 3-fc°<J vvk) -5- ( l-^/V-lH-fc°n— /V-3-^7V) 
-lH-t^y— /V-3-^/V*Vli(0. 248g) i#%^!j26(Dl-T^y^ci^^^- 
l-^7/V^dri^5Khy^/V^-ti@^^(0. 322g)££rfflV^T. MMM? tmffi;<Djj®k 
~eWMik&m{0. 298g, 86%)^@#:i:b-C#fc 0 

[1299] 'H-NMR (400MHz, DMSO-d ) 8 :1. 56-1. 71 (4H, m), 1. 94-2. 17(4H 
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, m), 2. 56 (3H, s) , 5. 73 (1H, t like, J = 2. OHz), 6. 68 (1H, t like, J = 2 
. OHz), 6. 73(1H, t like, J = 2. OHz), 6. 81(1H, s) , 6. 84(1H, br) , 7. 05 
(1H, br), 7. 42(1H, d, J = 8. 3Hz), 7. 78(lH, dd, J = 8. 3, 2. 5Hz) , 7. 87 
(1H, s), 8. 50(1H, d, J = 2. 5Hz) . 
ESI-MSm/z: 393 (M + H) + . 

[1300] 113] N— ( , -5- (5-T5/-2-fc°7v^ 

7V) -l-(3-fc°!J^7V) -lH-fc°7i/— /V-3-^7/V^dri^5K 

[1301] Dffc218] 



y)-2-t°7> ? ^/v]-i-(3-t o y> ? /v)-iH-t°^y— /v-3-^7/v^^f-^K 

##^|570-5-[5-(tert-^>^^7V^/VT^y)-2-fc°7^/V]-l-(3-t° 
y SW-lH-tr^A- /v-3-#/vtf;V^(0. 450g) £##F!J71(£>2-T5/-l-:7/v 

tn-2-^f-;v7 c n/Nysnfi(o. i95 g )££fflv^ mmmitrnm^m-^N-i 

2-^/V^-n-l , 1-vW/V^/V) -5-[5- (tert-7>=3r^^/V^^/VT5:/) 2 
t^^/Vl-l-CS-t^^/^-lH-fc^y^/V-S-^/V^i^^KCO. 470g, 88% 
)£@#:£LT#7t 0 

[1303] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (6H, m), 1. 53 (9H, s) , 4. 54 (1H, s 

3 

), 4. 66(1H, s), 6. 89(1H, s) , 7. 24(1H, s) , 7. 37-7. 40(1H, m) , 7. 66 
(1H, s), 7. 75-7. 78(1H, m) , 8. 41 (1H, d, J=l. 5Hz), 8. 57(1H, d, J = 
2. 4Hz), 8. 63 (1H, dd, J = 4. 9, 1. 5Hz) , 9. 11 (1H, d, J=l. 2Hz) . 
EI-MSm/z : 455 (M + ) . 
[1304] 2)WMik-&® 

N- , \-V-^;V^)V) -5-[5- (tert-^^v^/V^/VT^/ 

)-2-t 0 7^—/V]-l-(3-t°yv ; /V)-lH-t 0 9y— /V-3-^7/V#^ri)-$K(0. 460g) 




N 



[1302] 1) N- , l-i/^/V^7V) -5-[5- (tert-:7>3rv/#/l^-/VT^ 
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[1305] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (3H, s) , 1. 50 (3H, s) , 4. 54 (1H, s) 

3 

, 4. 66(lH, s), 4. 79(2H, s) , 6. 89(lH, s) , 7. 14(lH, s) , 7. 38(lH, dd, 
J = 8. 2, 4. 8Hz), 7. 76-7. 78(1H, m) , 7. 80(1H, m) , 8. 18(1H, d, J=l 
. 2Hz), 8. 58 (1H, d, J = 2. 7Hz) , 8. 60-8. 61 (1H, m) . 
EI-MSm/z : 355 (M + ) . 

[1306] 114] N-v'7^f/V-N->f/V-l-(6-^h^;/-3-t 0 lJ^v f ^;V) -5- (5 

-7^/V-2-fc°yv ; /V)-lH-t:'W— /V — 3-#/MK=SrlKK 

[1307] Wk219] 



[1308] ##^[|67(Z) 1- (6-^h=ar^-3-fc°y^^— 7V) -5- (5-^/V-2-t°y >vk) -1H- 
/V-3-#/V#V^ (250mg) i: (p^/VT^y) Tirh^hiJ/V^^^ (128mg) 
£3rfflWT, ^W!l7i:|ll#(D^^®^^(128m g , 44%) £r@f££LT#fc 



[1309] X H-NMR (400MHz, CDC1 ) 8 :2. 34 (3H, s) , 3. 26(1. 5H, s) , 3. 60(1. 5 

3 

H, s), 4. 13(3H, s), 4. 53(1H, s) , 5. 02(1H, s) , 7. 14(1H, d, J = 9. 16H 
z), 7. 18(1H, s), 7. 49(1H, d, J = 7. 69Hz), 7. 56(1H, dd, J = 7. 69, 2. O 
8Hz), 7. 80(1H, dd, J = 26. 1, 9. 16Hz), 8. 24(lH, s) . 
FAB-MSm/z : 364 (M + H) + . 
[1310] IMMffll 15]N, N-v ? ^^-/V-l-(6-^h^v/-3-t:°y> ? /V)-5-(lH-l: 0 ti— /V-3 

-^f/v) -iH-t 0 9y'— /v-3-^;/v^^i^5:K 
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[1311] [^220] 




[1312] ##^!|66(Dl-(6-^hdr^-3-fc 0 yv ? /V)-5-(lH-t 0 n— /V-3-^/V)-lH-t°^ 
J/— /V-3-JJ/V^m (250mg) t^^/VT^/MBM. (86mg) b&m V vt\ Hife 
^!|li!l^#<D^&-e^M^^ (lOOmg, 37%) £r@ft:£LT#fco 

[1313] 'H-NMR (400MHz, CDC1 ) 6 :3. 13 (3H, s) , 3. 40 (3H, s) , 3. 98 (3H, s) 

3 

, 6. 05(1H, s), 6. 64(1H, dd, J = 3. 66, 2. 69Hz), 6. 73(1H, q, J = 2. 32 
Hz), 6. 77(1H, d, J = 8. 79Hz) , 6. 79(1H, d, J = 2. 69Hz), 7. 62(1H, dd 
, J = 8. 79, 2. 69Hz), 8. 25 (1H, d, J = 2. 69Hz), 8. 43 (1H, br) . 
FAB-MSm/z : 3 1 2 (M + H) + . 

[1314] 1 1 6] N, N-vW/V-1- (6-^h3rv--3-fc°y -5- (1-^/V-lH- 

fcfu— /V-3-/|7V)-lH-fc°^y— 7^-3-^7/V^^ri7-^K 

[1315] Wk221] 




[1316] ##f?!|68(Dl-(6-^h^->--3-t 0 yv ? /k)-5-(l-^^/V-lH-t 0 n— /k-3--Y/^) 
-lH-fcT^y — /V-3-#/l^V^ (200mg) b^^/^TV^m^M. (82mg) b&)B\ * 
^»(Jl^l^#(D^-eilM^^(47mg, 21%)^@#:i!b-C#7t 0 
[1317] 'H-NMR (400MHz, CDC1 ) 8 :3. 12(3H, s) , 3. 39 (3H, s) , 3. 60 (3H, s) 

3 

, 3. 98(3H, s), 5. 90(1H, dd, J = 2. 69, 1. 83Hz), 6. 47(1H, t, J=l. 83 
Hz), 6. 51(1H, t, J = 2. 69Hz), 6. 76(1H, s) , 6. 78(1H, d, J = 8. 79Hz) , 
7. 62(1H, dd, J = 8. 79, 2. 69Hz), 8. 25(1H, dd, J = 2. 69, O. 49Hz) . 
FAB-MSm/z : 326 (M + H) + . 
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[1318] IMMM 1 1 7] N, N-^^/V-l- (6-^^>-3-fcry ~5~ (5-^/V-2-fc°9 
[1319] Wb222] 



[1320] ###!|69<D 1- (6-^3rv--3-fc°y vVV) -5-(5-^f -lH-fcf 
7^/W-3-*;^Vi(0. 50g)^v ? ^/VT5^^i^(0. 393g) ^fflV ^ II 
W!jl^^l#^fe-e^ffi^^(0. 205g, 37%)£@ft£lyC#;fc„ 

[1321] X H-NMR (400MHz, CDC1 ) 8 :2. 58 (3H, s) , 3. 16 (3H, s) , 3. 42 (3H, s) 

3 

, 3. 97(3H, s), 6. 79(1H, d, J = 8. 8Hz) , 7. 21 (1H, s) , 7. 61-7. 64(1H, 
m), 8. 12(1H, d, J = 2. 9Hz), 8. 36(1H, m) , 8. 60(1H, d, J=l. 5Hz) . 
EI-MSm/z : 338 (M + ) . 
[1322] LMMM 118] 5- {5-T^/-2-\£yi?^/V) -1- (3-t°U -lH-lf — A— 3- 

[1323] Wb223] 



[1324] l)5-[5-(tert-y>^^/V^^/VT5/)-2-t°7v > — /Vl-l-CS-t^^/^-lH 

##^|57(D5-[5-(tert-^>^^7^-7VT57)-2-t 0 7v ; -/V]-l-(3-fc 0 y 
SW-lH-fcr^— /V-3-^7/V^V^(0. 675g)^v ? ^y^°ntWT^>'(0. 496ml 
) fcSrfflWC ||»!jl^|^#(D^^5-[5-(tert-^hdr^/V^/kT^y)-2- 

tr^-^-i-O-try^/^-iH-tr^y*— /v-3-#/v^>^n, N-vVyyW 





N 
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/VT5K(0. 504g, 61%)^T^-/V^T^^bT#fc 0 
[1325] 'H-NMR (400MHz, CDC1 ) 5 :1. 25-1. 72(12H, m) , 1. 54 (9H, s) , 3. 6 

3 

0(1H, m), 4. 71 (1H, m) , 7. 02 (1H, s) , 7. 35-7. 38 (1H, m) , 7. 48 (1H, 
s), 7. 75 (1H, d, J = 7. 8Hz), 8. 38 (1H, d, J=l. 2Hz), 8. 57-8. 59 (2H, 
m), 9. 15 (1H, s). 
EI-MSm/z : 465 (M + ) . 
[1326] 2)mtefc&& 

5-[5- (tert-^hdf-^/V/J^/VT^yO -2-lf9S*=- >V\-\- (3-t°U vVk) -1H- 
/V-3-^7/V#V^N, N-^y^ntVVT^KCO. 494g)£fflV>T, Hite#!l9 
5©2)tl^«©^«fe-egJB>fb^(0. 250g, 63%)&mfctL-xmc 0 

[1327] 'H-NMR (400MHz, CDC1 ) 8 :1. 26-1. 27 (6H, m), 1. 55-1. 56 (6H, m 

3 

), 3. 59(1H, m), 4. 70(1H, m) , 4. 84(2H, br s) , 6. 91(lH, s) , 7. 35(1 

H, dd, J = 8. 1, 4. 6Hz), 7. 76(1H, d, J = 8. 1Hz), 7. 83-7. 84(1H, m) , 8 

. 16-8. 17 (1H, m), 8. 56-8. 57 (2H, m) . 

FAB-MSm/z : 366 (M + H) + . 
[1328] IMMM 119] N-^y^^-/V-N-^^-/V-5- (5-^^/V-2-t°y v^/V) -l-(3-fc°U *J 

;v) -m-fcW— /V-3-#/1^3^K 
[1329] [^224] 



[1330] ###!|37<D5- (5-y^-7V-2-t°y vvk) -1- (3-t°y^/V) -lH-t^y — /V-3- 

^/v^V^(ioOmg) fN-^;v^yy^;vTK>(,QA n l) i:^fflv vr. ^iSf!)7i:^| 

m<Djrmx*mmik&m (66m g , 53%) ^@^^LT#fc 0 

[1331] 'H-NMR (400MHz, CDC1 ) 8 :0. 89 (3H, d, J = 6. 59Hz) , 0. 98 (3H, d, J 

3 

= 6. 59Hz), 2. 09(1H, m) , 2. 34(3H, s) , 3. 13(1. 65H, s) , 3. 39(1. 35 
H, s), 3. 42(1H, d, J = 6. 57Hz), 3. 70(1H, d, J = 6. 57Hz), 7. 10(1H, d 
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, J = 7. 20Hz), 7. 34 (1H, dd, J = 8. 18, 4. 88Hz), 7. 39 (1H, dd, J=10. 9 
9, 8. 18Hz), 7. 54(1H, t, J = 5. 37Hz), 7. 74(1H, t, J=10. 38Hz) , 8. 31 
(1H, s), 8. 51 (1H, dd, J=4. 15, 2. 56Hz) , 8. 56 (1H, d, J = 4. 52Hz) . 
FAB-MSm/z : 350 (M + H) + . 

[1332] LMMM 1 20] N-xf;WN-^/I^l- (6-p<h^iy-3-t 0 !;ix7V) -5- (lH-tfn— 
/V-3— T/V)-lH-t°7y— /W3-M^K 

[1333] Mb225] 



[1334] ###!|66<D 1- (6-*HfV-3-fcr!J vVV) -5-(lH-fcTn— A—3— f/VO -lH-fcT9 
y'— /V-3-^7/^V^(l50mg) ^N-^/V^/VT^(59 n 1) £&fflV vt\ HJfe 
^!|li!l^#(D^-e^M^^ (84mg, 48%) Sr@ft:tLT#fc 0 

[1335] 'H-NMR (400MHz, CDC1 ) 8 :1. 24(3H, q, J = 7. 08Hz) , 3. 10(1. 5H, s 

3 

), 3. 36(1. 5H, s), 3. 60(1H, q, J = 7. 08Hz) , 3. 81 (1H, q, J = 7. 08Hz), 
3. 97(3H, s), 6. 05(1H, s) , 6. 64(1H, d, J = 5. 74Hz) , 6. 73(2H, m) , 6. 
77(1H, d, J = 8. 67Hz), 7. 61 (1H, dd, J = 8. 67, 2. 56Hz) , 8. 25(1H, d, J 
= 1. 32Hz), 8. 43 (1H, br) . 
FAB-MSm/z : 326 (M + H) + . 
[1336] [^ife^!jl21]N-(2-7/^P-l, l--J^/V^/V)-5-{5-J] 
y> ? /V)-l-(3-t:°y> ? /k)-lH-fc°^y'— /V-3-^7/V^i7-5K 
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[1337] Wb226] 




[1338] 1) N-(2-7/V^-n-l, l-v J ^^/V^/V)-5-(5-^T/-2-t°!Jv ? /V)-l-(3-t 0 
y -1 H-t°9^— /V-3-^7/V^^i^^K 

#%f?!l73C05- (5-i/T/-2-t°y^/V) -1- (3-fc°U -lH-fc 0 ^— /V-3-^7 
/V^V^ (146mg) i!##^!l71(Z)2-^7V^-n-l, 1-^f /Vxf/VT^tit (9 
6mg)££JBVv"C\ HJSf?!j7^^)#<7)^^-eN-(2-^/V^-n-l ) 1-vW/l^^/V) 
-5-(5-iyTy-2-t 0 y v7V) -l-(3-t°y^/V) -lH-t 0 ^y— /V-3-#/V#=ar1KK 
(137mg, 75%)£r@flc£LT#fco 

[1339] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (6H, d, J = 2. 0Hz) , 4. 59 (2H, d, J = 

3 

47. 6Hz), 6. 88 (1H, s) , 7. 36 (1H, s) , 7. 42 (1H, dd, J = 8. 4, 4. 5Hz) , 7 
. 66(1H, dd, J = 8. 3, 1. OHz) , 7. 73-7. 74(1H, m) , 8. 01 (1H, dd, J = 8. 
3, 2. 2Hz), 8. 55 (1H, d, J = 2. OHz), 8. 64(1H, dd, J=l. 1, 0. 5Hz) , 8. 
67(1H, dd, J = 4. 9, 1. 5Hz) . 
[1340] 2)«gJ®ffc£4& 

N- , l-V^/V^/V) -5- (5-^T7-2-t°y vVk) -1- (3-t°y 

v^/^-lH-fc^y— 7V-3-^7/V^i7-^K(175mg) WC, WSm21bWSifO 

JmVWMtt&m (140mg, 76%) ^@#^b-c#fc 0 

[1341] 'H-NMR (400MHz, DMSO-d ) 5 :1. 39 (6H, d, J=l. 5Hz), 4. 60 (2H, d 

6 

, J=47. 4Hz) , 7. 44 (1H, s) , 7. 52 (1H, dd, J = 8. 2, 4. 8Hz) , 7. 61 (1H, s 
), 7. 63 (1H, s), 7. 81-7. 93 (2H, m) , 8. 15 (1H, s) , 8. 27-8. 31 (1H, m) 
, 8. 60-8. 64 (2H, m) , 8. 78-8. 81 (1H, m) . 
ESI-MSm/z : 383 (M + H) + . 
[1342] [^»!|122]N-tert-^^/V-5-(l-^^-/V-lH-^^y— /V-4-^/V)-l-(6 
-^^-/V-3-t°yv ? /V)-lH-t°^y— /V-3-*/Vv$3ry-*V 
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[1343] Wb227] 




[1344] #%$|72<D5- ( l-^f;WlH- 1^V— /V-4— f /V) -1- (6-7^/V-3-t°y v> 
/^-lH-t^/- /V-3-#/l^Vg£(100mg) ^tert-^/VT5>-(45 1) £=£rffl 
V^T, |gJg^J7i!lKl#^&-e^ffi^^(88m g , 74%) ?r@#:i:LT#fc 0 

[1345] 'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 2. 62 (3H, s), 3. 66 (3H, s) 

3 

, 6. 79(1H, d, J=l. 2Hz), 6. 81(1H, s) , 7. 04(1H, s) , 7. 24(1H, t, J=6 
. 7Hz), 7. 37(1H, s), 7. 75(1H, dd, J = 8. 3, 2. 4Hz) , 8. 54(lH, d, J = 2 
. 4Hz) . 

ESI-MSm/z : 339 (M + H) + . 
[1346] IMtl&W 123] N-tert-^^/V-5- (5-v^T/-2-t°y ^/V) -l-(3-try^/V) -1H 

##f?!|73C05- (5-v^T/-2-t°y> ? /V) -1- (3-fc°y vVV) -lH-fc 0 ^— /V-3-# 
/V^V^(3. 50g)i!tert-^/VT5^(2. 53ml) £«rfflVvt\ MMW7kmifc<Djj 

m-?mm4k&®(3. 4o g , 82%)£@f*y^c#fc 0 

[1347] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 6. 82 (1H, s) , 7. 37 (1H, s) 

3 

, 7. 41 (1H, q, J = 4. 4Hz), 7. 67(lH, d, J = 8. 3Hz), 7. 74(1H, d, J = 6. 6 
Hz), 8. 01 (1H, dd, J = 8. 2, 2. 1Hz), 8. 55(1H, d, J = 2. 2Hz) , 8. 63-8. 
67 (2H, m). 

[1348] immm 1 24] N-tert-^A—5- (5-fcKPdri^^yV-2-fc°y i-W -1- (3-fc°y ^ 
/V) -lH-t°^y — /V-3-#/V^U-5K (^t$J26<D!glJi£^£ic) 

1 23(DN-tert-^^/V-5- (5-i/T7-2-t°y ^/V) -1- (3-fc°y vVV-) -1 
H-t°^y — /V-3-#/Vtf?3rlKK (2. 04g) ©2M7y^7-x^y- /V (50ml) m 
^y^-i/VJJ<?Sl'/T/^~r (—65%^, l. Og)£;!jnx. N 7kJ!f(8atm)# 

HtT»^- h^i/-^cpi2o°c-e2. 50#r^^#bf' o Kmm^^v^ 
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(i50mi) &Mx.t'&, mmy^m^-vv^^m^t^^^ \z.mtct;v 
uc 0 rnmm^t^m^mm^hv^-vnm^tco mm. mm^m&rm^v 

U ^jHlbl^(820m g , 39%)£r#fc 0 
[1349] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 30 (1H, s) , 4. 73 (2H, s) 

3 

, 6. 85 (1H, s), 7. 19 (1H, s) , 7. 36 (1H, dd, J = 8. 1, 4. 9Hz), 7. 49 (1H, 
d, J = 8. 1Hz), 7. 74-7. 79(2H, m) , 8. 40(1H, s) , 8. 52 (1H, d, J=2. 4H 
z), 8. 59 (1H, dd, J = 4. 8, 1. 6Hz) . 
[1350] LMMM 125] N-tert-^^/V-5- 2-fcTy vVV) -l-(3-t°U v?/V) -1 

H-tr9>^— /v-3-^7/v#^i7-5:K 

[1351] Mk228] 



[1352] MMM 1 24<DN-tert-7^/V-5- (5-tKndr^^/k-2-t°>J v^/k) -l-(3-fc°U 
i^/V) -lH-t 0 ^^— /V-3-#/V#3rlKK (807mg) ©^nn^y (50ml) 
, 1, l-hy^(T-feh^)-l, 1-^fcKn-l, 2-^<>-X3— K=3ry/V-3(1 

H)-^(Dess-Martint^, 1. 21g) S^P^^^f #bfc 0 KJ^Ifc, INtK^ 
^^hy f 7^7K^(50ml) £*nn*/1^&;&n*:#$fcU ^•M^I»7K^^hy f 7^ 

-enmuto mm, mj£Tmm&m&\Mbftttmm&>y*?/>#?j*?v^h?' 

9^—(^^->-mm^/^)X*mML. £®ffra*&(676mg, 84%)£rT^E-/K7 
[1353] 'H-NMR (400MHz, CDC1 ) 5 :1. 50 (9H, s) , 6. 84 (1H, s) , 7. 38-7. 42 ( 

3 

1H, m), 7. 39(1H, d, J = 4. 9Hz), 7. 71 (1H, d, J = 8. 1Hz), 7. 77(lH, t, 



OHC 
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J=4. 2Hz), 8. 22 (1H, dd, J = 8. 2, 2. 1Hz) , 8. 56 (1H, d, J = 2. 4Hz), 8. 
65(1H, dd, J = 4. 9, 1. 5Hz), 8. 84(1H, d,J = 2. 2Hz), 10. 07(1H, s) . 
[1354] IMM&l 126] N-tert-^^/V-5- [5- ( l-fcKn^^/V) -2-t°y >V^] -1- (3 

-try^/H-iH-tr^— /v-3-#/i^ariKK 

[1355] Mfc229] 



[1356] T/V=iV#|l|^ -78 0 C?fr£PT\ H»!jl25(DN-tert-^/l/-5-(5-*/^/k 
-2-t°y >VV) -1 - ( 3-fc° y V/V) - 1 H-t^y — /V-3-^7/V^^i)-5 K ( 7 5 . Omg) <D 

mg, 43%)^i^iLT#fc 0 
[1357] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (9H, s), 1. 51 (3H, d, J = 6. 4Hz) , 2 

3 

. 55(1H, s), 4. 93(1H, d, J = 6. 3Hz), 6. 85(1H, s) , 7. 18(1H, s) , 7. 37 
(1H, dd, J = 8. 1, 4. 9Hz), 7. 47(lH, d, J = 8. 1Hz), 7. 75-7. 80(2H, m) 
, 8. 40 (1H, s), 8. 51 (1H, s) , 8. 58 (1H, d, J = 4. 6Hz) . 
ESI-MSm/z : 366 (M + H) + . 
[1358] 127] N-tert-^^/V-5- [ 5- 0^/VT5;/) ^/V-2-H°]) -1- ( 3- 



HO 
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[1359] [^230] 



MeHN 




N 
H 



[1360] MMffl 1 25<DN-tert-7^/V-5- (5-*/V5/V-2-t°y v^/V) -1- (3-t°y i?;V) - 
lH-lf^— /V-3-#/l^=¥1^K(57mg) . @^^(93. 3 /z 1) . ^UW/VT^^ 
^ (55mg) <D*9S—/V (3ml) ^a^>T77K^b*^*^hy^^ (51m 

g) Srin^.3NKSat#U^o S^^^fiM^P^^7K*^hy^^7K^^^nn7K/v^-^^ 

-;^np^)-eHSL, £SJ®ffra^(28mg, 47%) £W4£l£LT#fco 
[1361] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 1. 70 (3H, s) , 2. 67 (1H, s) 

3 

, 3. 76(2H, s), 6. 85(1H, s) , 7. 22(lH, s) , 7. 36(lH, dd, J = 8. 1, 4. 9H 
z), 7. 47 (1H, d, J = 8. 1Hz), 7. 72-7. 77 (2H, m) , 8. 37 (1H, s), 8. 53-8 
. 59 (2H, m). 

ESI-MSm/z : 365 (M + H) + . 
[1362] IMMM 128] (2E) -3-{ 6-[2-(3-t°y -5- (N-tert-^^/Vyfr/W^-f/V) 

-2H-t°^y — /i^M/v] -3-fc°y vyv } T^);v^^-;v^^r;v 
[1363] Wb231] 



[1364] T/V=*V#B^ 7R?£T, ^*/@1»y^/V (48 ,u 1) (rfrWtipvr? 3 ?^ (3ml) 
**^hy^(55% in oil, 13mg)Srin^.25^ra«£#LfeoS)S*j!: 
, Tk^T-e^*^!! 125(DN-tert-^/V-5-(5-^/V^/V-2-t; 0 y vVk) -1- (3-tf 
y V7k) -lH-fc°7/- >V-Z-U?Vi&?yr5$ (68. 5mg) (D^h^tKn^^^ (3ml) }g 
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mm^^h^9^^-(^^->-mm^^)^mmu mmi\&m teimg, 50% 

[1365] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (9H, s) , 3. 82 (3H, s) , 6. 49 (1H, d, 

3 

J = 16Hz), 6. 84, (1H, s), 7. 29(1H, s) , 7. 39(1H, dd, J = 8. 0, 4. 8Hz) , 
7. 55(1H, d, J = 8. 4Hz), 7. 62(1H, d, J=16Hz), 7. 75-7. 78 (1H, m), 7 
. 87(1H, dd, J = 8. 0, 2. OHz) , 8. 52(1H, d, J=l. 6Hz) , 8. 56 (1H, d, J = 
2. 4Hz), 8. 63 (1H, dd, J = 5. 2, 1. 6Hz) . 
ESI-MSm/z : 406 (M + H) + . 
[1366] [MMM 129] 3-{ 6-[2-(3-t°y> ? /V) -5-(N-tert-^/V#/W^-l7V) -2H- 

[1367] Mfc232] 



[1368] 7K^#ffl^T, ^W!)128(Z)(2E)-3-{6-[2-(3-t°yv ; /V)-5-(N-tert-^ 
^/V^/W^^/V)-2H-t°7y^/V-3-^/V]-3-t°y^/V}T^y/V^^-/V^^7" 
/V(35mg)(D^^y— /V(7ml)^-S^ N 10%^^^v ? !7A-^^ (tK5>52. 8%, 71mg 

«ifeL«JBte-a4& (32mg, 91%) £r»>l£^LT#fc 0 
[1369] 'H-NMR (400MHz, CDC1 ) 6 :1. 49(9H, t, J = 9. 9Hz), 2. 64(2H, t, J = 

3 

7. 6Hz), 2. 94(2H, t, J = 7. 6Hz) , 3. 68(3H, s) , 6. 84(lH, s) , 7. 21 (1H 
, s), 7. 37(1H, dd, J = 8. 2, 4. 8Hz) , 7. 44(1H, d, J = 8. 1Hz), 7. 58-7. 6 
0(1H, m), 7. 75-7. 78 (1H, m) , 8. 29(1H, d, J=l. 7Hz) , 8. 54(1H, d, J 
= 2. 2Hz), 8. 59 (1H, d, J = 4. 6Hz) . 
ESI-MSm/z : 408 (M + H) + . 




"N 
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[1370] [mfe^!)130]N-tert-^^/V-5-[5-(2-^7/W^^/r/V3z^-/V)-2-t o IJ> ? /V]-l- 
[1371] Wb233] 



[1372] HM^tl 1 29(D3-{ 6-[ 1- (3-t°y v 5 /^) -3- (N-tert-^/V^/W^^f/V) -1H 
-t°^y ;V-^-4)V\-?»-^yy;V}zfxi\f^m.^;V^^)V (32mg) (D^h^t 
Kn^^(3ml)^7K(lml)^^^, ^S^k^y^i^Tk^ (3. 6mg)^P 
x.4B#r^it#b^: 0 HJ^», lNi£g^k^(86. 4 J ul)^Px.f'#, K^mMm^ 

^T^^«>^(42mg), l-tKt^^^Xhyry— /Kllmg), hy^/kT^( 
109 ju 1) , ^tFl-^^/V-S-CS-^^/VT^/yntV^^/V^v'^K^^^CSO 

[1373] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 53 (2H, t, J = 7. 6Hz), 2. 

3 

97(2H, t, J = 7. 4Hz), 5. 58(1H, s) , 5. 7l(lH, s) , 6. 86(1H, s) , 7. 18(1 
H, s), 7. 37(1H, dd, J = 8. 3, 4. 9Hz), 7. 41 (1H, d, J = 8. 0Hz) , 7. 60(1 
H, dd, J = 8. 1, 2. 2Hz), 7. 76-7. 79(1H, m) , 8. 30(1H, d, J = 2. 2Hz) , 8 
. 48(1H, d, J = 2. 4Hz), 8. 58(1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z: 393 (M + H) + . 
[1374] imMm 131] N-tert-^^/V-5- (5-T57^^-/V-2-t°y i?;V) -1- (3-t°y 

MMM 1 2 3(DN-tert-^^/V-5- ( 5-i/T S-2-\?V vVV) -1- ( 3-fc°y vVV) -1 
H-t°^y— /V-3-#/MK3rlKK(l. 10g)(D2MT^e^T-^y— ^(30ml)^ 
=-v>T>V-Z/yi!>f}V/T;V^-<c~ 65%-^f, O. 70g)^Dx., 7kif(8atm) 
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^>iiU ^>^^^ffiT#*LN-tert-^/V-5- (5-T^/^/V-2-fc°y vVV 

)-i-(3-try^/w)-iH-tr9> f — /w3-^w(i. 06g)£r#fc o r^r^y 

^;Vfc{l. 16g)(Dv ? ^nci^^(50ml)^-S^^ ^t&-ehy^vVT^(0. 5ml) 
^^tert-^>^^7^^-h(0. 760g)^Px.3B#^m#L7c o SJ^«^£rM 

T?*t®lU N-tert-y^/V-5-[5-(tert-y>^iX^/V^^/V) T5/^/V-2 
-t°y v7V] -1- ( 3-t°y v7k) -lH-t°7y^/V-3-^7/V^df-i7-$K (8 90mg, 65%) 

[1375] 'H-NMR (400MHz, CDC1 ) 5 :1. 45 (9H, s), 1. 49 (9H, s) , 4. 31-4. 32 ( 

3 

2H, m), 5. 06 (1H, br s) , 6. 85 (1H, br s), 7. 21 (1H, s) , 7. 34-7. 37(1 
H, m), 7. 47 (1H, d, J = 8. 1Hz) , 7. 67-7. 69 (1H, m) , 7. 72-7. 75 (1H, 
m), 8. 28-8. 34 (1H, m) , 8. 54 (1H, d, J = 2. 4Hz), 8. 58-8. 60 (1H, m) 

^Otert-^>dr^/V^^/VT5/y^-/H*(l. lg) hlMM^-^J— /V(90ml) 
££rfflwr, ^W!l27tlD#(Z)^^M^^(980m, 90%) ^@^LT#fc 



FAB-MSm/z : 35 1 (M + H) + . 
[1376] [^ife^!)132]5-(5-^^^/V-2-fc°y> ? 7V)-N-(2-^/V^-n-l, 1— S^vVcn^ 

;v) -l- (3-fc°y -J;v) -m-\f^/—;V-3-1tj;V^^Y 
[1377] Mb234] 



[1378] ##f?!|76(Dl-(3-t 0 yv ; 7H-5-{5-[2-(hy^7^y/V)^^^/k]-2-fc 0 yv ? 

/V}-lH-t°^y /V-3-#/V^V^^/V^;*^VV (0. 260g) (D^J—/P(l0ml 




N 
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Oml)^Px.2^rait#b7to EifowKlNm.m7S<m&(2. 00ml)^JP;L7i:fL 
«^I^ffTf*U#t^^t ^##$J 71<D 2-T^/-\-y^n-2-^ 

/py*u/<^m.m^.(o. i53 g ), l-tKn^^^hyry— /Ko. i22gh,&tm, 

N-^^/V*/W*T5K(l5ml)^JP;t., ^a-e^(D!ilM-S^MJ^/kT5>'(0. 28 
Oml) bl-{3-i/^/VT^/^ri\i°/V)-3-^/Vjj;V^i/4^Y^m&(0. 153g) 

&m(0. 183g, 75%)^@#:£LT#fc 0 
[1379] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (3H, s) , 1. 50 (3H, s) , 3. 27 (1H, s) 

3 

, 4. 54(1H, s), 4. 66(1H, s) , 6. 89(lH, br s) , 7. 26(1H, s) , 7. 39(1H, 
ddd, J = 8. 1, 4. 8, 0. 7Hz) , 7. 48 (1H, dd, J = 8. 2, 1. 0Hz) , 7. 75 (1H, d 
dd, J = 8. 2, 2. 4, 1. 5Hz), 7. 81 (1H, dd, J = 8. 2, 2. 1Hz), 8. 50(1H, dd 
, J = 2. 2, 0. 7Hz), 8. 55-8. 56 (1H, m) , 8. 63 (1H, dd, J = 4. 9, 1. 5Hz) . 
ESI-MSm/z : 364 (M + H) + . 

[1380] [^Ji^!ll33]N-(2-7/V^-n-l, l-^^/V^/V)-5-(5-Ti?^VV-2-t°yv > 
;v) -l- (2-fc°y vvv) -lH-t°7y^/v-3-^;/v#dri^^K 

[1381] Wb235] 



[1382] Hife#!|132(D5-(5-^^^/V-2-t 0 yv ? 7V)-N-(2-^/V^-ci-l, 

=7Vk) -1- (3-fc°y -lH-t^y^/V-3-^/^^dr^K (0. 1 20g) bffiM%Sr. 
7Kil(97. 9mg)<D75%^*Ti?h^(2ml)S§M^ ifc£i(0. 0360ml)^Px.2 

mmmmmmvtco &#t&. ^m^^^^t^m^v^^mx., mil, 



0 




N 
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>-emx&/v)-&n;mL. mMik&yo (64. 5m g , 5i%)^r^e/vy r ^mi^tvx 

[1383] 'H-NMR (400MHz, CDC1 ) 8 :1. 50 (3H, s), 1. 50 (3H, s) , 2. 61 (3H, s) 

3 

, 4. 54(lH, s), 4. 66(1H, s) , 6. 89(lH, br s) , 7. 34(1H, s) , 7. 41(1H, 
dd, J = 8. 1, 4. 9Hz), 7. 64(1H, d, J = 8. 3Hz) , 7. 78(1H, ddd, J = 8. 1, 2 
. 4, 1. 5Hz), 8. 27(1H, dd, J = 8. 3, 2. 2Hz) , 8. 55(1H, d, J = 2. 4Hz), 8 
. 64-8. 66 (1H, m), 8. 93 (1H, d, J=l. 7Hz) . 
ESI-MSm/z : 382 (M + H) + . 
[1384] IMMM 1 34] 1- (6-^h3r^-3-fc°y vVv) -5- (2-t°!J vVV) -lH-tT^ — /V-3- 

[1385] Mb236] 




[1386] 0^M4(D 1- (6-^hdf ^-3-fc°y v?7V) -5- (2-fc°y *?/V) -lH-fcT^— 

/V^V^(200mg) ^N-T^yt°^y >V(68mg) ££fflwr. HJfef?!jli:^l#(D^-& 
-eiSft^(230mg, 89. 8%)Sr|^Lt#fco 

[1387] 'H-NMR (400MHz, CDC1 ) 8 :1. 40-1. 50 (2H, m), 1. 75-1. 80 (4H, m 

3 

), 2. 86-2. 95 (4H, m) , 3. 96 (3H, s) , 6. 76 (1H, d, J = 8. 8Hz) , 7. 20-7 
. 23(1H, m), 7. 44(1H, d, J = 7. 8Hz) , 7. 59-7. 72(3H, m) , 8. 12(1H, d 
, J = 2. 7Hz), 8. 46-8. 48 (1H, m) . 
ESI-MSm/z: 379 (M + H) + . 

d&MZ-tfrMMi&MmU ^«^^®^^(150mg, 53%)£#fc 0 
[1388] 'H-NMR (400MHz, DMSO-d ) 8 :1. 40-1. 50 (2H, m) , 3. 20-3. 30 (4H 

6 

, m), 3. 9(3H, s). 
EI-MSm/z : 378 (M + ) . 
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[1389] IMMM 135] l-(6-^h^rv'-3-fc o y vVV) — ;V-Z-3}/V 

[1390] Wk237] 



[1391] ##^!|5(D 1- (e-^h^r^-S-^U^/V) /V-3-%/Utf 
>m (300mg) bN-T^yt'^V^ (102mg) b&f% V vt\ Hife^tj7^|ll#(D^fe-e 
M^1^(250mg, 65%)^r@#:^b-C#fCo 

[1392] 'H-NMR (400MHz, CDC1 ) 8 :1. 40-1. 50 (2H, m), 1. 75-1. 85 (4H, m 

3 

), 2. 80-3. 00 (4H, m), 3. 95 (3H, s) , 6. 73 (1H, dd, J = 8. 8, 0. 7Hz) , 7 

. 09 (1H, s), 7. 20-7. 26 (2H, m) , 7. 30-7. 35 (2H, m) , 7. 49 (1H, dd, J 

= 8. 8, 2. 7Hz), 7. 65(1H, s) , 8. 13(1H, bs) . 

EI-MSm/z : 377 (M + ) . 
[1393] imMM 136] N-tert-^^/V-5- [5- (t^^VV*— ) ^/V-2-t°U vVk 

] 1 H-t°^i/— /V-3-#/V^3r iJ-^K 

[1394] Wk238] 



[1395] MMM74(DN-tert-y^/P-5- (5-T^/^^V^-2-fc°y v7V) -l-7x^-lH 
-t°^yWk-3-^^ih^K(67mg)(Dv ? ^cici^^(5ml)^^^, ^fi-ehy^ 
^/VT5^(0. 028ml) ^^>-^/V^/V^nyK(0. 018ml) ^Px.l6B#^it#b 

muz* mm, mm^u&rm^u^titcmm^yv^^^mm^^h^y^ 

- T-ifL, ^®^^(62mg, 75%) %T^r/V7 r ^ 




N 



MeO 
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[1396] 

[1397] 
[1398] 

[1399] 



[1400] 
[1401] 



'H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s), 2. 95 (3H, s), 4. 33 (2H, d, 

3 

J = 6. 35Hz), 5. 32 (1H, t, J = 6. 35Hz), 6. 88 (1H, br s) , 7. 13 (1H, s) , 7 
. 25-7. 34 (3H, m) , 7. 36-7. 39 (3H, m) , 7. 71 (1H, dd, J = 8. 06, 2. 20 
Hz), 8. 46 (1H, br s) . 
EI-MSm/z : 427 (M + ) . 

IMMM 137] N-tert-^^/V-5- [ 5- Wl/WVfr~A>TSJ) ^/V-2-\?V 

]-l-(3-t°yv ? /V)-lH-t°7y^/V-3-^7/V^^i^5K 

Wk239] 



131 (DN-tert-y^/U-5- ( 5-T^y^/V-2-t°V V7V) ~1~ ( 3-fcf !> V7V 
) -lH-tT — /W3-^V#^^Kiftfife6ft (70mg) O^nn^y (5ml) & 
fc, ^.-Chy^/VX^(0. 070ml) ^^^/V^/^nUK(0. 014ml) ^Wx. 

^n-7b^77^- (^^/-/V-^^nn^^y) t»SL, ^JS^^ (60mg, 88%) 
'H-NMR (400MHz, CDC1 ) 8 :1. 46 (9H, s) , 2. 96 (3H, s) , 4. 43 (2H, d, 

3 

J = 6. 35Hz), 5. 32-5. 40(lH, m) , 6. 85(1H, br s) , 7. 17(lH, s) , 7. 35 
-7. 39 (1H, m), 7. 49 (1H, dd, J = 8. 06, 0. 49Hz) , 7. 76-7. 82 (2H, m) , 
8. 38(1H, d, J=l. 47Hz), 8. 47(1H, t, J = 0. 49Hz) , 8. 58(1H, dd, J = 4 
. 88, 1. 47Hz). 
FAB-MSm/z:429(M + H) + . 

IMI&M 138] N-tert-^^/V-5- [ 5- (T-fe^vKT^/ ) ^/V-2-H°V vVk] -1- ( 3 
-fc°y>W-lH-fcW— /V-3-;*7/Vtf^lKK 
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[1402] Wb240] 



o 

— U— 



N 
H 




[1403] MMffl 1 3 l(DN-tert-^^/V-5- (5-T5/^^-/V-2-t°y ^/V) -1- (3-t°y >Vk 
) -lH-t°^y /V-3-#/W?3r1^R^^: (70mg) ©^nn^^y (5ml) 

^S.-ehy^/VT5;^(0. 035ml) i:7tWni]K(0. 017ml) ^r*Px. 16 H#Fh1 

^77^- (^^;-^-^nP^^y) -eilt, (60m g , 96%)^r^ 

;V77^iLt#fc 0 

[1404] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 04 (3H, s) , 4. 43 (2H, d, 

3 

J = 6. 10Hz), 6. 25-6. 27(1H, m) , 6. 85(1H, br s) , 7. 14(lH, s) , 7. 35 
-7. 39(1H, m), 7. 42(1H, d, J = 8. 06Hz), 7. 68(1H, dd, J = 8. 06, 2. 20 
Hz), 7. 73-7. 76(1H, m) , 8. 30(1H, d, J=l. 95Hz), 8. 51 (1H, d, J = 2. 
44Hz), 8. 59 (1H, dd, J =4. 88, 1. 46Hz) . 
FAB-MSm/z : 393 (M + H) + . 
[1405] imMm 139] { 6-[5- (N-tert-^^/V^/W^^-T/V) -2- (3~t°y vVk) -2H-fc°^ 

[1406] Mk241] 



[1407] 1 3 l(7)N-tert-7^/V-5- (5-T57^^-/V-2-t°y v 5 /^) -1- (3-t°y v7V 

) -lH-t°7y^/V-3-^7/V^^ri7-5K^^^ (70mg) <7>;^£m^^ (5ml) MMM 



o 




N 
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fc. mWVhV^/^T^(.0. 070ml) t^PP^^/KO. 014ml) &%n%. 16 B# 
[1408] 1 H-NMR(400MHz, CDC1 ) 6 :1. 49 (9H, s) , 3. 70 (3H, s) , 4. 37 (2H, d, 

3 

J = 6. 10Hz), 5. 25-5. 30(1H, m) , 6. 85(1H, br s), 7. 20(1H, s) , 7. 35 
-7. 39 (1H, m), 7. 46 (1H, d, J = 8. 06Hz), 7. 68-7. 77 (2H, m) , 8. 34(1 
H, d, J=l. 71Hz), 8. 53(1H, d, J=l. 46Hz) , 8. 59(1H, dd, J = 4. 88, 1. 
47Hz) . 

FAB-MSm/z : 409 (M + H) + . 
[1409] LMMM 140] N-tert-^^/V-5- [5- {^U^^^/V^^/VT^/) 

t°y^7V]-l-^^^/V-lH-fc°7yWV-3-7J7V#^^K 
[1410] Mb242] 



[141 1] Hifef?!|74C0N-tert-^^/V-5- (5-T57^^/V-2-t°y v'/V) -l-^^/V-lH 
-tr^— /V-3-#/l^=¥lKK (50mg) O^PP^ (5ml) ^i&-CWJ^ 
^VKT5V(0. 030ml) t^n^^^/V^— /V^nUK(19m g ) ^Px.2 0 mUW 

(53mg, 83%) ^rT^e/V^7^^b-C#/to 
[1412] 'H-NMR (400MHz, CDC1 ) 6 :1. 48 (9H, s), 1. 50-1. 90 (8H, m) , 2. 53 

3 

-2. 62 (1H, m), 4. 44 (2H, d, J = 6. 10Hz), 6. 25-6. 30 (1H, m) , 6. 88(1 
H, br s), 7. 12 (1H, s), 7. 19 (1H, d, J = 8. 06Hz) , 7. 26-7. 37 (6H, m) , 
7. 56(1H, dd, J = 8. 06, 2. 20Hz) , 8. 40(1H, d, J=l. 71Hz). 
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EI-MSm/z : 445 (M + ) . 
[1413] [^ife^!)14l]{6-[5-(N-tert-^/V^77W'<^/V)-2-^^^/V-2H-fc 0 ^y^ 

[1414] [^243] 



[1415] MMffl74(DN-teTt-7^^-5-(5-T^/^^-2-t 0 yi/SU)-l-7^~^-lYL 
/V-Z-Jj/V^y-^Y (50mg) ©^nn^y (5ml) Wfcfc, m^W^ 
^-/VT^{0. 030ml) t^u^m^^^iO. 018ml) 0 r^0#^^#b^: 

#j(48mg, 70%)^T^e/V^T^i:bT#fc o 
[1416] X H-NMR (400MHz, CDC1 ) 8 :1. 48 (9H, s) , 4. 45 (2H, d, J = 6. 10Hz), 

3 

5. 75-5. 78 (1H, m) , 6. 88 (1H, br s), 7. 10-7. 40 (7H, m) , 7. 66 (1H, 

dd, J = 8. 06, 2. 20Hz), 8. 49 (1H, br s) . 

FAB-MSm/z : 470 (M + H) + . 
[1417] [^ife^!)142]^e/k*y>'-4-^7/V^V^{6-[5-(N-tert-^/k^7/W^^/V)- 

2-:7^/^-2H-t°^y — ;V-3-^;V\ -3-fc°y vvk^/V } 
[1418] Mk244] 



[1419] Hife^!|74(DN-tert-^^/V-5- (5-T5y^^7V-2-t°y v'/V) -l-^^/V-lH 
;V-?>-j3)V7f^-y-*Y (50mg) ©^nn^y(5ml) 7K^T"Chy 
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3^/VT^(0. 030ml) ^nn^Sfe4-c=.hn7air:yV(30nig)Sr*P^.30^ra^# 

7K^T^e/^y^(o. 030mi) Sr*n^?a-e2 0 fflffi&uto R&mz. 

P^h^97>f- O&S— ;V-?uu-fc;VJ»)T?mW^, ftMQC&to (40mg, 60%) 
[1420] 1 H-NMR(400MHz, CDC1 ) 6 :1. 47 (9H, s), 3. 35-3. 46 (4H, s), 3. 65- 

3 

3. 72 (4H, m), 4. 43 (2H, d, J = 5. 62Hz), 5. 25-5. 32 (1H, m) , 6. 88 (1H 

, br s), 7. 09 (1H, s) , 7. 18 (1H, d, J = 8. 06Hz), 7. 20-7. 40(5H, m) , 7 

. 61 (1H, d, J = 6. 35Hz), 8. 42(1H, s) . 

EI-MSm/z : 462 (M + ) . 
[1421] [HJg^Ul43]N-tert-7 ? ^/V-l-^^^/V-5-(5-{ [3-(^h^Kn-2H-t°7^ 

-4-^/k) «7 WK]^/v}-2-t°y vvv) -lH-tr — /^-3-*/i^?^^K 
[1422] Mfc245] 



[1423] Hifef?!l74(DN-tert-^^/V-5- (5-T$y^^-7V-2-t°IJ v'/V) -1-^^^/V-lH 
-tr^— /V-3-#/V^1^K (50mg) ©^nn^y (5ml) jgafcfcl, 7K^T"Chy 
m^vKT^ (0. 030ml) ^nn^^4-^hn^^7V (30mg) ^Px.30^^it# 
7K^T^h^tKn-2H-t°^^-4--l'/kT^^(0. 030ml) ^Mx.^MT^2 0 HQ 

WMit^-m (45mg, 66%) $M&T 1 £A'Z7TXkLrCmt <> 
[1424] X H-NMR (400MHz, CDC1 ) 6 :1. 49 (9H, s), 1. 67-1. 92 (4H, s) , 3. 42- 

3 

3. 48 (2H, m), 3. 75-3. 88 (1H, m) , 3. 91-3. 94 (2H, m), 4. 39 (2H, d, J 
= 6. 10Hz), 5. 35(1H, d, J = 8. 06Hz) , 6. 05(1H, t, J=6. 10Hz), 6. 96( 
1H, s), 6. 96 (1H, d, J = 3. 17Hz), 7. 02 (1H, d, J = 8. 06Hz), 7. 26-7. 2 
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8(2H, m), 7. 35-7. 39 (3H, m), 7. 37 (1H, dd, J = 6. 59, 2. 93Hz), 8. 42 
(1H, d, J=l. 71Hz). 
EI-MSm/z : 476 (M + ) . 
[1425] IMMM 144] 5-(5-i/TS-2-\fVZ?A') ~1~ (6-^/V-3-t°Vl?/V) -lH-fc 0 ^ 

[1426] Mb246] 



[1427] ##f?!|75(D5- (5-^Ty-2-fc°y v 5 /^) -1- (6-j^vW3-fcTy v>/V) -lH-tT^ 
— /V-3-#/l^>^(150mg) ^^y^t2tWT5^(47mg) ££rfflV v<\ HH&0!|7£ 
mU^Sfc^SffrS^ (170mg, 92%) ^r@#:^L-C#rc 0 

[1428] 'H-NMR (400MHz, CDC1 ) 6 :0. 89(l/2X3H, d, J = 6. 59Hz), 0. 98(1 

3 

/2X3H, d, J = 6. 84Hz), 2. 00-2. 20 (1H, m) , 2. 63(l/2X3H, s), 2. 6 
3(1/2X3H, s), 3. 13(l/2X3H, s) , 3. 39(l/2X3H, s) , 3. 42(1/2X 
2H, d, J = 7. 81Hz), 3. 70(l/2X3H, d, J = 7. 57Hz), 7. 24(1H, d, J = 8. 
30Hz), 7. 29 (1H, d, J = 8. 06Hz) , 7. 57-7. 64 (2H, m) , 7. 98-8. 01 (1H 
, m), 8. 41 (1H, d, J = 2. 44Hz) , 8. 69-8. 70 (1H, m) . 
EI-MSm/z : 374 (M + ) . 
[1429] [^^^145]5-(5-^/W^^/W2-t°y> ? /V)-l-(6-^/V-3-t:°yv ? 7V)-lH 
-t°7y— /V-3-#/V^V^N-^/V-N--l'y:7 0 nt7VT5K 
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[1430] Wb247] 



o 




[1431] MMM 144(D5- (5-i/Ty-2-t°Vi?M -1- (6-^/V-3-t°y vVV) -lH-t°9 
— ;V-3-^/V#V^N-^^/V-N-^y7°nt>7^K ( 1 70mg) ^ V vc\ HiSf^J 

2itmm<D^mxmm^m (nom g , ei%) £@{*£lt#*: 0 

[1432] 'H-NMR (400MHz, CDC1 ) 6 :0. 83(l/2X3H, d, J = 6. 59Hz), 0. 90(1 

3 

/2X3H, d, J = 6. 59Hz), 1. 95-2. 05(1H, m) , 7. 30(1H, d, J=10. 99H 
z), 7. 35 (1H, d, J = 8. 30Hz), 7. 60-7. 65 (2H, m) , 7. 65-7. 70(1H, m) 
, 7. 84(1H, d, J = 8. 30Hz), 8. 16(1H, br s) , 8. 28(1H, dd, J = 8. 30, 2. 
20Hz), 8. 39-8. 41 (1H, m) , 8. 84 (1H, d, J=l. 95Hz) . 
EI-MSm/z : 392 (M + ) . 
[1433] [^^^!ll46]5-(4-v^T/^ai^/V)-l-(3-t 0 yv ? /V)-lH-t 0 7y^/V-3-^7/V 

##^!|24(D5- (4-v/Ty^oi^7V) -1- (3-t°U v7V) -lH-fcT^— /V-3-#/V 
*V^(450mg) ^N-^/k^/kT^^(120mg) ^^fflV>T, H»!|7^$I<D^- 
fe-etlM{k^ (500mg, 97%) &T^/^TXtLXnt~o 
[1434] 'H-NMR (400MHz, CDC1 ) 8 :1. 24-1. 33 (3H, m) , 3. 13(l/2X3H, s) 

3 

, 3. 4K1/2X3H, s), 3. 63(l/2X3H, q, J = 7. 32Hz), 3. 84U/2X3H 
, q, J = 6. 84Hz), 7. 02 (1H, d, J = 8. 55Hz), 7. 35-7. 38 (3H, m) , 7. 60- 
7. 67 (3H, m), 8. 55-8. 65 (2H, m) . 
EI-MSm/z: 331 (M + ) . 
[1435] [^Ji^!|147]5-[4-(^^/V^/VT$y)^^/V^^/V]-l-(3-t 0 yv ? /V)-l 
H-t°^i/— /V-3-#/V^Vg|N-:^/V-N-^/VT5;K 
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[1436] Wb248] 




[1437] 1) 5- (4-T%/^SV7^~/V) -1- (3-fc°!J VVV) -lH-t°y y*— /W3-^y|| 

14605- (4-v^T/7^^/V) -1- (3-try V7V) -lH-fc°yy — /V-3-#/V 
^>^N-^^/k-N-^^/VT5K (500mg) <D*&/~- /V(10ml) 
NiftaMci8*c(2. 8ml)i:10%^N^v ? '>^-^^(200mg)^Px., ^K*#^T5B# 

ftmi-fto mm. mm^mf±rm^5-(4-r^y^/^^M-i-(3-\i o ])^ 

/V) -lH-fcW— /V-3-^f/U^>mN-^/V-N-^/VT^V (270mg, 53%) £ 

EI-MS (m/z) : 336 (M + ) . 
[1438] 2)Wffl\&m 

JifB5-(4-T5y^/Vy^/V)-l-(3-t°yv ? /k)-lH-t°7y^/V-3-^;/V^ 
^^N-rc^/V-N-y^/VT^K (270mg) fc^V;*/]^— j>V?n))\? (1 lOmg) ££rffl 
WC, ^Jfe^J136^|^|#(D^-e^®>fb^(141mg, 42%) ^T^/V7r^i:LT 

[1439] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 32 (3H, m), 2. 92 (3H, s), 3. 12 

3 

(1/2X3H, s), 3. 40(1/2X3H, s), 3. 62(1/2X3H, q, J=7. 08Hz), 3. 
83(1/2X3H, q, J = 7. 08Hz) , 4. 32(2H, d, J = 6. 35Hz) , 5. 43-5. 50(1 
H, m), 6. 85(1/2X1H, s) , 6. 88(1/2X1H, s) , 7. 19-7. 36 (5H, m) , 7 
. 61-7. 65 (1H, m), 8. 50-8. 55 (2H, m) . 
EI-MSm/z:413(M + ). 
[1440] [HJfe^J148]N-tert-^^/V-5-[4-(p<^^7V*— /VT^y) *^;V7x.~;V]-\ 
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[1441] Mb249] 




[1442] 1) {A-T^/^)V7^;V) -\- (3-fc°U v7k) -lH-t°^y— 

7k-3-#7MJ^lKR 

Hife#!l29<D 1) (4-^Ty7x^;k) -1- (3-t°y ^/V) -1H 

-lf7/- /V-3-^7/V#^^K(495mg)^V>-C, ^»!jl47(Z)l) 

(4-T^/^^vV-:7rn=/V) -1- ( 3-t°U vVV) -1 H-lf^ — 
/V-3-#/1^3rlKK(435mg, 86%) $rT^/V7T^^bT#7t 0 
FAB-MS (m/z) :350(M + H) + . 

[1443] 2)mMik^m 

(4-T^y^^/V^^^/V) -1- (3-fc°U vVv) -1 H-t°^y*— 7^-3 
-^7/V^i^-^K(210mg)^^^7^— 7^nyK(83mg)^ffll^T, Hifef?!jl36 

^IH^co^m-etia^^ (i4im g , 54%) ^r^e/^r^^b-c#^ 0 

[1444] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 2. 93 (3H, s) , 4. 33 (2H, d, 

3 

J = 5. 86Hz), 5. 11 (1H, t, J = 5. 86Hz), 6. 86(1H, br s) , 6. 99(1H, d, J 
= 0. 73Hz), 7. 18 (2H, d, J = 8. 06Hz) , 7. 32-7. 35 (3H, m) , 7. 65 (1H, 
d, J = 8. 30Hz), 8. 53(1H, d, J = 2. 44Hz), 8. 57(1H, d, J = 4. 64Hz) . 
EI-MSm/z : 427 (M + ) . 
[1445] IMMM 149] { 6-[5- (N-tert-^^Vl^W^^VV) -2- (3-t°>J v7V) -2H-fc°7 
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[1446] Wb250] 



N 
H 




a 

N 



[1447] mMffll48<Dl) (4-T$/^^VK7;n~/V) -1- (3-fc°U v7V) - 

lH-t°^y — /V-3-^7/V^^ri^-$K (210mg) ^nn^i^f/V (68mg) b&ffi V 
, Hife#!|139^^#(D^-e^a^^(92mg ) 37%) £T^/K7x^LT#fc 0 

[1448] 'H-NMR (400MHz, CDC1 ) 8 :1. 49 (9H, s) , 3. 71 (3H, s) , 4. 38 (2H, d, 

3 

J = 6. 10Hz), 5. 05-5. 09(1H, m) , 6. 84(1H, br s) , 7. 01 (1H, s) , 7. 16 

(2H, d, J = 8. 30Hz), 7. 25 (2H, d, J = 8. 30Hz) , 7. 31-7. 35 (1H, m) , 7. 

63 (1H, d, J = 8. 06Hz), 8. 58-8. 60 (2H, m) . 

EI-MSm/z : 407 (M + ) . 
[1449] IMMffl 1 50] N-tert-^^/V-5- (5-#/W*^/M^/V;^^>-2-fc p y vVV) -1 

-O-tfUi^/V) -lH-t°^y 7V-3-^7/V^^r^^K 
[1450] Wb251] 



[1451] ###!|77CD5- (5-#/W^^/M^/V^^>-2-t°y v7k) -l-(3-fc°y^/V) -1 
H-t°7y^/V-3-^7/V*V^3i^/V^^^/V (0. 240g) (D^?/— /V (5ml) 
fcKi379^(5nil)©ia^SSftjC % ^a-eiN^K^b^-hy f 7A^<^^(2. 00ml) 

^y>yry— /v(o. 22o g )(DN, N-^f;v*;^7^K(iomi)W(-, ^a-e 

tert-^^VVT^ (O. 380ml) t l-(3-^f;W7^y^nt» -3-^^VV#/VzK 
^^K^^(0. 276g)^Px.2. 5 0 r^#Lf' 0 Hfc, HJ^»l-U^rv~< 
^y>yry— /V(0. 220ghtert-:/^VVT5:/(0. 380ml), 1- 




N 
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•7n\i°iV)-3-^=?-;V$);V^J^Yt&m&(0. 276g)&t) ? N, N^f-/WA7 
^K(lQml)SrJD^ 60T:-e6. 50#^^#bfc o SJS«^l^iJ±Tf *L 

^aa^^)-e*f^U^M^^(0. lOlg, 39%)Sr@^b-C#fc„H(^SiJ 
[1452] 'H-NMRCCDCl ) 5 :1. 49 (9H, s) , 4. 54 (2H, s) , 5. 62 (1H, br s) , 6. 45 

3 

(1H, br s), 6. 84 (1H, br s) , 7. 18 (1H, s), 7. 25-7. 29 (1H, m) , 7. 39 ( 
1H, dd, J = 8. 2, 4. 8Hz), 7. 50(1H, d, J = 8. 8Hz), 7. 78(1H, ddd, J = 8. 
1, 2. 4, 1. 7Hz), 8. 18(1H, d, J = 2. 7Hz), 8. 51 (1H, br s) , 8. 60(1H, d 
, J=4. 4Hz). 

ESI-MSm/z : 395 (M + H) + . 
[1453] 151] N-tert-7^/V-5- [5- (N-tert-^^/V) ^/W^^/V^/V^f 

^-2-t°y^/V]-l-(3-t°y^/l-)-lH-t 0 7y— ;W3-*/^t^K 
[1454] Mb252] 



[1455] mMmi50<Diy])^^f/>^9^^h^9^^f— WS— /w^nn^y) ffi$!J<D 

»W#£^^S^1^l(93. 6mg, 31%)£@#:£LT#/c 0 
[1456] X H-NMR (400MHz, CDC1 ) 5 :1. 41 (9H, s), 1. 49 (9H, s) , 4. 40 (2H, s) 

3 

, 6. 23 (1H, br s) , 6. 84 (1H, br s) , 7. 17 (1H, s) , 7. 24-7. 27 (1H, m) , 
7. 37(1H, dd, J = 8. 1, 4. 9Hz) , 7. 49 (1H, d, J = 8. 5Hz), 7. 75-7. 79(1 
H, m), 8. 16(1H, d, J = 2. 9Hz), 8. 51 (1H, br s) , 8. 60(1H, d, J=4. 4H 
z). 

ESI-MSm/z : 45 1 (M + H) + . 



o 
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[1457] [HJg^Jl52]N-(2-fcKndrv'-l > l-^y>^/V:i^/V)-5-(5-y^/V-2-t 0 y v7V 

) -l-(3-t°Uv?/V) -lH-fc^y /V-3-#/Mtf3rlKK 
[1458] Wk253] 




[1459] ##f?!|37(D5- (5-^^-/V-2-t°y v'/V) -1- (3-fc°y vVk) -lH-t 0 ^^— ;V- 3~ 
#/l^V^ (150mg) ^2-T5y-2-^^7l^-l-^n/^y— /V (52mg) ££rffl V vC, H 
MM7tmm<7)jjfe^MMik&m (125m g) 66%) £@f*£LT#fc 0 

[1460] 'H-NMR (400MHz, CDC1 ) 6 :1. 43 (6H, s) , 2. 34 (3H, s) , 3. 56 (2H, d, 

3 

J = 6. 35Hz), 4. 80-4. 90(1H, m) , 7. 04(1H, br s) , 7. 20(1H, s) , 7. 35 
-7. 39 (2H, m), 7. 53-7. 56 (1H, m) , 7. 74-7. 77 (1H, m) , 8. 27 (1H, d 
, J=l. 47Hz), 8. 53-8. 60 (1H, m) , 6. 61 (1H, d, J = 0. 98Hz) . 
EI-MSm/z : 3 5 1 (M + ) . 

[1461] [^»!ll53]N-3i^-7V-N-^y^nt 0 /V-l- (6-y^^-3-fc°y^ v^/V) -5- ( 
2-t°y^/V)-lH-fc°^y— /V-3-^7/V#=¥^5K 

[1462] Mb254] 




[1463] m^M9(Dl- (6-7«h=¥v'-3-fc 0 lJ^v ? ^/V) -5- (2-*W/V) -lH-*?^S~-/>- 
3-#/l^V^(0. 232g)^N-^/V-N-^y^°ntVVT^(0. 171ml) t^fflV^ 
^Jfe^|l^lH#(D^-e^M^^(0. 259g, 90%)«r@flc^b-C#fCo 
[1464] 1 H-NMR(400MHz, CDC1 ) 8 :1. 24-1. 33 (9H, m) , 3. 44-3. 50(4/3H 
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, m), 3. 66-3. 72(2/3H, m) , 4. 10 (3H, s) , 4. 75-4. 84 (1H, m) , 7. 00 
(2/3H, br s), 7. 08(1/3H, br s) , 7. 13 (1H, d, J = 9. OHz) , 7. 21-7. 2 
4(1H, m), 7. 55-7. 60 (1H, m) , 7. 73-7. 77 (1H, m) , 7. 81-7. 86 (1H, 
m), 8. 43 (1H, br s) . 
ESI-MSm/z : 367 (M + H) + . 

[1465] IMMM 1 54] N-xf/WN-^f/I^5- (5-T5/-2-t°7v ? — /V) -1- (6-^b^> 
-3-t°y -1 H-t°^y— /V-3-^/V#^r^^K 

[1466] Mb255] 



MeO N 

[1467] 1) N-^^-/V-N-^^-/V-5-[5-(tert-^>df-^/V^^/V) T^/-2-t°7v ? — /V] 
-l-(6-^hdr^-3-t°yv ? /V)-lH-t°7y^/V-3-^/V^=3ri^^K 

##^[|80(D5-[5-(tert-^>^iy^7V^/V)T5y-2-t o ^^/V]-l-(6-^h 
drV-3-tfy^/V)-lH-tf9^— ;W3-M^(0. 420g) tN-^/V^/VT 
^(0. 175ml) ££fflWC, H»!jl^lWI1il(D^&-eN-^/V-N-^7V-5-[5 

-(tert-^^^^/^^/HT^y^-t^^/kl-i-Ce-^h^iy-s-ey^/k)- 

lH-tT^— /V-3-#/l^=3rlKK(0. 41 7g, 90%) 3r@#:£:bT#fc 0 
[1468] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m), 1. 54 (9H, s), 3. 12 

3 

-3. 38 (3H, m), 3. 59-3. 85 (2H, m) , 3. 97 (3H, s) , 6. 77 (1H, d, J = 8. 8 
Hz), 7. 13-7. 15(1H, m), 7. 49(1H, m) , 7. 59-7. 64(1H, m) , 8. 12(1 
H, d, J=2. 7Hz), 8. 34(1H, d, J=l. 2Hz) , 9. 17(1H, m) . 
EI-MSm/z : 453 (M + ) . 

[1469] 2)mmfc&m 
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l-(6-^h=¥v--3-fc o yv7V)-lH-fc: 0 ^y-- /V-3-#/VzK=¥1J-5:K(0. 407g)£JlV> 
T\ H»fj95^|H#(D^-e^S^^(0. 211g, Q6%)*mv£t\,xmz. 0 

[1470] 'H-NMR (400MHz, CDC1 ) 8 :1. 19-1. 28(3H, m) , 3. 11-3. 37(3H, m 

3 

), 3. 58-3. 84 (2H, m) , 3. 95 (3H, s) , 4. 88 (2H, br s) , 6. 76 (1H, d, J = 

8. 8Hz), 7. 01-7. 03 (1H, m) , 7. 59-7. 63 (1H, m) , 7. 88 (1H, m) , 8. 0 

9(1H, m), 8. 14(1H, d, J = 2. 0Hz) . 

FAB-MSm/z : 354 (M + H) + . 
[1471] [H»!|155]N, N-v ? ^^/V-5-(5-T^y-2-fc°7v ? ^ /W)-l-(6-^Hp-->-3- 

t°y vvv) -lH-t°7^/-^-3-^;v#>f^K 
[1472] Wb256] 



[1473] 1) N, N-v ? ^^/V-5-[5-(tert-^h^^7^— /V) T5/-2-fc°^v^/K|-l-( 
6-^h=3r^-3-t°y^/V)-lH-t 0 7>^— /W3-*/l^?df-^K 
##f?!|80(D5-[5-(tert-7>^-^/^^^)T$y-2-t:°^v ? ^/V]-l-(6-^h 
V-3-tfy vVV) -lH-t^y — /V-3-#/V^V^ (0. 420g) ir^^VVT^ (0. 
213ml) £:£JBVVT\ ^WJl^l^^^fe-CN, N-^ai^/W5-[5-(tertr-^^ 
^/V^^/V)T57-2-t°7^^/V]-l-(6-^h^>-3-t o yv 5 /V)-lH-t°7y— 
/V-3-#/V^3rlKK(0. 452 g) 95%)£r@{*£LT#fc 0 
[1474] 'H-NMR (400MHz, CDC1 ) 6 :1. 25-1. 28 (6H, m), 1. 54 (9H, s) , 3. 55 

3 

-3. 60(2H, m), 3. 77-3. 82(2H, m) , 3. 96(3H, s) , 6. 77(1H, d, J = 8. 8 
Hz), 7. 13 (1H, s), 7. 59-7. 62 (2H, m) , 8. 12 (1H, d, J = 2. 2Hz), 8. 35 ( 
1H, d, J = l. 5Hz), 9. 17(1H, d, J=l. 5Hz) . 
EI-MSm/z : 467 (M + ) . 
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[1475] 
[1476] 

[1477] 
[1478] 

[1479] 
[1480] 

[1481] 



N, N-v^xf;l/-5-[5- (tert-^h^r^/V^— A>) T^y-2-t°^v ? ^/V]-l- (6 
-^h^^-3-t°yv?/V)-lH-t°7>^--/V-3-^7/V#=ar^^K(0. 443g)^fflV^T, H 

m^mtrnm^^mmit^io. i92 g , 55% )^@#^b-c#/c 0 

'H-NMR (400MHz, CDC1 ) 6 :1. 24-1. 28 (6H, m) , 3. 54-3. 59 (2H, m 

3 

), 3. 75-3. 81 (2H, m) , 3. 95 (3H, s) , 4. 88 (2H, br s), 6. 75-6. 77 (1H 
, m), 7. 02(1H, s), 7. 60(1H, dd, J = 8. 8, 2. 7Hz) , 7. 88 (1H, d, J=l. 5 
Hz), 8. 10(1H, d, J=l. 5Hz), 8. 14(1H, m) . 
FAB-MSm/z : 368 (M + H) + . 

156] N-xf;V-N-^;M- (6-*h*c^-3-t°V -5- (5-^/V- 
2-t°^v ? — /V)-lH-t°^y— /V-3-^7/V#=3ri^^K 
Wb257] 



###|69<£> 1- (6-*b*ci/-3-t°}) -5- (5-^^/V-2-t°^v ? ^/V) -lH-fc° 
9>f— /V-3-#/V#V^(0. 250g)£N-3^/V^v^T^(0. 138ml) t^^T 
, ^»!|l^^#»^-etlM^^(93. Omg, 33%)£@#:£LT#7Co 
'H-NMR (400MHz, CDC1 ) 8 :1. 22-1. 28(3H, m) , 2. 57(3H, s) , 3. 12 

3 

-3. 37 (3H, m), 3. 59-3. 84 (2H, m) , 3. 96 (3H, s) , 6. 78 (1H, d, J = 8. 8 
Hz), 7. 18-7. 20(1H, m) , 7. 59-7. 63(1H, m) , 8. 11(1H, d, J = 2. 7Hz) 
, 8. 35 (1H, m), 8. 59 (1H, d, J=l. 2Hz) . 
EI-MSm/z : 352 (M + ) . 

IMMW 1 5 7] N, (6-^h^v^-3-t°y -5- (5-^f/W2 

-fcf 9 v^/V) -1 H-tf — 
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[1482] Wb258] 




MeO 



N 



[1483] ###!|81 <D 1- (6-^h^V-3-try^^/V-) -5-(5-^^7V—2-fc°7^/V) -1H 
-f^y— /W3-«yil(0. 250g)£v ? ^/VT^(0. 167ml) ^Srffil ^T, H 
»J1^I^I#©^-C\^J@^^(0. 198g, 67%)«T@#£LT#;fco 

[1484] 'H-NMR (400MHz, CDC1 ) 8 :1. 26-1. 30 (6H, m) , 2. 59 (3H, s) , 3. 56 

3 

-3. 78 (4H, m), 4. 11 (3H, s), 7. 14 (1H, s), 7. 17 (1H, d, J=9. 3Hz), 7 

. 89(1H, d, J = 9. 3Hz), 8. 30-8. 31 (1H, m) , 8. 70(1H, d, J=l. 5Hz) . 

EI-MSm/z : 367 (M + ) . 
[1485] LMMM 158] N-xf;lA-N-^f;I^l- (6-^h^ v--3-fcWv^/V) -5- (5-^ 

/V-2-t°!J> ? /k)-lH-t°^y— /k-3-^7/^dri^5K 
[1486] [>ffc259] 



[1487] #i%#!|67<D 1- (6-^h=¥i/-3-t°!J^v ? ^7V) -5- (5-^^VV-2-fc°y vVV) -1H- 
t°^y /V-3-j3lV^m (70mg) ^N-^/V^/VT^ (25 ju 1) &SrJB V >T\ H 
»fj7^m#(D^fe-e N 4«fbl^(32mg, 40%)^@f*^LT#fc o 

[1488] 'H-NMR (400MHz, CDC1 ) 8 :1. 25 (3H, t, J=7. 08Hz) , 2. 33 (3H, s) , 3 

3 

. 12(1. 8H, s), 3. 36(1. 2H, s) , 3. 62(1H, q, J = 7. 08Hz) , 3. 79(1H, q, 
J = 7. 08Hz), 4. 11 (3H, s) , 7. 05(1H, d, J=10. 5Hz) , 7. 12(1H, dd, J = 
9. 16, 3. 30Hz), 7. 47(1H, d, J = 8. 06Hz) , 7. 54(1H, d, J = 8. 06Hz) , 7 
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. 81 (1H, dd, J = 9. 16, 3. 42Hz), 8. 25 (1H, s) . 

FAB-MSm/z : 353 (M + H) + . 
[1489] imtkffl 159] N-^y^nt>-N-^f;V-l- (6-^h=¥v'-3-t 0 y^v : ^/V) -5- (5 

-^^VV-2-fc°y i?;V) -1 H-fcT^y /V-3-#/V#3rlJ-5:K 
[1490] Mk260] 



[1491] #%{?!|67<D 1- (6-^hdri/-3-t°yy v 5 ^/^) -5- (5-7^/V-2-t°y vW) -1H- 
t°^/— /V-3-#/l^V@t (50mg) ^N-^y^ntW^^/VT^^ (22 ^ 1) b&fft V >T 
, H»!l7^^l#(D^-C\ *g»ffra^»(23nig, 39%) ^@#:irLT#fc 0 

[1492] 'H-NMR (400MHz, CDC1 ) 8 :1. 22 (3H, d, J = 6. 71Hz), 1. 24 (3H, d, J 

3 

= 6. 59Hz), 2. 33(3H, s) , 2. 99(1. 8H, s) , 3. 17(1. 2H, s) , 4. 11 (3H, s 
), 4. 79(0. 5H, q, J = 6. 59Hz), 5. 01(0. 5H, q, J = 6. 71Hz), 6. 97-7. 0 
4(1H, d, J = 28. 3Hz), 7. 12(lH, dd, J = 9. 40, 3. 78Hz) , 7. 46(1H, m) , 
7. 53(1H, d, J = 7. 69Hz), 7. 83(1H, t, J = 8. 91Hz), 8. 25(1H, d, J = 7. 
20Hz) . 

FAB-MSm/z : 36 7 (M + H) + . 
[1493] IMMffl 1 60] N, N-^^/V-l- (6-^h^rv'-3-t 0 y jf*?^A>) ~5-(5-^/V-2 

-try vVv) -m-tr^— /v-3-#/vtf^iKK 
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[1494] Wb261] 




[1495] 0^1670) 1- (6-^^-3-^])^^^) -5-(5-^^/V-2-t°!Jv ? /V) -1H- 
fcT9)A- ;^3-*Myi (50mg) bi>^/VT*> (22 ,u l) v vr\ MMffl7b 

[1496] 1 H-NMR(400MHz, CDC1 ) 5 :1. 27 (6H, t, J=7. 08Hz), 2. 33 (3H, s) , 3 

3 

. 57 (2H, q, J = 7. 08Hz) , 3. 76 (2H, q, J = 7. 08Hz) ,4.11 (3H, s) , 7. 05 ( 
1H, s), 7. 12(1H, d, J = 9. 16Hz), 7. 47(1H, d, J = 7. 93Hz), 7. 54(1H, 
d, J = 8. 18Hz), 7. 82(1H, d, J = 9. 28Hz), 8. 25(1H, s) . 
FAB-MSm/z : 36 7 (M + H) + . 

[1497] tmMM 1 6 1 ] N-^yy^/V-N-y^/V-l- (6-^h^>-3-t 0 y ? *?z=.;V) -5- (5- 
^^/k-2-t°yv ? /V)-lH-t°7y— /k-3-^7/V^^rf-5K 

[1498] Mb262] 




[1499] ##$|67<D 1- (6-^h^riX-3-t: 0 yy^=/V) -5- (5-y^/V-2-t°U vVV) -1H- 
t°7y^/V-3-^7/V^V^ (50mg) ^N-^y^^/V^^/VT^^ (25 1) fc&ffl V vT, 

mmm7tmm^mx\ ^js^^oomg, 49%)^@^L-r#fc„ 

[1500] 'H-NMR (400MHz, CDC1 ) 6 :0. 88 (3H, d, J = 6. 84Hz) , 0. 98 (3H, d, J 

3 

= 6. 59Hz), 2. 08(1H, m) , 2. 33(3H, s) , 3. 12(1. 5H, s) , 3. 36(1. 5H, 
s), 3. 41 (1H, d, J = 7. 57Hz), 3. 66(1H, d, J = 7. 45Hz) , 4. 11 (3H, s) , 7 
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. 06(1H, d, J=ll. 85Hz), 7. 13(1H, dd, J = 9. 28, 5. 13Hz), 7. 47(1H, 

dd, J = 7. 96, 3. 41Hz), 7. 54(1H, d, J = 7. 93Hz) , 7. 81 (1H, dd, J = 9. 2 

8, 3. 18Hz), 8. 24 (1H, s) . 

FAB-MSm/z : 38 1 (M + H) + . 
[1501] IMMffl 1 6 2] N, N-v^^/V-1- (6-^ h^-3-t°y ^' v^/V) -5- ( \-^;V-\ 

H-tTn— ;V-3-^f;V)-lH-t°7y- /V-3-#/V^3rlKK 
[1502] Mb263] 



[1503] ###!|78CD 1- (6-^h^riX-3-t 0 IJy v^/V) -5- ( l-^/V-lH-fc°a— /V-3- 
-17V) -lH-t°7y^/V-3-^7/V#V^ (200mg) i:N, N-^^/VT^^^^ (82 
mg)^fflV^ HiS^Jl^lWI#(D^-e^M^^(66mg, 30%)£@f££LT 



[1504] 'H-NMR (400MHz, CDC1 ) 6 :3. 13 (3H, s) , 3. 36 (3H, s) , 3. 63 (3H, s) 

3 

, 4. 19(3H, s), 6. 08(1H, dd, J = 2. 56, 1. 95Hz), 6. 53(lH, t, J = 2. 56 
Hz), 6. 78(1H, s), 6. 85(1H, t, J=l. 95Hz), 7. 07(1H, d, J = 9. 28Hz) , 
7. 59 (1H, d, J = 9. 28Hz). 
FAB-MSm/z:327(M + H) + . 
[1505] [Hife#!|163]N, N-v^/V-1- (6-^hdr>-3-t°!J vvk) -5- (5-^/V-2-fc°y 
vvV) -lH-fcf 5^— /V-3-#/V^3f IKK 
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[1506] Mfc264] 




[1507] ##f?!l79C0 1- (6-^h^rv'-3-fc 0 y i?/V) -5-(5-^/V-2-t°y -lH-t°7 
y — /V-3-#/V#V^ (200mg) £N, N-vW/VT5>1&^iI (79mg) ^ffl V v£ 

[1508] X H-NMR (400MHz, CDC1 ) 8 :2. 34 (3H, s) , 3. 15 (3H, s) , 3. 40 (3H, s) 

3 

, 3. 95(3H, s), 6. 75(1H, d, J = 8. 79Hz) , 7. 08(1H, s) , 7. 30(1H, d, J = 

8. 06Hz), 7. 50(1H, dd, J = 8. 06, 2. 20Hz) , 7. 61 (1H, dd, J = 8. 79, 2. 

69Hz), 8. 10(1H, d, J = 2. 69Hz), 8. 35(1H, s) . 

FAB-MSm/z : 338 (M + H) + . 
[1509] IMMM 164] N-xf;V-N-^;M- (6-^H^>-3-lf 5 vVk) -5- (2-t°U *?A> 

) -lH-fcT^^ — /V-3-#/V^3rlKK 
[1510] Wb265] 




[1511] #%f?i|4co l- (e-^h^-s-tW/v) -5-(2-t°y> ? /v) -m-f^— /w3-# 

/V#V^(200mg) tN-^/U^jUT^(117 ixl) £3rfflV v"C\ HJS#ll7£|^$IO 
^&-e^M{k^ (133mg, 58%) ^@#:^LT#fc 0 
[1512] 'H-NMR (400MHz, CDC1 ) 8 :1. 26 (3H, t, J=7. 33Hz), 3. 12(1. 7H, s) 

3 

, 3. 37(1. 3H, s), 3. 62(1H, q, J = 7. 08Hz) , 3. 81 (1H, q, J = 7. 08Hz) , 
3. 95(3H, s), 6. 75(1H, d, J = 8. 67Hz), 7. 12(1H, d, J = 8. 30Hz) , 7. 2 
3(1H, br), 7. 43(1H, d, J = 7. 20Hz) , 7. 59(1H, t, J = 6. 84Hz) , 7. 71(1 
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H, t, J=7. 20Hz), 8. 12(1H, s) , 8. 52(1H, s) . 

FAB-MSm/z : 338 (M + H) + . 
[1513] [||^J165]N-(l-tKa^^/V^n^^>'-l-^/V)-l-(3-t 0 yv^/V)-5 

- (5-y^/V-2-t°7 v^/V) -lH-tf7>^— /V-3-#/V^lKK 
[1514] Mk266] 




[1515] 03$M36<Dl- (3-t°U vW) -5- (5-^^/V-2-t°7v ? — /V) -lH-t°^y — /V-3 

, H»>|7^^l#(D^-etlM^^(64mg ( 18%) £@#:£:LT#fco 
[1516] 'H-NMR (400MHz, CDC1 ) 6 :1. 64-2. 04 (8H, m) , 2. 57 (3H, s) , 3. 79 

3 

(2H, s), 4. 57 (1H, s), 7. 15 (1H, s) , 7. 31 (1H, d, J = 0. 7Hz) , 7. 34-7. 
42(1H, m), 7. 76(1H, d, J = 8. 1Hz), 8. 28 (1H, s) , 8. 57(1H, d, J = 2. 4 
Hz), 8. 65(1H, d, J=4. 6Hz) , 8. 67(1H, s) . 
ESI-MSm/z : 379 (M + H) + . 
[1517] [HJfe^d 166] N--f y:7°nt7V-N-^/V-l- (6-^Hp-->-3-try^^/W) -5- (2 

-try$W -m-t^y— /v-3-#/m^ikk 

[1518] Mb267] 




[1519] 1- (6-^h^V-3-tryy >^/V) -5-(2-t°y^/V) -lH-fcW /W3 

-#/V#V^(0. 248g)i:N-^yy P tVV-N-^^-/VT5^(0. 260ml) i:£rfflVvt\ 
H»!l7i:^#(D^-e^ffi{b^ (145mg, 49%) £@{£i:LT#fc 0 

[1520] X H-NMR (400MHz, CDC1 ) 8 :1. 00-1. 30 (6H, m) , 2. 99(3HX3/5, s) 
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, 3. 18(3HX2/5, s), 4. 06 (3H, s) , 4. 75-4. 85(lHX3/5, m) , 4. 95- 
5. 05(lHX2/5, m), 7. 01(lHX3/5, s), 7. 08(lHX2/5, s), 7. 10-7 
. 30 (2H, m), 7. 53-7. 62 (1H, m) , 7. 72-7. 86 (2H, m) , 8. 37-8. 46(1 
H, m). 

ESI-MSm/z : 353 (M + H) + . 
[152 1] immrn 1 6 7] N, (5-^/V-2-fc°y -l- (6-^b^>"-3-t° 

[1522] Wb268] 



[1523] ##^!|82(Dl-(6-^nn-3-t 0 y^v ? ^/V)-5-(5-^^/V-2-t 0 yv ? /V)-lH-t 0 
^y^/V-3-^/k^V^^/^^^/V (0. 343g) <D*&/— ;V (5ml) ir^h^fcKn 
^^(lOml)m^m^, ^a-e^hy^A^h^>K(81. 0mg)Sr*P^L25^rraSi 
#Lfc 0 $^^S«^1N/K^^hy^/K^«(2. 00ml) SriP^ ^iTT?2. 5 

-t°y v7k) -l-(6-^h^rv'-3-fc 0 yy ^/V) -lH-fc°7i/— /V-3-^/V^V^(Z)ft 
£j»2r#fc 0 ' (D 5- (5-^^/V-2-fc°y v'/V) -1- (6-^h3rv--3-fcW> ? ^/V) - 
lH-t°^y— /V-3-^7/V^V^(D3g.^^^> ? ^^/VT5^^^(0. 122g) h% 

jawr, mmimtmm^m^.mm^^jio. 279 g , 79%)^@f*^bT#fc 0 

[1524] 'H-NMR (400MHz, CDC1 ) 8 :1. 26 (3H, t, J=7. 6Hz), 2. 65 (2H, q, J = 

3 

7. 6Hz), 3. 15 (3H, s) , 3. 40 (3H, s) , 4. 11 (3H, s) , 7. 08 (1H, s) , 7. 12 ( 
1H, d, J = 9. 3Hz), 7. 50(1H, d, J = 8. 1Hz) , 7. 57(1H, dd, J = 8. 1, 2. 0 
Hz), 7. 80(1H, d, J = 9. 3Hz) , 8. 25(1H, d, J = 2. OHz) . 
ESI-MSm/z : 353 (M + H) + . 
[1525] [^iif!ll68]N-^^-/V-N-^^-/V-l-(6-^hdr^-3-t 0 yv ? /V)-5-(6-^^-/V- 

3-t°y *?/v) — ih— — /V— 3— ^/VzK^I^K 
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[1526] Wb269] 




[1527] ##^[|83(Dl-(6-^h^ri/-3-fc: 0 !J^/V) -5-(6-p^vV-3-fc°y v7V) -lH-fc°7^ 
— /V-3-^7/V*V^(0. 250g)£N-^^Vl^vVT^(0. 138ml) ^fflV^T, ^ 
»!l7i:|WlilO^-e\^^^(0. 136g, 48%)^@^LT#fCo 

[1528] 'H-NMR (400MHz, CDC1 ) 8 :1. 19-1. 30 (3H, m) , 2. 58 (3H, s) , 3. 12 

3 

-3. 39 (3H, m), 3. 59-3. 86 (2H, m) , 3. 95 (3H, s) , 6. 76 (1H, d, J = 8. 8 
Hz), 6. 96(1H, d, J = 8. 8Hz), 7. 15(1H, d, J = 8. 1Hz) , 7. 42-7. 44(lH 
, m), 7. 50-7. 54 (1H, m) , 8. 09 (1H, m) , 8. 41 (1H, m) . 
EI-MSm/z:351 (M + ) . 

[1529] 169] (6-TK/-3-\?V i?/V) -1- (6-^h^>~3 

-t 0 y^/V)-lH-t°7y^/V-3-^7/V^=3f-i^^K 

[1530] Dfb270] 




[1531] l)N-3z^7WN-^/W5-[6-(tert-^>df-^/V^— /VT^y)-3-t°y> ? /k]-l 
- (6-^h=3rv'-3-t 0 y v 5 /^) -lH-tT^— /V-3-#/1^3rlKK 
##f?!l84(D5-[6-(tert-7>^^/^^/VT5y)-3-t°y> ? /V]-l-(6-^hdrv/ 
-3-t°y v^/V) -lH-tf^y /V-3-#/V#Vgt (0. 325g) ^N-^^/M^/VT^ ( 
0. 136ml) tgrfflVvf. M1MMltm^(D^m^\ N-xf/lA-N-^^-5-[6-(t 
ert-^>^^/V^/VT5/)-3-t°y^/V]-l-(6-^hdr^-3-t°yv ; /V)-lH-t 0 
7y^/V-3-^7/V^i7-^K(0. 348g, 97%)Sr@^LT#7^o 

[1532] 'H-NMR (400MHz, CDC1 ) 5 :1. 23-1. 30 (3H, m) , 1. 52 (9H, s) , 3. 12 

3 

-3. 39 (3H, m), 3. 59-3. 86 (2H, m) , 3. 95 (3H, s) , 6. 76 (1H, d, J = 9. O 
Hz), 6. 92-6. 94 (1H, m) , 7. 45-7. 53 (2H, m) , 7. 94-7. 96 (2H, m) , 8 
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[1533] 

[1534] 
[1535] 

[1536] 
[1537] 

[1538] 



. 11-8. 12 (1H, m), 8. 20-8. 21 (1H, m) . 
EI-MSm/z : 452 (M + ) . 

N-^^/V-N-^/V-5-[6-(tert-^>^riy^7V#^7VT5:y) -3-fc°y^/V]-l- ( 
6-^h3r^-3-fc°y i^/V)-lH-f 7^— /W3-*A^f5K(0. 338g) thV^A^T 
nftgfc(3. 4ml)£<£rfflVvC. ^g«!j95<D2) ir|^|#(D^l:\ «|Jg>fb^ (0. 192g 
, 73%)^0#:^b-C#fc o 

'H-NMR (400MHz, CDC1 ) 6 :1. 20-1. 30(3H, m) , 3. 12-3. 39(3H, m 

3 

), 3. 59-3. 86 (2H, m), 3. 96 (3H, s) , 4. 76 (2H, s), 6. 48 (1H, d, J = 8. 5 
Hz), 6. 77(1H, d, J = 8. 8Hz), 6. 86 (1H, d, J = 8. 8Hz) , 7. 26-7. 29(1H 
, m), 7. 52-7. 57 (1H, m) , 7. 99 (1H, s) , 8. 14-8. 15 (1H, m) . 
EI-MSm/z : 352 (M + ) . 

LMMM 1 70] N-xf;WN-^/I^l- {Q-^Y^y-S-^V^^/V) -5- (6-^ 

/V-3-t°y^/V)-lH-t:°7y— /V-3-^/^=¥i^5K 

Wb271] 



##$l85m-(6-^h^>-3-fc°y^:^vv) -5- 3-try $W -m-t° 

7y-/V-3-*;^VH(0. 250g)£N-^/M^WT^(0. 138ml) £3rfflV>T 
, ^»!lli!l^#O^-e^M^^(0. 167g, 58%)Sr@^b-C#fCo 
X H-NMR (400MHz, CDC1 ) 8 :1. 20-1. 31 (3H, m) , 2. 59 (3H, s) , 3. 14 

3 

-3. 37 (3H, m), 3. 61-3. 82 (2H, m) , 4. 12 (3H, s) , 6. 94 (1H, d, J = 8. 8 
Hz), 7. 12-7. 21 (2H, m) , 7. 63-7. 66 (1H, m) , 7. 84-7. 87 (1H, m) , 8 
. 43-8. 44 (1H, m). 
EI-MSm/z : 352 (M + ) . 

LMMM 1 7l]N-^^VV-N-^/V-5- (5^<^> ? /V^-^iX-2-t 0 y v^V) -l-(6- 
b3r^-3-fc°y VVV) -1 H-fc°7V— /V-3-#/V^:¥lKK 
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[1539] Wb272] 




N 



MeO 



[1540] ##^!|14(D5-(5^^/V^^-2-fc 0 y^7V)-l-(6-^h^v/-3-fc 0 yv ? /V)-l 
H-t°^y — /k-3-^/V^V|i ( 1 . Og) tN-^SV^/VTVs (O. 1 76g) V ^ 

[1541] 'H-NMR (400MHz, CDC1 ) 5 :1. 22-1. 28 (3H, m) , 3. ll(l/2X3H, s) 

3 

, 3. 36(l/2X3H, s), 3. 61(l/2X2H, q, J = 7. 3Hz), 3. 81(1/2X2H, 
q, J = 7. 3Hz), 3. 91 (3H, s) , 5. 12 (2H, s) , 6. 74 (1H, d, J = 8. 8Hz), 7. 0 
2(1H, d, J = 8. 8Hz), 7. 23-7. 27 (1H, m) , 7. 33-7. 42 (6H, m) , 7. 52-7 
. 61 (1H, m), 8. 11 (1H, d, J = 2. 2Hz) , 8. 27(1H, d, J = 2. 2Hz) . 
EI-MSm/z : 443 (M + ) . 
[1542] imMM 1 72] N-3z^7k-N-^^-/V-5- (5-^7/W-<^/^h^r^-2-t 0 y v'/V) -1 

- (6-.*H¥->-3-fcry$W -iH-fc 0 ^y*— /v-z-x/v^ ikk 

[1543] Wb273] 



[1544] l)N-3z^-/V-N-^7V-5-(5-tKndr^-2-t°yv ; /V)-l-(6-^hdfiX-3-fc 0 yv ? 
/V) -lH-fcf^y — /V-3-#/V#:3rlKK 

Hifef^l 171 ON-x^;WN-^1^5- ( 5— <^v ? /k^-^v/-2-t°y vVk) -1- (6- 
^h^r->--3-t 0 y^/V) -lH-tT^y /V-3-J]/VT$3cy-*Y (1 . 05g) <D^# ;V (2 
Oml) irg^^rc^/V (20ml) m&K. 10%>^92*?A-^3fc (50%wet, 700mg) 

(5-tKn^iX-2-t 0 y^/V) -1- (6-^h^^-3-t°y *J;V) -lH-tT9 
y-/V-3-^/V#dfi^^K(840mg, S*W) £r@#:£LT#7i 0 



o 




MeO 



"N 
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[1545] 'H-NMR (400MHz, CDC1 ) 8 :1. 20-1. 28 (3H, m) , 3. 09(1/2X3H, s) 

3 

, 3. 35(l/2X3H, s), 3. 58(l/2X2H, q, J=7. 1Hz) , 3. 79(l/2X2H, 
q,J = 7. 1Hz), 3. 90(1/2X3H, s) , 3. 91(l/2X3H, s) , 6. 68(1H, d, J = 
8. 8Hz), 6. 89 (1H, d, J = 6. 8Hz) , 7. 05-7. 10 (2H, m) , 7. 46-7. 50 (1H 
, m), 8. 06-8. 10 (2H, m) . 
EI-MSm/z : 353 (M + ) . 

(5-tKn= 3 ei/-2-fc°IJ> ? /V) -1- (6-^h3r->--3-t 0 y ^yV 
) -lH-fc?^ — /W3-#/l'tfMMKK (300mg) ©N, N-v^^/MJvl^T^K (5ml 

(^/-/V-^PP^y) t^lL, «Sffr84&(120mg. 37%) 
[1546] 'H-NMR (400MHz, DMSO-d ) 8 :1. 11-1. 21 (3H, m) , 2. 99(l/2X3H 

6 

, s), 3. 29(1/2X3H, s), 3. 47(l/2X2H, q, J = 6. 8Hz), 3. 71(1/2X2 
H, q, J=6. 8Hz), 3. 89 (3H, s) , 4. 54 (2H, s) , 6. 87 (1H, d, J = 8. 8Hz), 
7. 06(1H, d, J=ll. 5Hz), 7. 40-7. 43(2H, m), 7. 58-7. 70(3H, m) , 8. 
13-8. 30 (2H, m). 
EI-MSm/z : 4 1 0 (M + ) . 

[1547] LMMM 1 73] N-^^/V-N-^^/V-5- (5^^v ? 7V^~driX-2-t 0 !Jv ? /V) -l-(6- 
^h=3r^-3-t°y^^^-7V)-lH-fc°7y^/V-3-^7V#dr^^K 

[1548] Mb274] 



[1549] ##^!l87(D5-(5-^^/V^^-2-t o y^/V)-l-(6-^b^^-3-t°yyv ? ^/V) 
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-lH-t°^y— /V-3-#/MFV^(l. 0g)£N-3^Vl^WT^(0. 18g)££rffl 

wc, mmmitmm<D^mx,mm^m(o. 782 g , n%)^mw-t^xnt'o 

[1550] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 28(3H, m) , 3. ll(l/2X3H, s) 

3 

, 3. 36(1/X3H, s), 3. 6l(l/2X2H, q, J = 7. 1Hz) , 3. 79(l/2X2H, q 
, J = 7. 1Hz), 4. 11 (3H, s), 5. 10(2H, s) , 7. 02(1H, d, J=10. 0Hz) , 7. 1 
1-7. 15 (1H, m), 7. 26 (1H, d, J=l. 0Hz) , 7. 28-7. 45 (5H, m) , 7. 51(1 
H, d, J = 8. 8Hz), 7. 80(1H, dd, J = 9. 3, 3. 4Hz), 8. 18(1H, d, J = 2. 9Hz 
). 

EI-MSm/z : 444 (M + ) . 
[1551] imMM 1 74] N-^/V-N-^/V-5- (5-^77 U -1 

[1552] Wfc275] 



[1553] l)N-^^/V-N-^^7V-5-(5-tKndrv^-2-t°yv ; 7V)-l-(6-^hdr^-3-t 0 IJ^ 

^M#!|173ON-^^7V-N-^^7V-5-(5-^^v > /V^-=3riX-2-t 0 y -1- (6- 
^hdr^-3-t°y^^7V) -lH-fcW — (780mg) ^ffl V 
mMMl72(Dl) tmW<7)^mX\ N-^/V-N-^/V-5-(5-fcKP^>"-2-fc 0 y 
-l-(6-^h^r^-3-t°yy^=/V) -lH-fc^y — /W3-M^K (280 
mg, 45%)£@#£LT#fc„ 
[1554] 'H-NMR (400MHz, DMSO-d ) 8 :1. 12-1. 20(3H, m) , 2. 99(l/2X3H 

6 

, s), 3. 17(l/2X3H, s), 3. 46-3. 52(l/2X2H, m), 3. 66-3. 72(1/2 
X2H, m), 4. 05 (3H, s) , 7. 04 (1H, d, J=12. 7Hz), 7. 20-7. 24 (1H, m) 
, 7. 41-7. 47(1H, m), 7. 56(1H, d, J = 8. 6Hz), 7. 86-7. 92(1H, m) , 10 
. 20(1H, s). 



o 
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'N 



WO 2005/063737 



301 



PCT/JP2004/019582 



EI-MSm/z : 354 (M ) . 

^/V)-lH-t°7^— /V-3-^77V^i7-^K(280mg)^fflV^T, MMMl72(D2) tWI 
m<VjT%kX\mMfc&yo (28mg. 8. 5%)lri^L«c 0 
[1555] 1 H-NMR(400MHz, CDC1 ) 8 :1. 23-1. 29(3H, m) , 3. 12(l/2X3H, s) 

3 

, 3. 56(1/2X3H, s), 3. 62(l/2X2H, q, J=7. 1Hz) , 3. 79(l/2X2H, 
q, J=7. 1Hz), 4. 10 (3H, s), 4. 54(2H, s) , 5. 88(1H, br s), 6. 54(1H, s 
), 7. 04 (1H, d, J = 9. 5Hz), 7. 13-7. 16 (1H, m) , 7. 26-7. 29 (1H, m), 7 
. 55(1H, d, J = 8. 6Hz), 7. 83(1H, d,J = 9. 3Hz), 8. 17(1H, d, J = 2. 9Hz 
). 

EI-MSm/z : 4 1 1 (M + ) . 
[1556] [^Jfe^iJ 1 75] N-^/V-N-^/V-5- (5-^^vvV;^i/-2-fc:°y i^/V) -1- (6- 

^^•/V-3-t°yv ? /V)-lH-t°7y^/V-3-^/V^^-i^5K 
[1557] Mb276] 



[1558] ##F(|88(D5-(5-^^v ? /V^-=¥v'-2-fc o yv ; /V)-l- (6-^/1^-3-1^^) -1H 
/^3-*;l^yH (1 . 3g) iN-x^f/VT^y (0. 24g) ££rffl V vf, 
H»!|l^^l#^fe-C\tlM^^(l. 3g, 90%)£@#:£LT#fc o 
[1559] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 59 (3H, s), 3. 11 

3 

(1/2X3H, s), 3. 37(1/2X3H, s) , 3. 61(l/2X2H, d, J = 7. 1Hz), 3. 8 
K1/2X2H, d,J = 7. 1Hz), 5. 11(32H, s) , 7. 03(1H, d, J = 8. 8Hz) , 7. 
16-7. 19 (1H, m), 7. 25-7. 27 (1H, m) , 7. 35-7. 42 (6H, m) , 7. 60-7. 
64(1H, m), 8. 26(1H, s) , 8. 40(1H, s) . 
EI-MSm/z : 427 (M + ) . 
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[1560] IMMM 1 76] { 6-[5- (a^=3-;v?.=3-/Vt);V;^4^) -2- (6-^/V-3-t°V -2 
[1561] Ut2lT\ 



[1562] 1) (5-tKi3 d r^-2-t 0 y v'/V) -1- (6-^^/V-3-t°y 

/V) -lH-t 0 7y^/V-3-^7/V#^ri^5K 

1 7 50N-xf;WN-^f/W-5- ( 5-^^v7l^}-3r>-2-fc°y vVV) -1- (6- 
^^/V-3-fc°y^ ? /V)-lH-t: 0 7y ? — /V-3-^7/V^i^5K(l. 3g)£ffll>T, 
172^1) ^Ntltf^Sre, N-^^-/V-N-7«^-/V-5-(5-tKndrv'-2-t 0 y vVV)- 
l-(6-^/V-3-t°y v ? /V)-lH-t°7y^/V-3-^/V#dri^5K(970mg ( 94%) &r 

EI-MSm/z : 337 (M + ) . 
2)tl«^^ 

(5-fcKn^i/-2-t°y iz/V) -1- (e-^^/V-S-^yv 5 /^) 
-lH-t 0 ^y— /V-3-^7/V^dr^5K(970mg) , 2-^n^eg^^^^v?/k3i^/k(7 
80mg) / S:TJ?^^y^(790m g )^fflV>-C, H«!|172<D2) tm%k<DjjW:X\ U 
mfc&Vo(l. 2 g) 86%)£@#:£LT#fc 0 
[1563] 'H-NMR (400MHz, CDC1 ) 8 :1. 21-1. 29 (3H, m) , 2. 59 (3H, s), 3. 11 

3 

(1/2X3H, s), 3. 37(1/2 X3H, s), 3. 61(1/2X2H, q, J=7. 1Hz) , 3. 8 
K1/2X2H, q, J = 7. 1Hz), 4. 71 (2H, s), 5. 24(2H, s), 7. 04(1H, d, J = 
8. 8Hz), 7. 15-7. 17 (2H, m) , 7. 33-7. 39 (6H, m) , 7. 53-7. 61 (1H, m 
), 8. 19-8. 21 (1H, m), 8. 41-8. 44(1H, m) . 
EI-MSm/z : 485 (M + ) . 
[1564] IMMffl 1 77] { 6-[5- (^/V^/Vjj/Vs<^r4/V) -2- (6-^/V-3-fc°y vvV) ~2 
H-lf^— /V-3--f/V]-3-fc 0 yv ? /V^-^riX}e^^ 



o 
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[1565] [>fb278] 



HO 



O 




0 



N 



J7 



•N 



[1566] MMM 1 76(D { 6- [5- (^jV^/VfisV/^^^) -2- (6-y-^/V-3-fc°U vVv) -2 

A-^(50%wet, 500mg)££rfflVvC x mMMl72<Dl) tm&<D&&V. UMit 
Og, ^tW)^T^;V7r^iL-C#fc 0 
[1567] 1 H-NMR(400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 61 (3H, s) , 3. 12 

3 

(1/2X3H, s), 3. 37(1/2X3H, s) , 3. 62(l/2X2H, q, J=7. 3Hz), 3. 8 
0(1/2 X2H, q, J = 7. 3Hz) , 4. 66 (2H, s) , 6. 63 (1H, br) , 7. 08 (1H, d, J 
= 9. 8Hz), 7. 13-7. 27(2H, m) , 7. 41 (1H, d, J = 8. 8Hz), 7. 77-7. 80(1 
H, m), 8. 20-8. 22 (1H, m) , 8. 36 (1H, s) . 
FAB-MSm/z : 396 (M + H) + . 

[1568] IMMM 1 78] (5-2r/W**£>{A'*\<%-i/-2-\?V V7V) -1 

- (6-^^/V-3-t°U vW) -lH-t°^y — /V-3-^/^^i^5K 

[1569] Mb279] 



[1570] HJfB0a 1 77C0 { 6- [5- (rc^/V^/V#/W^^lW) -2- (6-^^/V-3-t°JJ ^/V) -2 
H-t°7y^/V-3-^r/V]-3-t°y ^/V^-^Vjftgft (200mg) b28%T>^e^T7k (0 
. 3ml)i:SrfflV>T, ^»!l7i:ID#(D^T\ mBMk&fo (50m&, 25%)£@#:£b 

[1571] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m), 2. 59 (3H, s) , 3. 12 

3 

(1/2X3H, s), 3. 38(1/2X3H, s) , 3. 60(l/2X2H, q, J=7. 1Hz) , 3. 8 
2(1/2X2H, q, J = 7. 1Hz), 4. 55(2H, s) , 5. 71 (1H, br s) , 6. 48(1H, br 
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s), 7. 07(1H, d, J = 8. 6Hz), 7. 19-7. 26(2H, m) , 7. 44(1H, d, J = 8. 8 
Hz), 7. 62-7. 67(1H, m) , 8. 24(1H, d, J = 2. 9Hz), 8. 36(1H, s) . 
EI-MSm/z : 394 (M + ) . 
[1572] LMMM 1 79] (5-i -yT /-2-M°W;V) -1- 

3-t°y^/v)-iH-t°7>^ /v-3-#/v#3riKK 

[1573] Dfb280] 




MeO N 

[1574] ###!J90(D5- (5-v-T/-2-fc°y vVk) -1- (6-^h^>-3-t°y v7k) -lH-fcW 
-;W3-*;l4yi(l. 2g)fcN-:^yk?^vV'T5>'(0. 27g)££rfflwr, 
tmWk<D]jmX»WMi\:&yo(0. 982 g , 72. 2%)^@#:£;LT#fc 0 

[1575] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 28(3H, m) , 3. 12(l/2X3H, s) 

3 

, 3. 38(1/2X3H, s), 3. 6l(l/2X2H, q, J = 7. 32Hz), 3. 82(l/2X2H 
, q, =7. 3Hz), 3. 98(3H, s) , 6. 79(1H, d, J = 8. 8Hz) , 7. 27(1H, d, J = 9 
. 0Hz), 7. 57-7. 61 (2H, m) , 7. 97 (1H, dd, J = 8. 3, 2. 0Hz) , 8. 10 (1H, 
d, J = 2. 7Hz), 8. 73 (1H, s) . 
EI-MSm/z : 362 (M + ) . 

[1576] [^Ji^!ll80] N-^^vV-N-^^vV-5- (5-^7V-2-t°y v7V) -1- (6-^hdrv^- 
3-t°y^;V)-lH-t°7y- /V-3-#/MK3r1KK 

[1577] Ht281] 




MeO N 

[1578] ##^[|89(D5-(5-iyTy-2-t°y^/V)-l-(6-7hdriX-3-t°y^> ? ^/V)-lH-t 0 
7y-;V-3-*;V*>t (0. 97mg) iN-^^/V^^/VT5^ (0. 21g) t&fB V vf, 
H»!lli:^I#^^-etlffi{b^(l. 00g, 91%)£@#:i:LT#/i 0 

[1579] X H-NMR (400MHz, CDC1 ) 8 :1. 24-1. 30(3H, m) , 3. 13(l/2X3H, s) 

3 
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, 3. 37(1/2X3H, s), 3. 62(1/2 X2H, q, J=7. 1Hz) , 3. 79(l/2X2H, 
q, J=7. 1Hz), 4. 12(3H, s) , 7. 17-7. 21 (2H, m) , 7. 70(1H, dd, J = 8. 3 
, 1. OHz), 7. 87(1H, dd, J = 9. 3, 2. 2Hz), 8. 02(lH, dd, J = 8. 1, 1. 95H 
z), 8. 67 (1H, br s) . 
EI-MSm/z : 363 (M + ) . 

[1580] [HJfe^J 181] N-^^/V-N-^^/V-5-[5- Wl^^/V^^/VT^/^/V) -2-fc°U 
^/V]-l-(6-^h^i/-3-t°y^^/V)-lH-t 0 7y^/V-3-^7/V^df-i^5K 

[1581] Wb282] 



[1582] 1 ) ( 5-T^/^/^-2-H°V i?M -1- (6-p< h=¥^-3-t°y 

- /V) _iH-tr^— /V-3-#/l^=¥lKK 
HJfe#dl80<DN-3^/V-N-^/V-5-(5-: •/Ty-2-fc°yv ? /V)-l-(6-^h^rv'- 
3-t°y jr*J^/V) -l¥L-t°7y*—^-3-JJ/^3c-y-^V ( 1 . Og) ©2M7y^=7-x 
^7— /K24ml)!BI®^ic:, i/y^y/V/T/^^C— 65%-aW, 800mg) 

SrAn^ xK^(8atm)#H^;T(D^— h^^— ^^«12O°C-e30#rffl*#b^ o S 
*9^H*iBU#?S9§jKS^EET«*b, N-^/v-N-y^vv-5-(5-T^/ 

y^/v-2-t°y v 5 ^) -l- (6-y h^ix-3-t o y yv^/v) -lH-tr^y*— 
*M^K(i. lg, feirift) £T^/K7r*^ JC£bT#fco 

FAB-MSm/z : 368 (M + H) + . 

(5-T57y^-/V-2-t°y vVV) -1- (6-^ h^p- 
^-/v) -lH-t 0 7y- /W3-;fr/l'tfMMKK (370mg) h^>^;V^s=.;V^nW (93 
mDMV^, %mmiZQbW\m<D^Wr^, ^J®ffrS*$K226mg, 50%) 

[1583] 'H-NMR (400MHz, CDC1 ) 6 :1. 23-1. 29 (3H, m) , 2. 93 (3H, s), 3. 12 



o 
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(1/2X3H, s), 3. 35(1/2X3H, s) , 3. 61(l/2X2H, q, J=7. 1Hz) , 3. 7 
8(1/2X2H, q, J = 7. 1Hz) , 4. 08(3H, s) , 4. 30(2H, d, J = 5. 9Hz), 5. 5 
0-5. 62(1H, br), 7. 02(1H, d, J = 9. 8Hz), 7. 14(1H, dd, J = 9. 3, 2. 4H 
z), 7. 50(1H, d, J = 8. 1Hz), 7. 75(1H, d, J = 8. 1Hz) , 7. 82(1H, d, J = 9 
. 3Hz), 8. 37 (1H, br s) . 
EI-MSm/z : 445 (M + ) . 

[1584] [HJfe^J182]N-3^/V-N-^/V-5-[5-(3, 3-^f/V|)WhW)-2-t 0 
y^/V]-l-(6-^h^i/-3-t°y^V^/V)-lH-t°7y^/V-3-^7/V^=3ri^^K 

[1585] Mb283] 



[1586] HJfe^iI 181001) C0N-^^-/V-N-^^-/V-5-(5-T5:/^^/V-2-t o y v"/V)-l-(6 
-^h^v--3-fc°yy> ? ^/V) -lH-t°7y^/V-3-^7/V^df-i^5:K (390mg) ©^nn 
^>^(20ml)^-S^, ^a-ehy^/VT$^(0. 16ml) £N, N-i?*^-/Vjj/W^l/ 

> (l lOmg) £n, N-vW/v#/v^>^yny K (l 10 » l) &UQ%.6f$ffl9k&Vfz 0 

nvtM-emmU g&®ffr^(248mg, 53%)&@ftel/C#;fc„ 
[1587] 1 H-NMR(400MHz, CDC1 ) 8 :1. 22-1. 28 (3H, m) , 2. 93 (6H, s) , 3. 11 

3 

(1/2X3H, s), 3. 36(l/2X3H, s) , 3. 61(1/2X2H, q, J=7. 1Hz) , 3. 7 
8(l/2X2H, J = 7. 1Hz), 4. 10 (3H, s) , 4. 42(2H, d, J = 5. 6Hz), 4. 85- 
4. 92(1H, br), 7. 06(1H, d, J=10. 3Hz) , 7. 13(1H, dd, J = 9. 3, 2. 93Hz 
), 7. 51 (1H, d, J = 8. 1Hz), 7. 71-7. 81 (2H, m) , 8. 35 (1H, s) . 
EI-MSm/z : 438 (M + ) . 
[1588] LmMMl83l4-^/V^^iy^-l-^i/V^lym{6-L5-(^/V^/V^7W<^e4 




MeO 



'N 
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;v) -2- (6-^ h^-3-fc°y^v^/V) -2H-t°yy*— -3-fc°U vVW^- 
[1589] [^284] 



o 




[1590] MMMlSKDl) (DN-^^-N-^SU-5-(5-T^J^^-2-t°Vz//U)-l-(6 
-^h^^-3-t°y^^/V)-lH-t°^y— /V-3-^/V^df-i^^K(370mg) , ^PP^ 
^4-=hti^^/k(210mg)^U ? N-^/^t o ^v ? ^(l 1 lmg) ££rfflV vC. HJfe 
{?!jl42^^#(D^fe-t5\ fUM^I^J (240mg, 48%) ^T^/^T^^b-C#fc 0 

[1591] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 28 (3H, m) , 2. 40-2. 50 (4H, m 

3 

), 3. 12(1/2X3H, s), 3. 35(l/2X3H, s) , 3. 40-3. 50 (4H, m) , 3. 61 ( 
1/2X2H, q, J = 7. 1Hz) , 3. 78(l/2X2H, q, J = 7. 1Hz), 4. 10(3H, s) , 
4. 41 (2H, d, J = 5. 6Hz), 4. 95-5. 05 (1H, br) , 7. 05 (1H, d, J = 9. 5Hz) , 
7. 14(1H, dd, J = 9. 3, 3. OHz), 7. 51 (1H, d, J = 8. 3Hz), 7. 81 (1H, dd, J 
= 9. 3, 3. 4Hz), 8. 34(1H, s) . 
EI-MSm/z : 493 (M + ) . 

[1592] [HJfe0Sl84] N-^^VV-N-y^/V—5-[5- /VT^/y^/V) -2-t°U 

^/v]-l-(6-^h^-3-fc 0 yiW-lH-fc 0 yV— ;W3-*;^t*K 

[1593] [>ffc285] 




[1594] 1 ) N-^^/^-N-y^/^-5- (5-T^yy^/V-2-t°y vVk) -1- 
vW) -lH-fcT^ — /V-3-^7/V^^ri7-5K 

^}fe^!|179(DN-^^-7V'-N-y^-7V-5-(5-^Ty-2-fc 0 y^7V) -1- (6-^ h^rv-- 
3-t°y -lH-t°yy*— /V-3-#/Vtf^lKK (980mg) ^ffi V vt\ MMM 1 8 1 CO 
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1) tm^(D^m:X\ N-^^/V-N-^^/V-5-(5-T5;y^^/V-2-t o yv ? 7V)-l-( 

EI-MSm/z : 366 (M + ) . 

N-xf/KN-^f;l^-5- (5-T57^^-/V-2-t°y vVV) -l-(6-^h^i/-3-t°U^ 
/V)-lH-t°7y^/V-3-^7/V^^iJ-5K (326mg) ^^^W^wV^nyK (69 1) 
^fflwr, ^»!|136^|1I#(D^-T:\ ^jHlbl^>(240mg, 60%)^@^LT 

[1595] 'H-NMR (400MHz, CDC1 ) 5 :1. 23-1. 28 (3H, m) , 2. 96 (3H, s) , 3. 11 

3 

(1/2X3H, s), 3. 37(1/2X3H, s), 3. 61(l/2X2H, q, J=7. 1Hz) , 3. 8 
K1/2X2H, q, J = 7. 1Hz), 3. 95(3H, s) , 4. 34(2H, d, J = 6. 4Hz), 5. 4 
5-5. 55(1H, m), 6. 74(1H, d, J = 8. 8Hz) , 7. 03(1H, d, J = 9. 8Hz) , 7. 3 
7(1H, d, J = 8. 1Hz), 7. 54-7. 59(1H, m) , 7. 75(1H, d, J = 8. 1Hz), 8. 0 
6(1H, d, J = 2. 2Hz), 8. 46(1H, s) . 
EI-MSm/z : 444 (M + ) . 

[1596] [||»dl85]N-^/V-N-^^VV-5-[5-(3, 3-^f/^WF^)-2-t' 
y^/V]-l-(6-7«h=3r^-3-t 0 yv ? 7V)-lH-t 0 7y^/V-3-^/V#^i^$K 

[1597] Wk286] 




[1598] H»!ll84C01) C0N-^^-/V-N-^^-/V-5-(5-T^/^^/V-2-t°y> ? /V)-l-(6 
-^h^>-3-t°y v7V) -lH-t 0 ^y— ;W3-^V#^K (340mg) ©^PP^ 
^(20ml)|§$^ ^a-ehy^^/vT^(0. 15ml) N-^^;^;w^yi 
^nyK(ii0Ml)^ax.i5B#r H W#bf' o BtfcM^Tk&MzLftwU ^mm&M7k 
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/vmmfv^h^yj— WJ—;v-Wnxi*#» -eltMU UMi^m (l90m g 
, 46%)£r@#iUT#7to 
[1599] 'H-NMR (400MHz, CDC1 ) 8 :1. 22-1. 28 (3H, m) , 2. 91 (6H, s), 3. 11 

3 

(1/2X3H, s), 3. 36(l/2X3H, s) , 3. 6l(l/2X2H, q, J = 7. 3Hz) , 3. 8 
K1/2X2H, J = 7. 3Hz), 3. 95(3H, s) , 4. 44(2H, d, J = 5. 6Hz), 4. 85- 
4. 95 (1H, br), 6. 75 (1H, d, J = 8. 8Hz) , 7. 08 (1H, d, J = 9. 3Hz) , 7. 36 ( 
1H, d, J = 8. 1Hz), 7. 59 (1H, dd, J = 8. 79, 2. 7Hz) , 7. 62-7. 71 (1H, m) 
, 8. 11(1H, s), 8. 44(1H, s). 
EI-MSm/z : 437 (M + ) . 
[1600] [||*^!)186]4-^^/Vt 0 ^7v ? ^-l-^/^V^{6-[5-(^^/^^/V^7/V/^^ 

/v) -2- (6-^^-3-^ -2H-tr^y— /v-3— f/v]-3-t°y v?/v^/W r 

[1601] Mk287] 



[1602] Hife#!|184(Dl) 0N-xf;V-N-^;V-5-(5-7^^f/V-2-t o y^)-l-(6 

y^/V)-lH-tf^>^— /V-3-^7/^^f-^K(350mg) „ ^nn^i4 
--hci^^^/k(l95mg)^t) ? N-^/Vt o ^v ? ^(105mg) ££rfflV vt\ ^Sife$|14 
2^|H#(D^-e, M^1^3(290mg, 61%) £T^/K7x^£L-C#fc 0 

[1603] 'H-NMR (400MHz, CDC1 ) 8 :1. 22-1. 28 (3H, m) , 2. 40-2. 50 (4H, m 

3 

), 3. 11(1/2X3H, s), 3. 36(1/2X3H, s) , 3. 40-3. 50 (4H, m) , 3. 60 ( 
1/2X2H, q, J = 7. 1Hz), 3. 80(l/2X2H, q, J = 7. 1Hz), 3. 95(3H, s) , 
4. 43 (2H, d, J = 5. 6Hz), 5. 00-5. 10 (1H, br) , 6. 75 (1H, d, J = 8. 8Hz), 

7. 04(1H, d, J = 8. 1Hz), 7. 35(1H, d, J = 7. 7Hz), 7. 57-7. 68(2H, m) , 

8. 10(1H, s), 8. 42(1H, s) . 
FAB-MSm/z : 493 (M + H) + . 




o 



WO 2005/063737 



310 



PCT/JP2004/019582 



[1604] IMMM 187] (5-i ^T/-2-h°y v7V) -1- (6-^/V-3 
[1605] Ut288] 




[1606] ##f?!l75C05- (5— >'T/-2-fc p y^/V) -1- (6-^/V-3-fc°y vVV) -lH-t^^ 
— ;V-3-Jj /Vv$Z/m (200mg) bN-^/V^/VT^/ (43mg) ^ffl V vC, ^MM 
7bm&<D&mvfflBAK&m (200mg, 88%) ?rH#:^LT#fc 0 

[1607] X H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 63 (3H, s), 3. 12 

3 

(1/2X3H, s), 3. 39(1/2X3H, s) , 3. 62(l/2X2H, q, J = 7. 1Hz), 3. 8 
2(1/2X2H, q, J = 7. 1Hz), 7. 23-7. 29 (2H, m) , 7. 58-7. 63 (2H, m) , 
7. 99(1H, dd, J = 8. 3, 2. OHz) , 8. 41 (1H, s), 8. 70(1H, s) . 
EI-MSm/z : 346 (M + ) . 
[1608] [HJfe^l 188] N-^^/k-N-^^/V-5-[5- W^^/V^^VT^/^M -2-t°y 

v ? /v]-i-(6-^^-/v-3-t°y> ? /v)-iH-t 0 7y^/v-3-^;/v^^i^^K 

[1609] Mb289] 




[1610] l)N-xf;lA-N-^f;W5-(5-7^/^f;W2-lfy^)-l-(6->f;W3-tf!l 

1 8 7©N-xf;V-N-^f;k-5- ( 5— XTV-2-fcTy >W) -1- (6-^/k-3 
-t°y^7V)-lH-t°7yWV-3-^7V#=3r^^K(2. Og)£rJBVvt\ HJfe^!ll81<Dl) 
£ IH^^^^-C, (5-T5/^/V-2-t°y v>/V) -1- (6- 

^/v-3-tfyvvv)-iH-t°^,/— ^3-^w*(2. 2 g , Stt^/v 
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FAB-MSm/z : 35 1 (M + H) + . 

N-^^/v-N-^/v-5-(5-T?;y^^/v-2-t o y >Vv) -i-(6-y^/v-3-t°y v 5 

/V)-lH-t°^y'— /V-3-^7/V#^ri7-5K (220mg) h^^^V^^V^nW (59 1) 
[1611] 'H-NMR (400MHz, CDC1 ) 6 :1. 21-1. 29 (3H, m) , 2. 42 (3H, s) , 2. 96 

3 

(3H, s), 3. 11(1/2X3H, s), 3. 37(l/2X3H, s), 3. 61(l/2X2H, q, J 

= 7. 3Hz), 3. 81(1/2X2H, q, J = 7. 3Hz) , 4. 33 (2H, d, J = 6. 4Hz), 5. 

70-5. 80(1H, m), 7. 03(1H, d, J=10. 3Hz), 7. 18(1H, dd, J = 8. 3, 2. 4 

Hz), 7. 40(1H, d, J = 8. 3Hz) , 7. 57-7. 62(1H, m) , 7. 77(1H, d, J = 8. 1 

Hz), 8. 33-8. 35 (1H, m) , 8. 44 (1H, s) . 

FAB-MS m/z : 429 (M + ) . 
[1612] [^te#J189]N-3^/V-N-^/V-5-[5-(3, 3-^WWWf/V)-2-f 

y vVV] -1 - (6-^/V-3-fc°y vVV) -1 H-t°7^ — 
[1613] Mb290] 



[1614] Hife^ll 1 88C0 1) ©N-xf/WN-^/W5-(5-7^f;W2-f!J^) -1- (6 
-^^•/V-3-t°y> ? /V)-lH-t o 7y^/V-3-^;/V^^i^^K(220mg) £N, N-v^ 
/^/W^fift^nyK(69/xl)^«rfflV^ ^»!ll85^^#(D^-C\ fUM^^ 
(185mg, 70%)%mW-bVXWZLo 

[1615] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 59 (3H, s) , 2. 92 

3 

(6H, s), 3. 11(1/2X3H, s), 3. 37(l/2X3H, s) , 3. 6l(l/2X2H, q, J 
= 7. 1Hz), 3. 8K1/2X2H, J = 7. 1Hz), 4. 43 (2H, d, J = 5. 6Hz) , 4. 86 
-4. 90(1H, m), 7. 08(1H, d, J = 8. 8Hz) , 7. 18(1H, d, J = 8. 3Hz) , 7. 24 
-7. 26 (1H, m), 7. 39 (1H, d, J = 8. 1Hz) , 7. 60-7. 72 (2H, m) , 8. 39-8. 
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42 (2H, m). 
EI-MSm/z:421 (M + ) . 
[1616] imMMl90]4-^/Vt°^i/^-l-%/V7$l/m{6-l5-(^/V^/V%/V/^4 
;V) -2-(6-^/V-3-t°Vi?/V) -2H-t°^y — /W3-^] -3-t°U vVk^/V} T 

[1617] Dfb291] 



[1618] 1 84<D 1) (DN-xf;V-N-^/W-5- (5-T3:/p<^VV-2-fc 0 y^/V) -1- (6 

-^^/l^-3-fc p y^/W)-lH-t p 9^— /V-3-#/Mtf3rlKK(26()mg) , ^nndr^4- 
-hn7^/V(164mg)^.t^N-^/Vt°^7> ? >'(89mg) ^ffl^T, MMffll42b 

[1619] 'H-NMR (400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 31 (3H, s) , 2. 39 

3 

-2. 42(4H, m), 2. 59(3H, s) , 3. ll(l/2X3H, s) , 3. 37(l/2X3H, s) , 
3. 41-3. 43(4H, m) , 3. 61(l/2X2H, q, J = 7. 1Hz), 3. 8l(l/2X2H, q 
, J = 7. 1Hz), 4. 43 (2H, d, J = 5. GHz), 5. 03 (1H, t, J = 5. 6Hz) , 7. 06(1 
H, d, J = 8. 3Hz), 7. 18(1H, d, J = 8. 3Hz) , 7. 39(1H, d,J = 8. 1Hz), 7. 6 
1-7. 70 (2H, m), 8. 37-8. 41 (2H, m) . 
EI-MSm/z : 476 (M + ) . 

[1620] [HJg$| 1 9 1] N-^^vV-N-^/V-5-[5- (Tir^/VT^/^/V) -2-fc°y vVk]- 
1- (6-^/V-3-t°y vVv) -lH-fcf^ — /v-3-#/i^=¥i^K 

[1621] Wb292] 



[1622] Hife#!|184CDl) (DN-^/l^-N-^^-5-(5-T^y^^/V-2-t°y> ? /V)-l-(6 




o 



N 



O 
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[1623] 

[1624] 
[1625] 

[1626] 
[1627] 



[1628] 



3-fc: o y -lH-tT9>^— Ar-Z-iJ (220mg) bT^SVpn 

w(7i»i)b%m^^x^ mmmi38tmm(D^m^ ^a^^dssmg, 75%) 

'H-NMR (400MHz, CDC1 ) 5 :1. 23-1. 29 (3H, m) , 2. 05 (3H, s) , 2. 59 

3 

(3H, s), 3. 1K1/2X3H, s) , 3. 37(l/2X3H, s) , 3. 61(1/2X2H, q, J 
= 7. 1Hz), 3. 8K1/2X2H, J = 7. 1Hz), 4. 44(2H, d, J = 5. 9Hz) , 6. 17( 
1H, br), 7. 06(1H, d, J = 8. 3Hz), 7. 19(1H, d, J = 8. 3Hz), 7. 39(1H, d 
, J = 7. 8Hz), 7. 60-7. 67 (2H, m) , 8. 36-8. 39 (2H, m) . 
FAB-MSm/z : 393 (M + H) + . 

IMMM 192] N-^^vV-N-^/V-5- [ 5- (^n^^^/V/K^/VT^y^/V 
) -2-fc°y vVv] -1 - (6-/^/V-3-fc°y vVv) -1 H-fcW — ;^-3-*;^t^K 
Mfc293] 



^Jfefll 1 84<£>1) ©N-xf;]A-N-^f/V-5- (5-T5://^/V-2-fc°y vVv) -1- (6 
-y^/V-3-t°y v>/V) -lH-fcT^— /V-3-^7/V#=ari7-5:K (220mg) bis? Xf<*y# 

>jj;v^/v?uw{9i ix i) b&m\^x. mmmi4obmm(D^mx\ mmit^-mi 

196mg, 70%)3r@flc£l/C#fc o 

'H-NMR (400MHz, CDC1 ) 5 :1. 23-1. 29 (3H, m), 1. 55-1. 90 (8H, m 

3 

), 2. 53-2. 59 (1H, m) , 2. 59(3H, s) , 3. 11(1/2X3H, s) , 3. 37(1/2X 
3H, s), 3. 61(1/2X2H, q, J = 7. 1Hz) , 3. 81 (1/2 X 2H, J = 7. 1Hz) , 4. 
45 (2H, d, J = 6. 1Hz), 5. 97 (1H, br) , 7. 08 (1H, d, J = 8. 6Hz), 7. 18 (1H 
, d, J = 8. 6Hz), 7. 40(1H, d, J = 8. 1Hz) , 7. 40(1H, d, J = 8. 1Hz), 7. 60 
-7. 66 (2H, m), 8. 38 (2H, br s) . 
FAB-MSm/z : 447 (M + H) + . 

[Hife#!l 1 93] { 6-[5- {=^f-)V^;V^j;V/^y{;V) -2- (6-^^VV-3-fc°y i^/V) -2 

H-t^y^/v-s-^r/vi-s-^y^/v^^/vj^/w^^^^^/v^^^/v 
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[1629] Mfc294] 




[1630] Hife#!|184(Dl) cDN-^^/^-N-^^-5-(5-T^y^^/V-2-t°y> ? /V)-l-(6 
-^^7V-3-t°U *J/V) -lU-\f^/—;V-3-1tj;V^^Y (220mg) ^nn^ 

^/K58/xD^fflv^ mmmi39tmm<D^m^\ mm^m(i90m g) 75%) 

[1631] 1 H-NMR(400MHz, CDC1 ) 8 :1. 23-1. 29 (3H, m) , 2. 59 (3H, s) , 3. 12 

3 

(1/2X3H, s), 3. 38(l/2X3H, s) , 3. 61(l/2X2H, q, J=7. 1Hz) , 3. 7 
1(3H, s), 3. 81(1/2X2H, J = 7. 1Hz), 4. 38 (2H, d, J = 5. 4Hz), 5. 19(1 
H, br s), 7. 10(1H, d, J = 8. 6Hz), 7. 19(1H, d, J = 8. 3Hz) , 7. 42(1H, d 
, J = 8. 3Hz), 7. 60-7. 69 (2H, m) , 8. 39-8. 41 (2H, m) . 
FAB-MSm/z : 409 (M + H) + . 

[1632] LMMM 1 94] { 6-[5- (^^/V^^/V^/W^^/V) -2- ( 

6-^/1^-3-1* U v7V) -2H-t°^y — yk-3-^/V] -3-fc°U ^fV^f-fV } 

[1633] Mb295] 




[1634] HJfe^l 1 84C0 1) (5-T5/^^/V-2-t°y iz/V) -1- (6 

-^/V-3-fc°yvyV)-lH-fc 0 ^,/— /V-3-^7/V^^i^5K(260mg) , ^DP^i4- 
^hn^^/V(164mg)RtJ ? ^/V^y^(79mg)^fflV>T, HJfe^!ll42i:lnl#<D^ 
8rC, ^S^^(220mg, 65%)«r@fl:£LT#;fco 

[1635] 'H-NMR (400MHz, CDC1 ) 8 :1. 25-1. 29 (3H, m) , 2. 59 (3H, s), 3. 11 

3 

(1/2 X3H, s), 3. 37(1/2X3H, s) , 3. 37-3. 40 (4H, m) , 3. 61(1/2X2 
H, q, J = 7. 1Hz), 3. 68-3. 70(4H, m) , 3. 81(1/2X2H, q, J = 7. 1Hz) , 
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4. 44(2H, d, J = 5. 4Hz), 5. 10(1H, br s) , 7. 00-7. 07(1H, m) , 7. 19(1 
H, d, J = 8. 1Hz), 7. 37-7. 40(1H, m) , 8. 62-8. 68 (2H, m), 8. 36 (1H, 
s), 8. 41 (1H, s). 
EI-MSm/z : 463 (M + ) . 
[1636] [HJfe^ll95]4, 4-^/V^-rit:°^<y^-l-^;/V^V^{6-[5-(^/^^/V^; 
/W*^ /!✓) -2- (6-^/V-3-fc°<J vVV) -2H-t°7^— /V-3-^T/V] -3-t°U 

[1637] Mb296] 



[1638] HJfe#| 1840)1) ©N-xf;WN->f;>-5-(5-7^^f;W2-tfy^)-l-(6 
-^^/V-3-t°!J> ? /V)-lH-fc°^y ? — /V-3-#/MK3rlKK(260mg) „ ^nn^i4- 
^hn^ ; n^/V(164mg)^t^#%^!)86(D4 ) 4-> ? ^/V^-tifc o ^yv?^^^(140m 
g)^l^t, ^Wl42^|PI«©^«fe-C,«JB>fb^(258mg, 70%)£@flc£L 

[1639] 'H-NMR (400MHz, CDC1 ) 6 :1. 22-1. 29 (3H, m), 1. 93-2. 03 (4H, m 

3 

), 2. 59(3H, s), 3. 11(1/2X3H, s) , 3. 37(l/2X3H, s) , 3. 48-3. 55(4 
H, m), 3. 61(1/2X2H, q,J = 7. 1Hz), 3. 81(1/2X2H, q, J = 7. 1Hz), 
4. 42(2H, d, J = 5. 6Hz) , 5. 16(1H, t, J = 5. 6Hz) , 7. 05(1H, d, J = 7. 8H 
z), 7. 19 (1H, d, J = 8. 1Hz), 7. 38 (1H, d, J = 8. 1Hz) , 7. 62-7. 69 (2H, 
m), 8. 35 (1H, s), 8. 41 (1H, s) . 
EI-MSm/z : 497 (M + ) . 
[1640] IMMffl 196] N-if;l^-N-yf;H- (6-^/k-3-t°y >W) -5-{ 5-[ (3-^ 
/V!7 WK) -2-t°y vVV } -lH-t^y— /V-3-^7/V#=3r^5:K 




o 
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[1641] [>fb297] 



o 



N 
H 



ii 

H 




O 



•N 



[1642] Hife#!|184(Dl) cDN-^^/^-N-^^-5-(5-T^y^^/V-2-t°y> ? /V)-l-(6 

fflWC, HW!jl42i:^lil(D^-e,tlM^^(257mg, 65%) £@#:£L-C# 
[1643] X H-NMR (400MHz, CDC1 ) 6 :1. 22-1. 30 (3H, m) , 2. 57 (3H, s) , 2. 75 

3 

(3H, d, J = 4. 6Hz), 3. 10(1/2 X 3H, s) , 3. 37(l/2X3H, s) , 3. 61(1/ 
2X2H, q, J = 7. 1Hz), 3. 82(l/2X2H, q, J=7. 1Hz) , 4. 35(2H, d, J = 5 
. 9Hz), 5. 13(1H, br s), 5. 77(1H, br s) , 6. 93(1H, d, J = 8. 8Hz), 7. 1 
5(1H, d, J = 8. 3Hz), 7. 22(1H, d, J = 7. 8Hz) , 7. 49-7. 62(2H, m) , 8. 3 
5-8. 37 (2H, m). 
FAB-MSm/z : 408 (M + ) . 
[1644] [^Jfe^!I197]N, N-v ? ^^/k-5-(5-T57-2-t:°^v ; ^/V)-l-(6-^h : ¥ix-3- 

t'V^—M-iu-t 0 ^— /v-3-#/i^^5;K 

[1645] Dfb298] 



[1646] 1) N, N-v ? ^/V-5-[5-(tert-^h^r^/V#— /VT57) -2-fc°^v^ 
6-^h^>-3-t°y^V— /V)-lH-fc°^y*— /V-3-#/V^lKK 
###!|9 1 (D5-[5- (tert-^h^^/Vtfw^T^/) -2-^^— /V]-l-(6-^h3r 
^-3-t°y^V^/V) -lH-t°7/— /V-3-^7/V#V^ (0. 366g) bi?^/VT*> ( 
0. 185ml) ^fflV^-C, MMMltm^(D^m^:\ N, N-v^^vV-5-[5-(tert- 
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fc°^yWv-3-#/^3rlKK(0. 359g, 87%) SrHfriUT#fe, 
[1647] 'H-NMR (400MHz, CDC1 ) 5 :1. 26-1. 30 (6H, m), 1. 55 (9H, s) , 3. 56 

3 

-3. 62 (2H, m), 3. 74-3. 80 (2H, m) , 4. 13 (3H, s) , 7. 11 (1H, s) , 7. 16 ( 
1H, d, J = 9. 3Hz), 7. 70(1H, s) , 7. 86(1H, d,J = 9. 3Hz), 8. 49(1H, d, J 
= 1. 5Hz), 9. 13 (1H, d, J=l. 5Hz). 
EI-MSm/z : 468 (M + ) . 

N, N-^^^7W5-[5-(tert-^>^^/V^^/VT57)-2-t°^> ? ^/V]-l-(6- 
^h=3rv'-3-t 0 y^v ; ^/V)-lH-fc 0 7J/— /V-3-^/V#^5K(0. 349g) ^hy^/V 
2h3g^(3. 5ml)££rfflWC x ^»!|95(D2)^^(D^-C\ tIM^^(0. 22 
5g, 82%)£@#:£LT#fco 
[1648] 'H-NMR (400MHz, CDC1 ) 5 :1. 25-1. 29 (6H, m) , 3. 55-3. 60 (2H, m 

3 

), 3. 72-3. 77 (2H, m) , 4. 11 (3H, s) , 4. 94(2H, br s) , 7. 01 (1H, s) , 7. 
15 (1H, d, J = 9. 3Hz), 7. 84 (1H, d, J=l. 2Hz) , 7. 86 (1H, d, J = 9. 3Hz) 
, 8. 23 (1H, d, J=l. 2Hz). 
EI-MSm/z : 368 (M + ) . 

[1649] mmmiisksmmmmmm 

#U 180g-ei0^r^^^b-C#jfe/J^lfiL^(PRP)^ilb7^ o ±m<DPKP&frm 
TS^1600g^lO^M3S^bTJie©^jfiL/J^jfc«l(PPP)«r5>^b^o PRP 

200^ ifc^Wffra^©i8$fti ju \*M?LX37X:x2ftmi&WM.. ^7-^2^1 
SrS&(niurjliL/jvK^Sriijeufeo ifiL/J^««*»PAM-i2c (ssR^^^ry 

^^SrJBWTSlJtUfco PPP<D3fe^ii^l00%^fiii!l^ 

50 

[1650] [ft^!|2] v-^n^v^^-— if-1 (COX-1) &T»^n;<h3f v-^— if-2 (COX 



■Mmk&^(&COX-l&XFCOX-2mWfe&<7>M'Mia-£, Cayman Chemic 
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al Company<DCOXP!W^^y— — ^T^-fe-f^^h (^^n^#-^560101, 5 
60121) £Jl^fc 0 

S!i^tfr^s^M»^> 77^k^, snci , KiMmm, mwmmm, 

2 

(PG)^^y— ^^EIA^2p?g, PG^^y— ^^i/T-fe^/^y^rc^ 
if (AchE), hi/— (^fe^iHRPny^^r- hh PG-X^y — ^^EI 

(1) COX-lXJ*COX-2^J;^PGF atf)j££ 

2 

mmimt^ (50 ^ M) ^:7j?COX-lX^COX-2^ti>SJS«^37 o C-ei0^ 
On l&Mx.XE0fc&1^Akl,ti1£, SnC^^lOO/z l^P^.T5^rBl^?U-e^b7i 

o 

(2) ELISA^££PGF aCD^i 

2 

"7^mPGF a JrL#0 50 ^ X.fc$t^ _hfB<£>PGF a M^RJtM^OOOm^ 

2 2 

#^^^50^1, AchEhw— 50^ m\M7jkiJUK.x^n-vi8mmBmvtc 0 

Ellman)^;^200 J ul^»b7t o 60^5QBt^-f£MWc^ 405nm-^MS£r$'J 

(3) 

pc^y--^EiA^2prfefflv ^xmm&m&ftf&u ±m^m.^tm^bPGF 

a(Djm%.A&M± 0 MMMik& ! &i50 v M^*Dit§COX-lXf*COX-2(D[5@.* 

2 

GF 

2 

a (D0^4^1OO%i!b/c o 
[1651] [^1] 
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ICso ( tf M) 


5 O^MICcfcttS 

cox-iii# 
m mm%) 


5 0 tlMlZjSifZ, 
CQX-2lf# 

m mm%) 


4 


0. 12 


-1. 5 


- 1. 9 


8 


0. 0 18 


-3. 3 


3. 9 


1 3 


0. 0 18 


1 3. 9 


9. 2 


1 5 


0 . 0 2 9 


3 9. 5 


6. 9 


2 2 


0.2 1 


0, 8 


4. 2 


2 5 


0.0 1 8 


4. 7 


8. 2 


2 6 


0 . 0 6 5 


5. 5 


8, 2 


2 8 


0 . 0 0 8 9 


5. 4 


7. 6 


4 0 


0.065 


7 2 


14. 8 


4 4 


0.14 


4. 3 


3. 6 


4 8 


0. 19 


3. 6 


8. 7 


5 6 


0. 0 9 2 


- 1. 2 


- 1. 7 


6 5 


0. 0 2 


11.6 


- 1. 6 


7 1 


0.0 2 3 1 


7. 9 


N. T. 


7 4 


0. 17 


3 8. 8 


N. T. 


8 5 


0. 0 5 4 


N.T. 


N. T. 


9 5 


0. 1 6 


-9. 1 


N. T. 


9 8 


0. 0 4 3 


- 2 0. 4 


N. T. 


113 


0. 15 


-2.8 


N.T. 


116 


0. 0 2 


N.T. 


N. T. 


12 2 


0. 1 


N.T. 


N.T. 


13 2 


0. 0 3 2 


N.T. 


N.T. 


13 7 


0.2 3 


- 5. 1 


N. T. 


13 8 


0. 16 


0. 7 


N.X 


13 9 


0. 0 7 1 


-2 5. 8 


N. T. 


1 5 2 


0.11 


-8. 7 


N. T. 



[1652] mifabwbfa%:£?i^ ^mn<Dit^m(j),^tih(Dm^<nmm^m, xitt 
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o 




12 

2 

1 

2 

i 

i-§r^fe§7^/^-efe§^^, Ar }*l^V>L3^<Dg^^^T-r^5^L<«6 

2 

Rite, iBlT^/H, MT/v=3^^/^^/vS. iStT/Vn^^S, lt>L<te 
Xttl&V ^b3 ji(DgmS^i-^^^fc^5^b< fi6M<^^#^^mS 
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[2] Ar ^l^V^b3{®(Dgm*^i-§5MX«6M»^#^1i*^S^^9. Ar ffi 

1 2 

[3] Ar tfWM^^^ ^MXteeM^^^ragt^-Cfc^ Ar tfSi&V ^3{@ 

1 2 

<Z)tftS^tt5ff«S*SStfc5, ft^ill^fE*(Z)^^. Wig, Xte 
[4] Ar ^g^^$^v>5MX«6M<^^#^«mmS^fe«9, Ar ^MlS^LT 

1 2 

[5] Ar ^i^V^L3j@cDM#^^i-§i^fc^^^7^-e$)«9, Ar ^iftl^3{0 

1 2 

^r^^jfiLtt^m^^^t^/x^m^Jo 

[9] ff5j<iIl-5(DV>-f ^^Hl^fBife^b^, *rtf>ig % Xte^ttih&MWim^ 
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